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considered as methods for doing business under the provisions of Article 
17(2)(a)(i) and Rule 39.1(iii.), PCT. These methods are therefore excluded 
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The present application relates to gene sequence variations which are 
useful in selecting suitable treatments of various diseases. The 
application provides extensive listings and tables relating to human 
genes, gene sequence variations, diseases and compounds. No individual 
links are provided between the gene sequence variations and the suitable 
compound for treating the corresponding disease. 

In view of the large number and also the wording of the claims presently 
on file, which render it difficult, if not impossible, to determine the 
matter for which protection is sought, the present application fails to 
comply with the clarity and conciseness requirements of Article 6 PCT 
(see also Rule 6.1(a) PCT) to such an extent that a meaningful search Is 
impossible. 

Additionally, present claims 1-149 relate to an extremely large number of 
possible compounds and methods. In fact, the claims contain so many 
options and possible combinations of elements from the different tables, 
that a lack of clarity and conciseness within the meaning of Article 6 
PCT arises to such an extent as to render a meaningful search of the 
claims impossible. 

Independently from the above, because of the large number of elements 
raising from the various tables, non-unity objections will almost 
certainly be made when in a later EP regional stage a search is required. 

Present claims 58-66 also lack clarity (Article 6 PCT), since they relate 
to pharmaceutical compositions defined by reference to a desirable 
characteristic or property, namely having a differential effect in 
patients having at least one copy of a particular form of an identified 
gene. 

An attempt is made to define the pharmaceutical compositions by reference 
to a result to be achieved. Again, this lack of clarity in the present 
case is such as to render a meaningful search of the claimed scope 
impossible. 

Claims 89-110,123,124,131,132,135,135,139,141-144 relate to methods, of 
treatment of the human body. Normally the search would be based and 
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performed on the alleged effects of the compounds. However, considering 
the shortcomings, especially the lack of conciseness and clarity 
mentioned above, no search could be performed. 

Since for the reasons stated above a complete search was impossible, a 
limited search for the general principle underlying the first independent 
claim (claim 1), i.e. a method of selecting a treatment on basis of gene 
variance, was performed. The many documents retrieved also feature some 
of the genes mentioned in the many tables of the present application. 

The applicant's attention is drawn to the fact that claims, or parts of 
claims, relating to inventions in respect of which no international 
search report has been established need not be the subject of an 
international preliminary examination (Rule 66.1(e) PCT). The applicant 
is advised that the EPO policy when acting as an International 
Preliminary Examining Authority is normally not to carry out a 
preliminary examination on matter which has not been searched. This is 
the case irrespective of whether or not the claims are amended foil owing 
receipt of the search report or during any Chapter II procedure. 
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[Chemical Name 




bis(4- 

hydroxyphenyl)-(2,4- 
dinitrophenyl)- 
methanone, 
[hydrazone 




(7bR)-N-[2- 

[(4,5,8,8a-tetra]iydro- 

7-methyl-4- 

bxocyclopropa[c]pyiT 

oIo[3,2-e]indol- 

2(lH)-yl)carbonyl]- 

lH-indoI-5-yl]-2- 

benzofurancarboxami 

de 


(3S-trans)-l,4- 
lihydro-7-[3- 
Tiethoxy-4- 
methylamino)-I- 
3yrrolidinyl]-4-oxo-l - 
;2-thiazoiyl)-l,8- 
iaphthyridine-3- 
;arboxylic acid 
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Product Name 


p-chloro-2'-fluoro- 
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2'-fluoro-araA 
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acemannan 
derivatives, 
Carrington 
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ADOSAR 
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agmg-related disease 
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N-(2-methoxyethyl)- 

3-nitro-lH-l,2,4- 

triazole-l-acetamide 


L-2-amino-3- 

(hydroxynitrosoaminc 

)-L-alanine 




N,N,N',N',N",N"- 
hexametliyl-1,3,.5- 
triazine-2,4,6- 
tri amine 


5-amino-2-(2- 

diraethylamine)ethyl- 

IH- 

benz[de]isoquinoline- 
l,3(2H)-dione 
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•a (u g 
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Marketed 
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AK2123 
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alkyltransferase 
inliibitors, National 
Institutes of Health 


altretamine; 

hexaniethylaniine; 

hexamethylmelamine; 

KB 913; NSC 13875; 

HEXALEN; 

HEXASTAT; 

HEXINAWAS 


anionafide; 
nafidimide; MFA 
142; FA 142 


amsacnne; CI 880; 
NSC 249992; NSC 
156203; AMSIDYL; 
AMSIDINE; 
AMSEDINE; 
AMEKRIN 


o< 
u 
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aniionaceous 
acetogenins 


anticancer agent, 
Gryphon 
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7,8-dihydroxy-3-(4- 
hydroxyphenyl)-4H- 
l-benzopyran-4-one 


(1- 

methylethyl)carbamic 

acid (5,6-dihydro-8- 

methoxypyrrolo[2,l- 

a]isoquinoline-l,2- 

iiyl)bis(methylene) 

sster 


3-[[bis(2- 

:hloroethyl)- 

imino]methyl]-l,8- 

iihydroxy-9,10- 

mthracenedione 


Preclinical 
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Preclinical 


Preclinical 
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anticancer agent, 
Kyowa Hakko 


anticancer agent, 
pracelsian 


anticancer agent, 
SOAD 


anticancer agent, 
Xcyte Therapies 


anticancer agents. 
Millennium 


anticancer, Kitasato 
University 


anticancer. New York 
University 


anticancer, Sloan 
Kettering 
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atherosclerosis 
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cancer; inflammation 
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(1 -alpha, 3-beta, 4- 

alpha)-2-amino-l,9- 

dihydro-9-(3- 

hydroxy-4- 

(phosphonomethyl)cy 

clopentyl)-6H-purin- 

6-one 


l-octadecyl-2- 

acetoacetyl-3-glyceryl 

omega- 

trimethylammoniodec 
yl phosphate 


l-(2-chloroethyl)-2,2- 
bis(methylsulfonyl)hy 
drazide 

methanesulfonic acid 
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University 


antiproliferative 
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Medical 
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apoptosis modulators, 
Devgen 


apoptosis regulators, 
Apoptosis 
Technology; 
apoptosis regulators, 
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(17beta)-estra- 
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[[4-[4-[bis(2- 
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axobuloxyjacetate] 
3ster 
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SYNTHOCYTES 


o 

CO 


atnmustine; 
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porphine-2,18-diyl- 
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propanediyl)]bis[L- 

aspartato]](6-)]gallate 

(3-) trihydrogen 
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(S)-alpha-amino-5- 
hydroxy-2- 
pyridinepropanoic 
acid 


6-(3-acetoxy-4- 

hydroxy-1,5- 
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alpha-(benzoyloxy)- 
alpha-cyclopentyl- 
benzeneacetic acid, 1- 
methyl-4-piperidinyl 
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bFGF inhibitor, 
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Jmethyl]- 
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4-hydroxy-7- 

(methoxymethyl)- 
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3,5-dioxa-8-aza-4- 

phosphahexacosan-1- 

aniinium 4-oxide 

nner salt 
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trideoxy-3-(2- 
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linyl)-alfa-L-lyxo- 

hexopyranosyl]oxy]- 

5,12- 

naphthacenedione 
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[1,2,3,4,6,11- 
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4-[[2,3,6-trideoxy-3- 

(2,3-dihydro-lH- 
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triiiydroxy-1- 
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haphthacenedione 
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alfaR*)]]]-6-[[4-(2,3- 

dihydrocyclopent[b]o 

xireno[c]pyridin- 

7(laH)-ylidene)-l-(l- 

liydroxypropyI)-3- 

methy]-2- 

butenyl]oxy]tetrahydr 
o-2-methyl-2H-pyran- 
3-ol 
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methyl-l,ll-dioxo-2- 
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carboxylic acid, 
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oxide 
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1- 0X0-2,4- 
pentadienyljamino]- 
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-3-en-2-yl]-2,4,6- 
heptatrienoic acid 


26-hydroxy-28- 
oxooligomycin A 
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carboxylic acid, 
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trihydroxy-7- 

methoxy-6,ll-dioxo- 

4-[[2,3,6-trideoxy-3- 

[{trifluoroacetyl)amin 

oj-alfa-L-lyxo- 

hexopyranosyljoxy]- 

2-naphthacenyl]-2- 

oxoethyl] ester 


Pentanoic acid (2S- 

cis)-2-[l,2,3,4,6,ll- 

hexahydro-2,5,12- 

trihydroxy-7- 
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4-[[2.3,6-trideoxy-3- 

;(phenylmethyl)amin 

01- alpha-L-lyxo- 
hexopyranosyl]oxy]- 
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6,8,ll-trihydroxy-8- 

(hydroxyacetyl)-l- 

methoxy-5,12- 
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hexopyranosyljoxy]- 
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[2alfa(8S*,10S*),4bet 
a,5beta,6beta]]-10- 
(4-aniinotetrahydro- 
5-iodo-6-methyl-2H- 
pyran-2-yl)oxy]- 
7,8,9, 1 0-tetrahydro- 
5,8,1 1 -trihydroxy-8- 
hydroxyacetyl)-l- 
iiethoxy-5,12- 
laphthacenedione 


Phase I 


^hase I 


Marketed 


Phase II 


GPX 100 


9 


idarubicin; IMI 30; 

NSC 256439; IMI 22; 

ZAVEDOS; 

ZAVEDOSE; 

ZAVIDOS; 

IDAMYCIN; 

DAUNOBLASTINA; 


lododoxorubicin; 

FCE21954; 

lODODOX 
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cancer 


cancer 


antibiotic; 

anthracycline; DNA 
intercalator 


antibiotic; 

anthracycline; DNA 
intercalator 


[7R- 

(7alfa,8beta,10beta)]- 
8-ethyl-7,8,9,10- 
tetrahydro- 1, 6,7,8,1 l- 
pentahydroxy-10- 
[[2,3,6-trideoxy-3-(4- 
morpholinyl)-alfa-L- 
lyxo- 

hexopyranosyI]oxy]- 
5,12- 

naphthacenedione 
hydrochloride 


heptanedioic acid, 
mono[2-[4-[(2,6- 
dideoxy-2-fluoro- 
alfa-L- 

talopyranosyl)oxy]- 

1,2,3,4,6,11- 

hexahydro-2,5,12- 

trihydroxy-7- 

methoxy-6,ll-dioxo- 

2-naphthacenyl]-2- 

oxoethyl] ester, (2S - 

cis)- 


It 
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antibiotic; 

anthracycline; DNA 
intercalator 


antibiotic; 

anthracycline; DNA 
intercalator 


(2R,3S,4R,5R,6R,11 

R,13R)-4- 

(dimethylamino)- 

3,4,5,6,11,12,13,14- 

octahydro- 

3,5,8,10,13- 

pentahydroxy-11- 

methoxy-6,13- 

dimediyl-2,6-epoxy- 

2H-naphthaceno[l,2- 

b]oxocin-9,16-dione 


[88- 

:8alfa,10alfa(S*)]]- 

10-[[3-aniind-2,3,6- 

trideoxy-4-0- 

(tetraliydro-2H-pyran- 

2-yi)-a]fa-L-lyxo- 

hexopyranosyljoxy]- 

7,8,9, 1 0-tetrahydro- 

6,8,1 1 -trihydroxy-8- 

(hydroxyacetyl)-l- 

tnethoxy-5,12- 

laphthacenedione 
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NSC 269 148; TUT 7; 
U 52047; 
rOMOSAR; 
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doxombicin; THP- 
ADM; tliepirubicin; 
THERARUBICIN; 
PINORUBIN; 
BERIRUBIN; 
THEPRUBICINE 
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cancer 


:ancer 


:ancer 


lantibiotic; 


anthracycline; DNA 
intercalator 


antibiotic; 

anthracycline; DNA 
intercalator 


antibiotic; 

anthracycline; DNA 
ntercalator 


antibiotic; i 
mthracycline; DNA 
ntercalator 


mtibiotic; 

mthracycline; DNA 
ntercalator; estrogen 


l(2S-cis)-4-[[l-[4[(3- 


amino-2,3,6-tricleoxy- 

.aIpha.-L-lyxo- 

hexopyraiiosyOoxyjl, 

2,3,4,6,1 1 -hexahydro- 

2,5,12-trihydroxy-7- 

methoxy-6,ll-dioxo- 

2- 

naphthacenyljethylide 
neJhydrazono-2,2,6,6- 
tetramethyl-1- 
piperidinyloxyl 


Pentanoic acid, (2S- 

cis)-2-[l,2,3,4,6,ll- 

hexahydro-2,5,12- 

trihydroxy-7- 

methoxy-6,ll-dioxo- 

4-[[2,3,6-trideoxy-3- 

[(trifluoroacetyl)aniin 

01- alfa-L-lyxo- 
hexopyranosyljoxy]- 

2- naphthacenyI]-2- 
Dxoethyl ester 
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Suspended 
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niboxyl 


valrubicin; antibiotic 
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conjugated 
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doxorubicin; DDS- 
DEA 
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bacterial infection; 
cancer; mycosis 


cancer; mycosis 


cancer; bacterial 
infection; 
gastrointestinal 
disorder skin wlrcr 


cancer; bacterial 
nfection; 
gastrointestinal 
iisorder skin nlrpr 


;ancer; bacterial 
nfection; 
gastrointestinal 
iisorder skin nlrpr 


,ancer 


antibiotic; antifungal 


antibiotic; antifungal 


antibiotic; antioxidant; 
cicatrizant 


antibiotic; antioxidant; 
^icatrizant 


intibiotic; antioxidant; 
^icatrizant 


mtibiotic; beta lactam 


10-[9-butyl-8-[4- 

carboxy-3-methyl- 

1(E),3(E)- 

butadienyl]-9-(hydro)i 

ysuccinyloxy)-3- 

methyl-1,7- 

dioxaspiro- 

[5.5]undec-2-yl]-5- 

hydroxy-4,8- 

dimethyl- 

2(E),6(E),8(E)- 

decatrienoic acid 


5,6-dihydro-5- 

hydroxy-6-(6- 

hydroxy-5-methyl-4- 

hydroxysulfonyloxyh 

eptadec- 1,7,9, 11- 

tetraenyl)-2H-pyron- 

2-one 
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cancer 
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antibiotic; beta lactam 


antibiotic; beta lactam 


antibiotic; beta lactam 


antibiotic; 
jiotechnology; 
monoclonal antibody; 
anthracycline; DNA 
intercalator 


antibiotic; 
biotechnology; 
monoclonal antibody; 
anthracycline; DNA 
intercalator 


mtibiotic; DNA 

ntercalator; 

intliracycline 


[3S- 

[3alpha(R*),5alpha]]- 
alpha-amino-7-oxo-4- 
oxa-1- 

azabicyclo[3.2,0]hept 
ane-3-propanoic acid 


3-(hydroxymethyl)-4- 
oxa-1- 

azabicyclo[3.2.0]hept 
an-7-one 


[3R- 

[3alpha(alphaS*,beta 

R*),5alpha]]-alpha- 

amino-7-oxo-beta- 

(phenylmethoxy-4- 

oxa-1- 

azabicyclo[3.2.0]hept 
ane-3-propanoic acid 








Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


clavalanine; SYN 
1931; Ro 22-5417 


SYN 1127 


SYN 1932 


MAb, doxorubicin 
conjugate 


MAb, drug dehvery 
system, liposome 
doxorubicin 
conjugate; MAb, 
STEALTH 
doxorubicin 
conjugate; SPI 49 


drug delivery system, 
micellar doxorubicin; 
doxorubicin micelle 
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:ancer 


ancer 


antibiotic; DNA 

topoisomeriase 

inhibitor 


antibiotic; DNA 
topoisomerase 
inhibitor; DNA 
intercalator 


antibiotic; DNA 
opoisomerase 
inliibitor; quinolone 


mtibiotic; 
mmunostimulant 


3-ethoxypropanoic 

acid(S)-10-[[6- 

deoxy-2-0-(6-deoxy- 

3-0-niethyl-alfa-D- 

galactopyranosyl)- 

3,4-0- 

(phenylmethylene)- 
beta-D- 

galactopyranosyl]oxy 

]-5,12-dihydro-l- 

methyl-5,12- 

dioxobenzo[h](l]benz 

opyrano[5,4,3- 

cde][l]benzopyran-6- 

yl ester 


l,ll-dichloro-6-[2- 

(diethylaniino)ethyl]- 

12,13-dihydro-12-(4- 

0-met hyl-beta-D- 

glucopyranosyl)-5H- 

indolo[2,3- 

a]pyrrolo[3,4- 

cjcarbazol e-5,7(6H)- 

dione 


(S)-10-(2,6-dimethyl- 

4-pyridinyl)-9-fluoro- 

2,3-dihydro-3- 

Tiethyl-7-oxo-7H- 

3yrido[l,2,3-de]-l,4- 

3enzolhiazine-6- 

:arboxylic acid 
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cancer; HIV 
infection 


cancer 


cancer 


cancer; bacterial 
infection 


bacterial infection; 
cancer 


bacterial infection; 
cancer 


cancer 


hrombosis; bacterial 

nfection: r.anrpr 


lirombosis; bacterial 
nfection: cancer 


:ancer 


lantibiotic; 

immunostimulant; 

beptide 


antibiotic; melanin 
synthesis inhibitor 


antibiotic; nucleoside; 
antimetabolite 


antibiotic; peptide 


antibiotic; peptide 


antibiotic; peptide 


antibiotic; peptide 


antibiotic; platelet 
antiaggreeant 


antibiotic; platelet 
antiaggregant 


antibiotic; quinoline 


heptanoyl-gamma-D- 
glutamyl-(L)-meso- 
diaminopimelyl-(D)- 
alanine 


(S)-N-methyl-L- 

histidyl-N3-[l- 

carboxy-2-(lH- 

imidazol-4-yl)ethyl]- 

L-tlireo-2,3- 

diaminobutanoic acid 




u 

_o 
_o 
IB 

1 












5-(3-(40(10,ll- 
iihydro-5H- 
iibenzo(a,d)cyclohept 
;ne-5-yl)piperazin-l- 

iydroxypropoxy)quin 
)Hne 
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Preclinical 


Preclinical 
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gludapcin; FK 565; 
FK 41565 
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63984 
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cecropm B 


lytic peptides, Proteus 
International 


venicopeptin; BU 
3983T; BMY 28782 


placetin A 


placetni B 


MS 073 
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cancer 


cancer 


Dancer 
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:ancer; restenosis 


antibiotic; quinolone 


antibiotic; sulfonamide 


antibiotic; sulfonamide 


antibiotic; sulfonamide 


antibiotic; sulfonamide 


antibiotic; sulfonamide 


mtibiotic; terpene Y 


mtibiotic; terpene 

, 


6-[2-[(2-amino-l- 

oxopentyl)amino]-l- 

pyrrolidinyI]-5- 

fluoro-3-oxo-3H- 

pyrido[3,2,l- 

K]phenoxazine-2- 

parboxylic acid 

Imonohydrochloride 


N-[2-[(4- 

hydroxyphenyl)amino 
]-3-pyridinyl]-4- 
methoxybenzenesulfo 
namide 




N-(10,ll-dihydro-2- 
fluoro-5H- 

dibenzo[b,e][l,4]diaz 
epin-6-yl)-4- 
methoxybenzenesulfo 
namide 


N-(3-chloro-lH- 
ndol-7-yl)-l,4- 
benzene- 
disulfonamide 


<3 -a 

So 

S cs ^ .-2 

S . ^ § 
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AndroCar 
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cancer 
cancer 
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cancer 
cancer 


psoriasis; cancer; 
leukopenia; septic 
shock; infectious 
disease; eye disease 


cancer 


cancer 


cancer; 
endometriosis 


:ancer 

:ancer; osteoporosis 


;ancer 


terpene 
teroene 


terpene 


terpene 
tRNA 
' inhibitor 


antibiotic; vaccine 
adjuvant; 

imrnunostimulant; 
glycopeptide 


antiestrogen 


antiestrogen 


antiestrogen 


a c ' 

2 -Si 

i 1 


mtiestrogen 


lantibiotic; 
antibiotic: 


lantibiotic; 


antibiotic; 
synthetase 






[S-(R*,R*)]-2-amino- 
a]fa-(2-amino-l- 
chloroethyl)-lH- 
imidazole-4-methanol 


N2-[N-[N-acetyl-4-0- 

[2-(acetylamino)-2- 

deoxy-beta-D- 

glucopyranosyljmura 

moyl]-L-alanyI]-D- 

alpha-glutamine 








>^ 
o 
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^ ^ w 
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CN tN 
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giracodazole; 
girodazole; girolline; 
(+)-girolline; RP 
49532; RP 49532A; 
NSC 627434 


glycopme; 

glucosaminylmuramy 
1 dipeptide; GMDP; 
LICOPID; LIKOPID 
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< 

±3 O 

ZJ o 
c « 


antiestrogens, 
BioNumerik 


antiestrogens, Ligand 
clomifene analnoiiPc 


droloxifene; 
droloxifene citrate; 3- 
hydroxytamoxifen; K 
2 1060E citrate 


drug delivery system, 1 
GEOMATRJX 
controlled release 
tamoxifen; tamoxifen 
GEOMATRJX 
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1 
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cancer 


;ancer 


:ancer; 

gynecological 


antiestrogen 


antiestrogen 
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o 

c 
cd 


antiestrogen 


antiestrogen 


(7alfa,16alfa,17beta)- 

M-butyl-16-chloro- 

3,17-dihydroxy-N- 

methylestra- . 

1, 3,5(1 0)-triene-7- 

undecanamide 


(7alfa,16alfa,17alfa)- 

N-butyl-16-chloro- 

3,17-dihydroxy-N- 

methylestra- 

l,3,5(10)-triene-7- 

undecanamide 


2,2- 

dimethylpropanoic 

acid (S)-4-[7-(2,2- 

dimethyl-1- 

oxopropoxy)-4- 

niethyl-2-[4-[2-(l- 

piperidinyl)ethoxy]ph 

enyl]-2H-l- 

benzopyran-3- 

/IJphenyl ester 




7alpha,17beta)-7-[9- 
(4,4,5,5,5- 

)entafluoropentyl)sul 
)hinyl]nonyl]-estra- 
,3,5(10)-triene-3,17- 
)eta-diol 


Preclinical 


Preclinical 


Phase 111 


Discontinued 


Phase III 


EM 139 
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estrogen antagonists, 
relik 


tulvestrant; ZD 
182780; ZM 182780; 
Zeneca 182780; ICI 
182780; FASLODEX 
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cancer 


cancer 


cancer 
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;ancer 
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antiestrogen 
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uitiestroeen k 


uitiestroeen k 


mtiestrogen 


(E).4-[l-[4-[2- 

(dimethylamino)ethoj 

y]phenyl]-2-[4-(l- 

methylethyl)phenyl]- 

I-butenyl]phenol 

dihydrogen pliosphate 

(ester) 


(E)-4-[4-(2-chIoro- 
1,2- 

diphenylethenyl)phen 

oxy]-N,N- 

diethylbutanamine 


3 ■ f I 

^ o c -u 
CIS -5, >< o 


1 ,3,6-trihydroxy-8-n- 
butylanthraquinone 


- ^ c ^ i 
5 s § 






>-(p-((Z)-4-chloro- 
,2-diphenyl-l- 
)utenyl)phenoxy)- 
^,N-dimethyl 
thylainine 


Phase III 


Suspended 


Discontinued 


Discontinued 


Discontinued 


Discontinued 


^hasel 


^ " M m 
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5650; GYKI 13504 
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osteoporosis; 
hyperlipidemia; 
myocardial 
infarction; cancer 


cancer 


cancer 


cancer 


:ancer 


antiestrogen; estrogen 
agonist 


antifolate 


antifolate 


antifolate 


antifolate 


[6-hydroxy-2-(4- 

hydroxyphenyl)benzo 

[b]thien-3-yl][4-[2-(l- 

piperidinyl) 

ethoxy]phenyl]metha 

none 


p^-[4-[[(2,4-diamino- 

pteridinyl)methyl]ami 
no]benzoyl]-L- 
glutamic acid 


N-[4-[3-(2,4-diamino- 
6,7-dihydro-5H- 
cyclopenta[d]pyrimidi 
n-5- 

yl)propyl]benzoyl]-L- 
glutamic acid 


o 

J, 6 2^ y .Si 

^ T3 Q, tin 


R)-N-[4-[2-(2- 

imino- 1,4,5,6,7,8- 

^exahydro-4- 

Dxopyrido[2,3- 

l]pyrimidin-6- 

»'l)ethyl]benzoyl]-L- 

^lutamic acid 


Marketed 


an 


Discontinued 


Discontinued 


Phase I 


raloxifene; keoxifene; 
LY 139481; LY 
156758; EVISTA 


ammoptenn; 
aminopterine; 
pteramina; NSC 739; 
APGA 


anticancer agent, 
Eisai 


edatrexate; 

aminopterin, 0-ethyl- 
10-deaza; 10 EDAM; 
EDAMIO; CGP 
30694 


lometrexol; LY 
249543; LY 264618 
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cancer 


cancer 


cancer 


to O 
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B ^ X 


antifolate 


antifolate 


antifolate 


antifolate; 
antimetabolite 


antifolate; 
dihydrofolate 
reductase inhibitor 


N-[[5-[2-(2-aniino- 

1,4,5,6,7,8- 

hexahydro-4- 

oxopyrido[2,3- 

d]pyrimidin-6- 

yl)ethyl-2- 

thienyl]carbonyl]-L- 

glutamic acid 


N-((2,4-diamino- 

3,4,5,6,7,8- 

liexahydropyrido[2,3- 

d]pyrimidine-6- 

yl)ethyl)-2- 

thienylcarbonyl-L- 

glutamic acid 


(S)-2-[[[4-carboxy-4- 
[[4-[[(2,4-diamino-6- 
pteridinyl)methyl]ami 
no]benzoyl]amino]but 
yl]ainino]carbonyl]be 
nzoic acid 


N-[4-[3-(2,4-diamino- 
lH-pyrrolo[2,3- 
d]pyrimidin-5- 
yl)propyl]benzoyl]-L- 
glutamic acid 


6-[(2,5- 

dimethoxyphenyl)- 

methyl]-5-methyl- 

pyrido[2,3- 

d]pyrimidine-2,4- 

diamine 


CO 

a-, 


Preclinical 


Preclinical 


Discontinued 
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NSC 351521 



BNSDOCID: <WO OOS0e39A2J_> 



wo 00/50639 



PCT/USOO/01392 



viral infection; 
mycosis; cancer 


cancer; psoriasis 


cancer 


cancer 
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cancer 
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antifungal 


antifungal; androgen 
synthesis inhibitor; 
imidazole 


antifungal; 
anthrapyrazole 


antifungal; . 
anthiapyrazole 


antifungal; 

antkapyrazole 1 


antifungal; 
anthrapyrazole 


antifungal; 
anthrapyrazole 




5-[(3-chlorophenyl)- 
lH-imidazol-1- 
ylmethyl]-lH- 
benzimidazole 








7-hydroxy-2-[2-[(2- 

hydroxyethyl)amino]e 

thyl]-5-[[2-[(2- 

hydroxyethyl)amino]e 

Ihyljamino 

antlira[l,9- 

cd]pyrazol-6(2H)- 

one, 


~ C8 


Preclinical 


Pre- 

registration 


Preclinical 
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Phase III 
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translation inhibitor, 
Trega 
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ON 

m 
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m 

OQ 
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losoxantrone; 
losoxantrone 
hydrochloride; 
biantrazole; CI 941; 
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BIANDA 


teloxantrone; 
teloxantrone 
hydrochloride; 
moxantrazole; DUP 
937; CI 937; PD 
113309; NSC 355644 
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cancer; psoriasis; 
viral infection 
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:ancer 


antimetabolite 


antimetabolite 
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antimetabolite 


antimetabolite 
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drug delivery system, 
fluorouracil; 
fluorouracil 
Therapeutic Implant; 
MPI 5003; AccuSite 


drug delivery system, 
fluorouracil; 
fluorouracil 
Therapeutic Implant; 
MPI 5011; 
INTRADOSE-FU 


prug delivery system, 
fluorouracil; 
fluorouracil 
Therapeutic Adhesive 


drug delivery system, 
methotrexate; 
methotrexate delivery 
system; HYAL 
CV1281 


drug delivery system, 
sustained release 
methotrexate; 
methotrexate 
DepoFoam 


razarabine; 
arabinosyl-5- 
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Preclinical 


Discontinued 


Discontinued 


Preclinical 


Preclinical 


Phase II 


antisense 

oligonucleotide, 

nidm2 


antisense 
oligonucleotide, 
multi-drug resistance 
protein- 1; antisense 
oligonucleotide, 
MDR-1 


antisense 
oligonucleotide, 
myelogenous 
leukemia; GT 1102 


antisense 
oligonucleotide, 
myelogenous 
leukemia; GT1106 


antisense 
oligonucleotide, 
pl20; ISIS 3466 


antisense 

oligonucleotide, 

phospholipase A2; 

antisense 

oligonucleotide, 

PLA2 


antisense 
oligonucleotide, 
protein kinase A; 
GEM 231 
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so 
vo 

Oh 



cancer 


cancer 


cancer 


cancer 


retinopathy; cancer; 
skin disease 


:ancer 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

aligonucleotide 


u 

60 

O .O 

1 k^-^ 
1 1 § 

a> ^ o 














a 

a. 


Preclinical 


Discontinued 


Preclinical 


Preclinical 


Discontinued 


antisense 
ohgonucleotide, 
protein kinase C- 
alpha; antisense 
oligonucleotide, 
cancer; ISIS 3521; 
CGP64128A; ISI 
641A 


antisense 

oligonucleotide, 

protein kinase type I; 

antisense 

oligonucleotide; 

PKA-I 


antisense 
oligonucleotide, 
tumor necrosis factor; 
AR797 


antisense 
oligonucleotide, 
vascular endothelial 
growth factor; AR 
639 


antisense 
ohgonucleotide, 
vascular endothelial 
growth factor; 
antisense 
oligonucleotide, 
VEGF; GEM 220 


anhsense 
oligonucleotides, 
cancer, Matritech 
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cancer; viral 
infection 


cancer 


cancer 


cancer 


cancer 


:ancer 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 

antisense; 

□ligonucleotide 


biotechnology; 
mti sense; 
jligonucleotide 














Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


antisense 

ohgonucleotides, 

human 

papillomavirus 16/18; 
antisense 
oligonucleotides, 
HPV 16/18 


antisense 
ohgonucleotides, 
multi-drug resistance 
protein; antisense 
oligonucleotides, 
MRP 


drug dehvery system, 
antisense 
oligonucleotide, 
erbB-2 


drug delivery system, 
antisense 

oligonucleotide, p27 


drug delivery system, 
res antisense 
oligonucleotide, c- 
myb; antisense 
oligonucleotide, TCS 
c-myb; INX 3000, 

res 


drug delivery system, 
res INX 3280; INX 
3280 TCS; INXC 
6295 
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cancer 


cancer 


cancer 


cancer 


:ancer 


:ancer; myocardial 
nfarclion; stroke 


;ancer 


biotechnology; 

antisense; 

oligonucleotide 


biotechnology; 
antisense; 
oligonucleotide; 
chemosensitizer 


biotechnology; 
antisense; 
oligonucleotide; 
radiosensitizer 


jioteclinology; 
antisense; 
oligonucleotide; 
transcription factor 
regulator 


biotechnology; 
apoptosis inducer 


biotechnology; 
ipoptosis inducer; 
ipoptosis inliibitor 


liotechnology; 

iptamer; 

)ligonucleotide 
















Preclinical 


Phase II 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


drug delivery system, 
res, antisense 
oligonucleotide, IGF- 
IR; antisense 
oligonucleotide, IGF- 
IR, TCS; INX 4437, 

res 


antisense 

oligonucleotide, bcl- 
2; G 3139 


antisense 

oligonucleotide, raf-1, 
Neopharm; drug 
delivery system, 
antisense 

oligonucleotide, raf-1, 
Neopharm 


antisense 

oligonucleotide, p65 
NF-kappaB 


rtumor necrosis factor 
apoptosis inducing 
ligand; TRAIL 


secreted apoptosis 
related proteins; 
SARPS 


keratmocyte growth 
factor antagonist, 
NeXstar; KGF 
antagonist 
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cancer 


cancer 


cancer; diabetes; 
retinopathy 


cancer 


skin ulcer; cancer 


cancer; infectious 
disease 


cancer; skin ulcer; 
mucositis 


3ye disease; cancer; 
skin ulcer 


arthritis; cancer; skin 
Jlcer; arthritis 


biotechnology; 

aptamer; 

oligonucleotide 


biotechnology; 

aptamer; 

oligonucleotide 


biotechnology; 
aptamer; 
oligonucleotide; 
angiogenesis inhibitor 


biotechnology; 
chemokine; 
angiogenesis inhibitor 


biotechnology; 
cicatrizant 


biotechnology; 
cicatrizant; cytokine; 
vaccine adjuvant 


biotechnology; 
cicatrizant; growtli 
factor 


biotechnology; 
:icatrizant; growth 
factor 


)iotechnology; 
:icatrizant; NSAID 














transforming growth 
factor beta3 (human), 
dimer 






Preclinical 


Preclinical 


Phase! 


Preclinical 


Suspended 


Discontinued 


Phase II 


Discontinued 


Suspended 


IPDGF antagonist, 
keXstar 


TGF-beta antagonist, 
NeXstar 


NX 1838 


b 

s 


somatomedin binding 
protein; insulin-like 
growth factor binding 
protein; IGF BP-1 


interleukin-1 beta; IL- 
1 beta 


avotermin; 
transforming growth 
factor beta-3 ;TGF 
beta-3; CGP 46614 


tumor growth factor- 
alpha; TGF-alpha 


fibroblast 

anticollagenase; 

FIBAC; 

anticollagenase 

fibroblast 
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O 

03 
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cancer 


cancer; diagnosis 


cancer; psoriasis; eye 
disease; cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


biotechnology; 
coDagenase inhibitor; 
matrix 

metalloproteinase 
inliibitor; proteinase 
inhibitor; gene 


bioteclinology; 
contrast medium; 
monoclonal antibody; 
radiotherapeutic; 
radiodiagnostic; 
angiogenesis inhibitor 


biotechnology; cyclin 
dependent kinase 
inhibitor 


biotechnology; cyclin 
dependent kinase 
inliibitor; gene 


biotechnology; 
cytokine 


)iotechnology; 
cytokine 


biotechnology; 
cytokine 


biotechnology; 
cytokine 


















Discontinued 


Phase I 


Discontinued 


Preclinical 


Discontinued 


Phase II 


Preclinical 


Preclinical 


tissue inhibitor of 
metalloproteinase 2; 
riMP-2 


BC1;AS122; 
AngioMab 


senescence derived 
inhibitor 1 ; Sdi 1 


multiple tumor 
suppressor 1 -based 
therapy 




canarypox IL-2; 
ALVAC-hIL-2 


drug delivery system, 
interleukin secreting 
implant; interleukin 
secreting implant 


IL-2 conjugate, 
Ajinomoto; Gal3 
modified IL-2 
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cancer; 

thrombocj^openia 


cancer 


cancer; 

thrombocytopenia; 
leukooenia 


cancer; 

thrombocvtonenia 


cancer; 

thrombocytopenia 


cancer; HIV 
infection 


cancer 


cancer 


:ancer; psoriasis 


biotechnology; 
cytokine 


biotechnology; 
cytokine 


biotechnology; 
cytokine 


biotechnology; 
cytokine 


biotechnology; 
cytokine 


Diotechnology; 
cytokine 


)iotechnology; 
cytokine 


biotechnology; 
cytokine 


liotechnology; 
cytokine 












(human clone 
3AT464 macrophage 
inflammatory 
reduced), 26-L- 
alanine-lymphokine 
MIP 1 alpha 




3-157-tumor necrosis 
'actor (human) 


M57-tumor necrosis 
factor (human) 


Suspended 


Suspended 


Discontinued 


Phase II 


Phase I 


Discontinued 


Discontinued 


Discontinued 


c 
_o 

■1 


interleukin- 
3/interleukin-6 
mutein chimeric 
molecule; IL-3/IL-6 
m chimeric molecule 


mterieukm-6; IL-6 


mterleukm-6; IL-6; 
SDZILS 969; ILS 
969 


mterleukin-6; IL-6; 
SIGOSIX 


mterleukm-6 mutein; 
IL-6 mutein; FCE 
27809 


nagrestipen; 
nagrestip; BB 10010; 
MIP-1 alpha 


SC 68420; MPO 1 


sonermin; tumor 
necrosis factor; TNF; 
PT 050; TIENEF; 
riNEF 


sonemiin; tumor U 
liecrosis factor; TNF; I 
PAC4D 1 
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cancer 


cancer 


cancer; 

thrombocytopenia 


cancer; HIV 
nfection 


:ancer 


biotechnology; 
cytokine; growtli 
factor 


biotechnology; 
cytokine; growth 
factor; hematopoietic 
factor 


biotechnology; 
cytokine; growth 
factor; hematopoietic 
factor 


biotechnology; 

cytokine; 

mmunostimulant 


biotechnology; 

cytokine; 

mmunostimulant 


14-ala-18-ile-25-his- 

29-arg-32-asn-37-pro- 

42-ser-45-met-5I-arg- 

55-thr-59-leu-62-val- 

67-his-69-glu-73-gly- 

76-ala-79-arg-82-gln- 

87-ser-93-ser-98-ile- 

101-ala-105-gln-109- 

glu-116-vai-120-gln- 

123-glu-14-I25- 

interleukin 3 (human 

clone DU) 






125-L-serine-2-133- 
nterleukin 2 (human 
educed) |i 




Discontinued 


Preclinical 


Suspended 


Marketed 


Phase II 


daniplestim; 
interleukin-3 
synthokine; lL-3 
synthokine; SC 55494 


IL-6/1L-2 fusion 
protein 


mterleukm-6; IL-6; 
BETATROPIN 


aldesleukin; 
interleukin-2; IL-2; 
PROLEUKIN 


cancer therapy, 
monkey vero cell line 
secreting IL-2; vero- 
IL2 
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viral infection; 
cancer 


cancer; HIV 
infection 


viral infection; 
cancer 


cancer 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

mmunostimulant 


biotechnology; 

cytokine; 

mmunostimulant 


A-P-T-S-S-S-T-K-K- 

r-Q-L-Q-L-E-H-L-L- 

L-D-L-Q-M-I-L-N-G- 

I-N-N-Y-K-N-P-K-L- 

T-R-M-L-T-F-K-F-Y- 

M-P-K-K-A-T-E-L- 

fC-H-L-Q-C-L-E-E-E- 

L-K-P-L-E-E-V-L-N- 

L-A-Q-S-K-N-F-H-L- 

R-P-R-D-L-I-S-N-I- 

N-V-I-V-L-E-L-K-G- 

S-E-T-T-F-M-C-E-Y- 

A-D-E-T-A-T-l-V-E- 

F-L-N-R-W-I-T-F-C- 

Q-S-I-I-S-T-L-T 








Marketed 


Discontinued 


Discontinued 


Phase II 


celmoleukin; 
interleukin-2; IL-2; 
rAKELEUKJN; 
CELEUK 


■ 


drug delivery system, 
aldesleukin; drug 
delivery system, 
interleukin-2; 
aldesleukin 
DepoFoam 


drug delivery system, 
interleukin-2; 
interleukin-2 delivery 
system; dmg delivery 
system, IL-2 


drug delivery system, 
liposome interleukin- 
2; interleukin-2 
liposome; OTx 287; 
OncoLipin-2; 
OncoLipin 
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cancer; viral 
infection 


cancer 


cancer 


q3 
o 


cancer 


cancer 


cancer 


o 

i 


:ancer 


:ancer 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

mmunostimulant 


biotechnology; 

cytokine; 

mmunostimulant 


° 1 
III 
x> o .5 


biotechnology; 

:ytokine; 

nununostimulant 


)iotechnology; 
ytokine; 

mmunostimulant 






















Marketed 


Discontinued 


Discontinued 


Suspended 


Pre- 

registration 


Suspended 


Phase III 


Discontinued 


Discontinued 


suspended 


interferon alfa-Nl; 
IFN alfa-Nl; 
WELLFERON; 
SUMIFERON; 
HUMOFERON 


mterleukm-1; IL-1 


mterleukm-1 alpha; 
IL-la 


interleukin-1 alpha 
derivative; OCT 7000 


mterleukin-I beta; IL- 
Ibeta; OCT 43; 
OCTIN 


interleukm-2; IL-2 


mterleukm-2; IL-2; 
NSC 600664; 
LEUFERON 2 


mterleukm-2; IL-2 


mterleukm-5; IL-5 


mterleukm-6; IL-6 5 
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cancer 


cancer 


cancer; HIV 
infection; mucositis; 
Crohn disease 


HIV infection; 
cancer 


cancer 


cancer; skin ulcer 


cancer 


cancer 


biotechnology; 

c>1okine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


bioteclmology; 

cytokine; 

immunostimulant 


biotechnology; 

cytokine; 

immunostimulant 


bioteclmology; 
cytokine; 

immunostimulant; 
cicatrizant 


biotechnology; 
cytokine; 

immunostimulant; 
growth factor; 
lematopoietic factor 


biotechnology; 
cytokine; 
mmunostimulant; 
growth factor; 
hematopoietic factor 


















Prechnical 


Discontinued 


Marketed 


Phase II 


Phase I 


Preclinical 


Suspended 


Discontinued 


interleukin-7; IL-7 


mitoflaxone + 
interleukin- 1; 
interleukin- 1 + 
mitoflaxone 


oprelvekin; 

interleukin-ll;IL-ll; 

YM294;NEUMEGA 


polyethylene glycol 
interleukin 2; PEG 
IL-2; interleukin 2 
macrogol 


SC 71858; PMP 


interleukin- 1 beta; IL- 
1 beta 


interleukin-3; IL-3; 
ALLEVORIN 


interleukin-3; IL-3 
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cancer; leukopenia 


cancer 


cancer; 

thrombocjAtopenia; 
leukopenia 


viral infection; 
cancer 


cancer 


:ancer; viral 
nfection; 

heumatoid artliritis 


^iral infection; 
ancer 


biotechnolog}'; 
cytokine; 
immunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 
cytokine; 

immunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 
cytokine; 

immunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 
cytokine; 
immunostimulant; 
nterferon 


biotechnology; 
cytokine; 
nmiunostimulant; 
Iionoclonal antibodv 


biotechnology; 
:ytokine; 

mmunostimulant; 
^SAID 


)iotechnology; 
ytokine; 

mmunostimulant; 
accine adjuvant 






human interleukin 3 










Phase I 


Phase III 


Phase III 


Discontinued 


Preclinical 


Phase II 


'hasell 


mterleukin-3; IL-3 


Ji 

s 

§1 1 


muplestmi; 
interleukin-3; lL-3; 
SDZ ILE964; ILE 
964; HEMOKINE 


drug dehvery system, 
ProLease interferon 
alfa; interferon alfa 
ProLease 


MAb, chl4.18-IL-2 
fusion protein 


interleukin-4; IL-4; 
SCH 39400; 
QUADRAKJNE 


interleukin- 12; IL-12; 
natural killer cell 
stimulatory factor; 
NKSF; YMOIC 
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cancer; infectious 
disease 


cancer 


a> 
o 


cancer 


cancer; viral 
infection 


cancer 


biotechnology; 
cytokine; vaccine 
adjuvant; 
radioprotectant; 
immunostimulant 


biotechnology; DNA 
transcription inhibitor; 
antisense; 
oligonucleotide 


biotechnology; DNA 
transcription inhibitor; 
antisense; 
oligonucleotide 


biotechnology; DNA 
transcription inhibitor; 
antisense; 
oligonucleotide 


bioteclinology; DNA 
transcription inhibitor; 
ohgonucieotide; 
transcription factor 
regulator 


bioteclinology; 
enzyme 














Preclinical 


Preclinical 


Discontinued 


Discontinued 


Discontinued 


Preclinical 


interleukin-1 deletion 
mutants 


antisense 
oligonucleotide, 
cancer; DNA binding 
antisense 
oligonucleotide 


antisense 
oligonucleotide, 
epidermal growth 
factor receptor; triple 
helix oligonucleotide, 
EGFR;T03101 


antisense 

oligonucleotide, her- 
2; triple hehx 
oligonucleotide, her-2 


sense oligonucleotide, 
NF-kappaB decoy 


methioninase; AC 
930l;ONCase 
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cancer 


cancer 


cancer; restenosis; 
psoriasis 


cancer 


:ancer 


o 


biotechnology; fusion 
toxin 


bioteclinology; fusion 
toxin 


bioteclinology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
oxin 


siotechnology; fusion 
oxin 














Discontinued 


Preclinical 


Phase II 


Preclinical 


Discontinued 


Preclinical 


acidic fibroblast 
growth factor- 
Pseudomonas 
exotoxin fusion 
protein; aFGF- 
Pseudomonas 
exotoxin fusion 
protein 


DWP 408 


epidermal growth 
factor diphtheria toxin 
chimeric protein; 
EGF diphtheria toxin 
chimeric protein; 
EGF fusion protein; 
DAB 389-EGF; DAB 
389-EGF 


tusion toxin, 
interleukin-13 fusion 
protein; hIL13.E13K- 
PE4E 


GM-CSF diphtheria 
toxin chimeric 
protein; DT388 GM- 
CSF 


liereguhn- 
Pseudomonas 
exotoxin fusion 
protein 
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cancer 


cancer 


bancer 


HIV infection; 
cancer 


cancer 


cancer 


cancer 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
oxin 
















Phase II 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


lL-4 fusion toxin; IL- 
4(38-37)-PE38KDEL; 
interleukin-4 fusion 
toxin; NBI 3001 


1LI3-PE38QQR; 
interleukin- 
13/pseudomonas 
exotoxin derivative 


inter) eukin-4- 
pseudomonas 
exotoxin A; 1L-4-PE 


interIeukin-6 
diphtheria toxin 
chimeric protein; IL-6 
diphtheria toxin 
chimeric protein; IL-6 
fusion protein 


mterieukin-6- 
Pseudomonas 
exotoxin 40 chimeric 
protein; IL-6-PE40 


interieukin-6- 
Pseudomonas 
exotoxin 66(4Glu) 
chimeric protein; IL- 
6-PE66(4Glu) 


melanocyte 
stimulating homione 
diphtheria toxin 
chimeric protein; 
MSH diphtheria toxin 
chimeric protein; 
MSH fusion protein 
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cancer; restenosis; 
eye disease 


cancer 


cancer 


cancer 


autoimmune disease; 
transplant rejection; 
cancer; HIV 
nfection 


diabetes; HIV 
nfection; 

rheumatoid arthritis; 
psoriasis; cancer 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin 


biotechnology; fusion 
toxin; 

mmunosuppressant 


biotechnology; fusion 
oxin; NSAID 












1-388-toxin 
(Comeybacterium 
diphtheriae strain 
C7), N-L-methionyl- 
387-L-hislidine-388- 
L-alanine-, 
388.fwdarw.2')- 
arotein with 2-133- 
nterleukin 2 (human 
:lone pTIL2-21a) 


Discontinued 


Preclinical 


Phase II 


Preclinical 


Preclinical 


Marketed 


mitotoxin fibroblast 
growth factor- 
saporin; mitotoxin, 
FGF-saporin; 
PANTARIN 


TGFalpha-PE38; 
IGFaipha PE38 
fusion toxin 


transfernn-CRM107; 
transfemn-toxin; HN 
66000 


transforming growth 
factor alpha- 
Pseudomonas 
exotoxin 40 chimeric 
protein; TGF alpha- 
PE40; TGFa-PE40 


mterleukin-4 
diphtheria toxin 
chimeric protein; IL-4 
diphtheria toxin 
chimeric protein; IL-4 
fusion protein 


denileukin diflitox; 
interieukin-2 
diphtheria toxin 
chimeric protein; 
interieukin-2 fusion 
protein; DAB 389-IL- 
2; LY 335348; 

ONTAK 
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cancer 


cancer 


u 


cancer 


cancer 


cancer 


cancer 


cancer 


:ancer 


cancer 


:ancer 


:ancer 


biotechnology; gene 
therapy 


biotechnology; gene 
therapy 


biotechnology; gene 
therapy 


biotechnology; gene 
tlierapy 


biotechnology; gene 
therapy 


jiotechnology; gene 
therapy 


biotechnology; gene 
therapy 


biotechnology; gene i 
herapy 


biotechnology; gene 
herapy 


biotechnology; gene 
herapy 


biotechnology; gene 
herapy 


biotechnology; gene k 
herapy | 


























Phase II 


Preclinical 


Preclinical 


Preclinical 


Phase II 


Preclinical 


Preclinical 


Phase I 


Preclinical 


Discontinued 


Preclinical 


Preclinical 


gene therapy, 
anticancer! cell; 
gene therapy, CC49; 
CC49 


gene therapy, 
antisense c-myc; gene 
therapy, prostate 
cancer 


gene therapy, Bcl-xS, 
cancer, IDUN 


gene therapy, BCR- 
ABL transcription 
inhibitor protein 


gene therapy, brcal, 
Vanderbilt University 


gene therapy, breast 
cancer; gene therapy, 
brcal, MB 300 


gene therapy, breast 
cancer, Bavarian 
Nordic Research 
Institute; Procon 
CYP2BI 


gene therapy, c-fos; 
gene therapy, cancer 


gene therapy, cancer; 
GENECEU!ICALS 


gene therapy, cancer; 
gene therapy, !-body 


gene therapy, cancer 


gene therapy, cancer 



Q 
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o 
c 

V 


o 
c 
re 


cancer 


cancer 


re 


cancer 


cancer 


cancer 


cancer 


coronary artery 
disease; peripheral 
rascular disease; 
:ancer 


:ancer 


:ancer 


biotechnology; gene 
therapy 


bioteclinology; gene 
therapy 


bioteclinology; gene 
therapy 


biotechnology; gene 
therapy 


biotechnology; gene 
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Preclinical 


Phase II 


Prechnical 




Discontinued 


Preclinical 


g 

93 

M 


transforming growth 
factor beta; TGF-beta 


keratinocyte growth 
factor2;KGF2; HG 
03400 


granulocyte 
macrophage colony 
stimulating factor 
muteins; GM-CSF 
muteins 


polyethylene glycol 
hemoglobin; PEG- 
hemoglobin 


polyethylene glycol 
megakaryocyte 
growth and 
development factor; 
PEG-MGDF 


polyethylene 
granulocyte 
macrophage colony 
stimulating factor 
glycol; PEG-GM- 
CSF;PolyMASC- 
GM-CSF 


thrombopoietin; TPO; 
megakaryoc>'te 
growth and 
development factor; 
MGDF 
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liyperlipidemia; 
bacterial infection; 
cancer 


cancer; HIV 
infection; 
pneumonia; 
leukopenia; skin 
ulcer 


cancer; HIV 
infection; 
pneumonia; 
leukopenia 


cancer; leukopenia 


cancer 


bioteclinology; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
factor; hematopoietic 
factor; 

immimostimulant; 
cicatrizant 


biotechnology; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
factor; hematopoietic 
factor; . 
immunostimulant 




N-L-methionyl- 
colony-stimulating 
factor (human clone 
1034) 








Discontinued 


Marketed 


a 

Oh 


Phase III 




Preclinical 


cilmostim; 
macrophage colony 
stimulating factor; M- 
CSF; MACSTIM 


filgrastim; 
granulocyte colony 
stimulating factor; G- 
CSF; neutropoietin; 
KRN8601; 
NEUPOGEN; 
GRANULOKINE; 
GRAN; GRIMATIN 


filgrastim SDOl; 
PEG-granulocyte- 
colony stimulating 
factor; PEG-GCSF; 
SD-NEUPOGEN 


granulocyte 
macrophage colony 
stimulating factor; 
GM-CSF; 
LEUCOTROPIN 


macrophage 
inflammatory protein- 
1 alpha; MlP-lalpha 
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cancer; leukopenia 


cancer; leukopenia 


cancer 


cancer 


:ancer 


bioteclinoiogy; growth 
factor; hematopoietic 
factor; 

immunostimulant 


bioteclinoiogy; growth 
factor; hematopoietic 
factor; 

immunostimulant 


bioteclinoiogy; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
'actor; hematopoietic 
factor; 

mmunostimulant 


colony stimulating 
factor 2 (human clone 
pHG25 protein 
moiety reduced) 


l-(N-L-methionyl-L- 

alanine)-3-L- 

threonine-4-L- 

tyrosine-5-L-arginine- 

17-L-serine-colony- 

stimulating factor 

(human clone 1034) 


Pegnartograstim 






N4arketed 


Marketed 


Suspended 


Discontinued 


Preclinical 


molgramostim; 
granulocyte 
macrophage colony 
stimulating factor; 
GM-CSF; GMC 
89107; SCH 39300; 
CSF 39300; 
LEUCOMAX 


nailograstim; 
marograstim; 
granulocyte colony 
stimulating factor 
mutein; G-CSF 
mutein; KW2228; 
NEU-UP 


pegnartograstim; 
pegylated G-CSF 
mutein; PEG-G; Ro 
258315; Ro 25-8315; 
Ro 25-8315/000 


polyethylene glycol 
granulocyte colony 
stimulating factor; 
PEG-G-CSF; 
granulocyte colony 
stimulating factor 
macrogol 


progenipoietin; 
progenipoietin G; SD 
1091 
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cancer 


cancer 


cancer 


cancer 


cancer; 

thrombocytopenia 


thrombocytopenia; 
cancer 


cancer; diagnosis; 
hypothyroidism 


;ancer 


bioteclinology; growth 
factor; hematopoietic 
factor; 

immunostimulant 


biotechnology; growth 
factor; 

immunostimulant; 
hematopoietic factor 


biotechnology; growth 
factor; 

immunostimulant; 
hematopoietic factor; 
vaccine adiuvant 


biotechnology; growth 
factor; 

immunostimulant; 
hematopoietic factor 


biotechnology; 
hematopoietic factor; 
growth factor 


biotechnology; 
hematopoietic factor; 
growth factor; peptide 


)iotechnology; . 
hormone 


biotechnology; 
lydrolase; arginase; 
jnzyme 














hyrotropin (human 
beta.-subunit) 
complex with 
;liorionic 

gonadotropin (human 
alpha.-subunit) 




Preclinical 


Preclinical 


J 

a. 


Preclinical 


Preclinical 


Preclinical 


Marketed 


Discontinued 


totipotent stem cell 
factor; T-SCF 


FLT3 ligand, DNAX 
Research Institute; 
FLT 3 


Flt3 hgand, 
Immunex; FLT 3; 
FLT 003;MOBIST 


stem cell proliferation 
factor; SCPF 


DWP 404 


of 
O 


thyroid stimulating 
hormone; TSH; 
THYROGEN 


polyettiylene glycol 
arginase; PEG- 
arginase; arginase 
macrogol 
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cancer 


1 

o 


O 


cancer 


cancer 


tancer 


cancer 


:ancer 


biotechnology; 
hydrolase; 

asparaginase; enzyme 


biotechnology; 
immunostimulant 


biotechnology; 
immunostunulant 


biotechnology; 
immunostimulant 


biotechnology; 
immunostimulant 


biotechnology; 
immunostimulant; 
gene therapy 


biotechnology; 
mmunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 
mmunostimulant; 
growth factor; 
lematopoietic factor 


pegaspargase 












N-L-methionyl-1- 
165-hematopoietic 
:ell growth factor KL 
[human clone 
V19.8:hSCF162) 
limer 




Marketed 


Preclinical 


Phase II 


Preclinical 


Discontinued 


Phase U 


§ 
1 

q: e . 


Suspended 


pegaspargase; 

polyethylene glycol 

L-asparaginase; PEG- 

L-asparaginase; 

asparaginase 

macrogol; 

ONCASPAR 


cervical cancer 
therapy, Transgene 


immunotherapeutic, 
cancer, Transgene 


mistletoe lectin; 
mistellektin 


totipotent stem cell 
receptor; FLK 2 


gene therapy, 
macrophage activated 
killer cells plus 
bispecific antibody; 
MAK therapy; MAK 


ancestim; stem cell 
factor; SCF; 
STEMGEN 


granulocyte colony- 
stimulating factor; 
BM 800001 
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cancer 


anemia; HIV 


mtection; cancer; 
leukopenia 


cancer; infectious 
disease; HIV 
infection; leukopenia 


1 


cancer 


biotechnology; 
immunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 


immunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 
immunostimulant; 
growth factor; 
hematopoietic factor; 
vaccine adjuvant 


biotechnology; 
mmunostimulant; 
growth factor; 
hematopoietic factor 


biotechnology; 

mmunostimulant; 

peptide 




133-[0-[0-(N-acetyl- 

alpha-neuraminosyl)- 

(2-3)-0-beta-D- 

galactopyranosyl-(l- 

3)-2-(acetylamino)-2- 

deoxy-beta-D- 

galactopyranosyl]-L- 

threoninej-colony 

stimulating factor 

(human clone 1034) 


23-L-leucine colony- 
stimulating factor 2 
(human clone pHG25 
protein moiety) 






Discontinued 


Marketed 


Marketed 


Discontinued 


a 

1 


interleukin-9; IL-9 


lenograstim; 


granulocyte coiony 

stimulating factor; G- 

CSF; pluripoietin; 

NEUTROGIN; 

GRANOCYTE; 

EUPROTIN; 

MYELOSTIM 


sargramostim; 
granulocyte 
macrophage colony 
stimulating factor; 
GM-CSF; BI 61012; 
rhu GM-CSF; 
LEUKINE; 
PROKINE; 
INTERBERIN 


stem cell factor; SCF 


ImmTher 
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cancer 


cancer; infectious 
disease; HIV 
infection 


rheumatoid arthritis; 
cancer 


autoimmune disease; 
cancer 


cancer; 

mflammation; 

allerev 


cancer 


cancer 


:ancer 


.ancer 


bioteclinology; 

immunostimulant; 

vaccine 


biotechnology; 
immunostimulant; 
vaccine adjuvant; 
cytokine 


biotechnology; 
immunosuppressant; 
immunostimulant; 
NSAID 


biotechnology; 
immunosuppressant; 
monoclonal antibody 


biotechnology; 

immunosuppressant; 

NSAID 


biotechnology; 
mmunotoxin 


biotechnology; 
mmunotoxin 


biotechnology; 
mmunotoxin 


biotechnology; 
mmunotoxin; 
nonoclonal antibody 




















Phase II 


1=1 


Suspended 


Phase I 


Preclinical 


Preclinical 


Discontinued 


Phase I 


Preclinical 


vaccine, prostate 
cancer; JT 1001; 
OncoVax-P; 
OncoVax-Pr 


cytokine cocktail; 
BC-IL; leukocyte 
interleukin injection; 
MULTIKINE 


ZWLMKER 

conjugated 

superantigens 


MAb, human 
interleukin-6 
receptor; MAb, 
human IL-6 receptor; 
hPM-l;MRA 


E21R 


G28-5 SFV-PE40 


immunotoxin, 
lymphoma 


MAb, 

glioma/neuroblastoma 
-gelonin; GLIOMAB- 


immunotoxin, cancer, 1 
Immunomedics/NCI 
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cancer 


cancer 


cancer 


cancer 


Dancer; diagnosis 


biotechnology; 
immunotoxin; 
monoclonal antibody 


biotechnology; 
immunotoxin; 
monoclonal antibody 


biotechnology; 
immunotoxin; 
monoclonal antibody 


biotechnology; 
mimunotoxin; 
monoclonal antibodv 


biotechnology; 
mmunotoxin; 
monoclonal antibody 












Preclinical 


Preclinical 


Discontinued 


PrecUnical 


Preclinical 


MAb, epidermal 
growth factor 
receptor-DMl; MAb, 
EGFR-DMl 


MAb, mterleukin-13- 
PE38QQR; 
immunotoxin, IL- 13- 
PE3800R 


MAb, ncm A 
immunotoxin; MAb, 
colorectal cancer; ZD 
0490; ICI D0490 


oo 

s, 

< 


MAb, venus flytrap 
cluster conjugate 
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cancer 


cancer 


:ancer 


biotechnology; 
immunotoxin; 
monoclonal antibody 


biotechnology; 
immunotoxin; 
monoclonal antibody; 
mthracycline; 
antibiotic; DNA 
intercalator 


biotechnology; 
mmunotoxin; 
nonoclonal antibody; 
yrosine kinase 
nhibitor 


20-244- 

immunoglobulinGl, 
anti-(human 
colorectal tumor 
antigen C242) Fab 
fragment (mouse 
monoclonal r- 
C242Fab-SEA clone 
pKP941 gammal- 
chain) fusion protein 
with enterotoxin A 
(Staphylococcus 
aureus), disulfide 
with mouse 
monoclonal r- 
C242Fab-SEA clone 
pKP941 kappa-chain 






Phase I 


Phase II 


Phase I 


nacolomab tafenatox; 
MAb, C242- 
staphylococcal 
enterotoxin A; FAb, 
C242-staphylococcal 
enterotoxin A; PNU 
214565; LS 4565; 
TTMA LS 4585 


MAb, doxorubicin 
conjugate; MAb, BR 
96-doxombicin; 
MAb, BR 96-DOX; 
BMS 182248; BMS 
18224801 


MAb, B43-genistem; 

B43-Gen 

immunoconjugate 
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viral infection; 
cancer 


cancer; virai 
infection; cancer; 
viral infection 


cancer; viral 
infection 


cancer; viral 
infection 


viral infection; 
cancer 


viral infection; 
cancer 


viral infection; 
cancer; retinopathy 


cancer; viral 
nfection 


/iral infection; 
iiUltiple sclerosis; 
:ancer 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
mterferon 


biotechnology; 
nterferon 


)iotechnology; 
nterferon 


















nterferon beta- la 


Pre- 

registration 


Discontinued 


Suspended 


Marketed 


Preclinical 


S3 

o 

1 
d: Si 


Marketed 


Discontinued 


Marketed 


drug delivery system, 
interferon alfa; 
interferon alfa drug 
delivery system; 
SUMIFERON 
MINIPELLET 


drug delivery system, 
interferon beta; 
interferon beta 
delivery system; drug 
delivery system, IFN 
beta 


drug delivery system, 
oral interferon alfa- 
2a; IFN alfa-2a, oral 


interferon alfa, 
natural; IFN-alfa, 
natural; EGIFERON 


interferon alpha, 
hybrid; hybrid 
interferon alpha 


interferon alpha, 
natural; FPI31 


interferon beta; IFN- 
beta; DL 8234; 
FERON 


interferon beta; IFN- 
beta 


interferon beta- la; 1 
IFN beta; AVONEX 
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cancer; viral 
infection; multiple 
sclerosis; 

inflammatory bowel 
disease 


multiple sclerosis; 
cancer; viral 
infection 


viral infection; 
cancer 


viral infection; 
cancer 


cancer; viral 
nfection 


:ancer 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon 


biotechnology; 
interferon; cytokine 


biotechnology; 
nterferon; cytokine; 
mmunostimulant 


biotechnology; 
nterferon; growth 
^actor 




2-166-interferon beta 
1 (human fibroblast 
reduced) 










Marketed 


Marketed 


Phase II 


Phase III 


Marketed 


Discontinued 


interferon beta- la; 
interferon beta; IFN- 
beta; REBIF 


mterferon beta- lb; 
interferon beta-serine; 
SH 579; ZK 157046; 
BETASERON; 
BENESERON; 
BETAFERON 


mterferon omega; 
IFN omega 


polyethylene glycol 
interferon alfa-2b; 
PEG-interferon alfa- 
2b; interferon alfa-2b 
macrogol; PEG- 
INTRON A 


mterferon alfa-2b; 
IFN alfa-2b; SCH 
30500; YM 1490; 
INTRON A; 
CIBIAN; 
VIRAFERON 


tumor necrosis factor 
+ interferon alfa-2a; 
interferon alfa-2a + 
tumor necrosis factor; 
INF + IFN alfa-2a 



BNSOOCID: <WO 0050e3aA2_l_> 



wo 00/50639 PeT/USOO/01392 



viral infection; 
cancer 


a3 


cancer; bacterial 
infection; ciironic 
granulomatous 
disease; tuberculosis 


viral infection; 
cancer 


cancer 


cancer 


:ancer 


biotechnology; 

interferon; 

immunostimulant 


biotechnology; 

interferon; 

immunostimulant 


bioteclinology; 

interferon; 

immunostimulant 


biotechnology; 

interferon; 

immunostimulant 


)iotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


jiotechnology; 
monoclonal antibody 


(human leukocyte 
protein moiety) 
interferon alpha A 






interferon alpha 1 
(human lymphoblast 
reduced), N-L- 
methionyl-22-L-arg- 
76-L-aIa-78-L-asp- 
79-L-glu-86-L-tyr-90- 
L-tyr-156-L-thr-157- 
L-asn-158-L-leu- 








Marketed 


Marketed 


Marketed 


Marketed 


Phase II 


Discontinued 


Discontinued 


interferon alfa-2a; 
IFN alfa-2a; Ro 
228181; ROFERON 
A; CANFERON A; 
ROFERON 


interferon gamma- la; 
SUN 4800; 
BIOGAMMA 


interferon gamma- lb; 
interferon gamma; 
IFN gamma; 
ACTIMMUNE; 
IMUKIN; IMUFOR 
GAMMA 


mterferon, consensus; 
consensus interferon; 
interferon alfacon-1; 
YM643;INFERGEN 


3622W94; BW 
3622W94 


antibodies, Sdi 1 


detumomab; MAb, 
idiotype B cell 
lymphoma; MAb, B 
ceil lymphoma; B cell 
lymphoma MAb; 
SPECIFID 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer; diagnosis 


cancer 


cancer; diabetes; 
Alzheimer disease; 
diaenosis 


cancer 


cancer 


Dancer 


:ancer 


:ancer 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


)iotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


aiotechnology; I 
Iionoclonal antibody 


biotechnology; 
nonoclonal antibody 




























Phase II 


Discontinued 


Phase I 


Phase I 


Discontinued 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Phase I 


s • 
I 

S 


MAb, 2All;MAb, 
gastrin releasing 
peptide 


MAb, 323A3; 323A3 


MAb, 3F8; lgG3 anti- 
ganglioside GD 2; 
MAb, neuroblastoma 


MAb, 42/6; MAb, 
transferrin receptor 


MAb, 88BV59- 
rheniuml86 


MAb, 977; MAb, 
bladder cancer 


On 


MAb, adrenomeduUin 


MAb, antiganghoside 
GM2; KM 966 


MAb, antinuclear 
auto-antibodies; 
MAb, cancer 


MAb, B cell 
lymphoma; ID 10 


MAb, B-E4; MAb, 
interleukin-6; MAb, 
IL-6; B-E4 


MAb, B4-DC1 
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cancer 


cancer; diagnosis 


cancer 


cancer 


cancer 


cancer 


cancer 


1 

cancer 


cancer 


cancer 


:ancer; diagnosis 


;ancer 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


Dioteclinology; 
Tionoclonal antibody 


jiotechnology; 
nonoclonal antibody 


























Discontinued 


Phase I 


Discontinued 


Discontinued 


Discontinued 


Discontinued 


Discontinued 


^Discontinued 


Preclinical 


(L> 


Discontinued 


Preclinical 


MAb,B6.2/212 
single chain antibody; 
MAb, B6.2/212SCA 


MAb, BCD F9- 
radionuclide; MAb, 
breast cancer; BCD 
F9 


MAb, bispecific 
F(ab')2 OC/TR; 
OCTR 


MAb, bispecific hu- 
bsF(ab')2 


MAb, bladder 
carcinoma; RG 355 


MAb, BR 96; BR 96 


MAb, breast cancer 
antigen; Pro 1.5.3 


MAb, BW 494 


i 

o 


MAb, C215- 
staphylococcal 
enterotoxin; FAb, 
C215-SEA 


MAb, C242; MAb, 
colonic 

adenocarcinoma 


MAb, C242-DM 1 
conjugate; huC242- 
DM1 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


bioteclinology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


3iotechnology; 
monoclonal antibody 
























Preclinical 


Phase III 


1 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


I'reclinical 


Preclinical 


Preclinical 


Preclinical 


MAb, C242- 
maytansine conjugate 


MAb, cancer 


iMAb, cancer; MAb, 

Iepcam I 


MAb, cancer; BW 
1209W95 


MAb, cancer; hybrid 
antibody, anti-Her-2, 
anti-CD3 


MAb, cancer and Fc; 
bispecific antibody, 
melanoma, glioma, 
neuroblastoma; MDX 
260 


0 > 
^ pq 


MAb, cancer, PPL 


MAb, cancer, XTL 

Biopharmaceuticals; 

MAb, 

cancer,Neoprobe 


MAb, 

carcinoembryonic 
antigen; MAb, CEA 


MAb, 

carcinoembryonic 
antigen; MAb, CEA 
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cancer 


cancer 


cancer 


o 

§. 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
inonoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 
























Phase I 


a 

j 




Discontinued 


Discontinued 


Discontinued 


peclinical 


Preclinical 


Preclinical 


Phase I 


Preclinical 


Phase II 


MAb, carcinoma; 
MAb, SK-l;MAb, 
cancer; 

MONOPHARMC 


MAb, CC49; MAb, 
TAG B723; MAb, 
B723 second 
generation 


MAb, CC49- 
interleukin-2; fusion 
protein, CC49-IL-2 


MAb, CC49-lutetium 
177;MAb,anti-TAG- 
72-lutetium 177 


MAb, CC83; MAb, 
rAGB723;MAB, 
B723 second 
generation 


MAb,CD19/CD3; 
bispecific antibody, 
cancer 


MAb, CD28/CD30; 
Bi-MoAb 


MAb, CD3/CD30; 
Bi-MoAb; bispecific 
Utibody, CD3, CD30 


MAb, CD34; anti- 
CD34 


MAb, CD87; MAb, 
cancer, Wilex 
Biotechnology 


oo 
la 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer; diagnosis 


u 
o 

o 


cancer 


cancer 


:ancer 


biotechnology; 
monoclonal antibody 


biotechiiology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 


monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
uonoclonal antibody 






















Discontinued 


Phase I 


Phase I 


Preclinical 


Preclinical 

■ 


Phase I 


Preclinical 


Preclinical 


Phase II 


Phase II 


MAb, 

chemotherapeutic 
conjugates, IDEC 


MAb, chimeric 
CC49; MAb, 
chimeric TAG B723 


MAb, chimeric 

CC83;MAb,TAG 

B723 


MAb, chimeric IgGl 
antiCD20 


jMAb, colon-DMl ^ 


MAb, colorectal 
cancer 


MAb, CYT 372 


nuiiiaiuzeu; mad, 
C46 humanized; 
MAb, humanized 
panadenocarcinoma 


MAb, directed . 
enzyme prodrug 
therapy; ADEPT, 
cancer therapy 


MAb, directed 
enzyme prodrug 
therapy + CMDA; 
ADEPT + CMDA; 
ZD 2767 


MAb, EGF-RandFc; 
bispecific antibody, 
cancer; MDX 447; H 
447; EMD 82633 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


:ancer 


;ancer 


:ancer 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; I 
nonoclonal antibody 


biotechnology; 
nonoclonal antibody 


)iotechnology; 
nonoclonal antibody 




















Discontinued 


Prechnical 


Phase III 


Phaser 


Phase! 


Preclinical 


Preclinical 


Discontinued 


!*reclinical 


MAb, epidermal 
growth factor 
receptor; MAb, EGF 
receptor; EMD 55900 


MAb, epidermal 
growth factor 
receptor; MAb, EGF 


X) 
N 
n 

o 
< 


MAb, epidermal 
growth factor 
receptor; MAb, EGFr; 
C225 


MAb, epidermal 
growth factor 
receptor; MAb, 
EGFR; ICR 62 


MAb, epidermal 
growth factor, 
humanized; MAb, 
EGF, humanized; 
EMD 72000 


X3 

s 

11 


CQ 


MAb, F(ab)2 

NRC002-rhenium 

186;MAb,antiCEA 


z 



BNSDOCID: <WO 0050639A2J_> 



wo 00/50639 



PCT/USO0/0I392 



cancer; diagnosis 


8 

V 


cancer 


cancer 
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cancer; diagnosis 


cancer 
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:ancer 


biotechnology; 
monoclonal antibody 


bioteclinology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


)iotechnoIogy; 
monoclonal antibody 


























Phase I 


PrecHnical 


& 


Discontinued 


Discontinued 


Preclinical 


Preclinical 


Discontinued 


Preclinical 


Preclinical 


Phase U 


'reclinical 


MAb, FAb NRLUlO- 
radionuclide; MAb, 
lung cancer; MAb, 
prostate cancer 


MAb, fas; MAb, 
bladder cancer 


MAb, FC-2.15 


MAb, fibroblast 
growth factor 
receptor; MAb, FGFR 


MAb, germ cell 
cancer; ImmuRAID- 
HCG 


MAb, gp75; 
MELVAX U 


Mab, heparanase 


MAb, HER-2 
immunohposome 


MAb, HER2/neu20 
iinmunoliposomes, 
breast cancer; C 6.5 


'a 

S 1 
1 ^ 


MAb, human 
antiganglioside 


MAb, human 
chorionic 

gonadotropin; MAb, 
hCG; CTP 103 
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biotechnology; 
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biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; I 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
uonoclonal antibody 


























Preclinical 


Preclinical 


Phase II 


Prechnical 


Discontinued 


Preclinical 


Preclinical 


Discontinued 


Phase I 


Preclinical 


Discontinued 


Discontinued 


MAb, human 
chorionic 

gonadotropin, human; 
MAb, hCG, human 


MAb, human 
EpCAM; UBS 54 


MAb, humanized 
LL2; MAb, B cell 
lymphoma; 
LymphoCide . 


MAb, humanized 
N901-DC1 


MAb, humanized, 
pncer; MAb, cancer 
Biumanized 


MAb, IgGl fragment 


MAb, IGX 


MAb, ING-l;MAb, 
carcinoma 


MAb, interleukin-6; 
MAb, IL-6 


s i 


MAb, KM641;KM 
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Lancer; diagnosis 


cancer 


:ancer 


;ancer 


liagnosis; cancer 


biotechnology; 
monoclonal antibody 


^iotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


jiotechnology; 
monoclonal antibody 


)iotechnology; 
monoclonal antibody 


biotechnology; 
Tionoclonal antibody 


jiotechnology; 
Tionoclonal antibody 
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Preclinical 


Preclinical 


Discontinued 


a 

u 
ce 

J3 
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Phase II 


Preclinical 


Phase I 


a 


MAb, L6 alkaline 
phosphatase 
conjugate; L6 alkaline 
phosphatase MAb 
conjugate; MAb, 
carcinoma 


MAb, Lewis Y; ABL 
364; SDZABL364 


MAb, Lewis Y, 
humanized; HuABL 
364; SMART ABL 
364; BR 55-2 


MAb, LL2-rhenium 
188;Re-188-LL2 


MAb, MAb fragment, 
RECA33-nuclide 


MAb, mB43- 
technetium 99m; Tru- 
Scint OV 


MAb, MDX 11; 
MAb, myeloid 
leukemia; MAb, 
CD15;MDX11;PM 
81 


MAb, melanoma; 
MAb, cancer; 
MONOPHARMM 


MAb, melanoma, 1 
Novartis; CGP 62360 


MAb, MN-14 
carcinoembryonic 
antigen; MAb, MN- 
14 CEA; CEA-Cide 



Q 
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biotechnology; 
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biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


)iotechnology; 
monoclonal antibody 


biotechnology; 
■nonoclonal antibody 


Diotechnology; 
nonoclonal antibody 




























Preclinical 


Preclinical 


Preclinical 


Preclinical 


Preclinical 


Phase I 


Discontinued 


Preclinical 


Discontinued 


Preclinical 


Discontinued 


Preclinical 


Phase II 


MAb, MRK 20; 
MRK 20 


MAb, multiple 
myeloma, U-BiSys 


MAb, oncology, 
Glaxo Wellcome 


MAb, ONS M21; 
ONS M21 


MAb, P-67; MAb, 
acute myelogenous 
leukemia 


MAb, PAM4 


MAb, polymorphic 
epithelial mucin; 
MAb,PEM; AS 125 


MAb, prostate cancer 


MAb, prostate cancer 


MAb, prostate cancer 


MAb, SM3 
phosphorus 32 


fN 

r- 

6 

i 


MAb,TAG-72 and 
Fc; bispecific 
antibody, cancer; 
MDX220 
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Crohn disease; 
cancer; septic shock 
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cancer 


cancer 


cancer 


cancer 


biotechnology; 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


jiotechnology; 
monoclonal antibody 


bioteclinology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


)iotechnology; 
monoclonal antibody 






















Preclinical 


Prechnical 


Preclmical 


Preclinical 


Preclinical 


Discontinued 


Discontinued 


i^reclinical 


Preclinical 


Preclinical 


MAb, TB94, human; 
MAb, TB94, IgAlk; 
MAb, small cell lung 
cancer 


OS 


MAb, transcobalamin 
11; MAb, vitamin B 12 
carrier protein, 
Receptagen 


MAb, transferrin 
receptor targeted 
immunotoxin; MAb, 
tftiR targeted 
immunotoxin; tfiiR- 
CRM 107 


MAb, tumor necrosis 
factor; MAb, TNF; 
SMATNF 


MAb, tumor necrosis 
factor alpha; MAb, 
TNF-alpha; MAb32 


MAb,U36/E48 


MAbs, cancer, 
human, Medarex 


MAbs, chimeric, 
cancer 


MAbs, pancarcinoma, 
B-cell himor; 
bispecific antibody, 
cancer 
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O 

o 


cancer 


cancer 


cancer 


:ancer 


biotechnology; 
monoclonal antibody 


biotedinology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


biotechnology; 
monoclonal antibody 


)iotechnology; 
monoclonal antibody; 
angiogenesis inhibitor 


)ioteclinology; 
monoclonal antibody; 
mgiogenesis inhibitor 




immunoglobulin Gl 
(human-mouse 
monoclonal IDEC- 
C2B8 gamma 1 -chain 
anti-human antigen 
CD 20), disulfide 
with human-mouse 
monoclonal IDEC- 
C2B8 kappa-chain, 
dimer 




immunoglobulin Gl, 
anti-(humanpl85neu 
receptor) (human- 
mouse monoclonal 
rhuMabHER2 
gamma 1 -chain), 
disulfide with human- 
mouse monoclonal 
rhuMab HER2 light 
chain dimer 






Discontinued 


Marketed 


Phase I 


Marketed 


'recUnical 


Preclinical 


prostate carcinoma 
tumor antigens 


rituximab; MAb, 
CD20; MAb, pan-B; 
IDEC2B8;Ro 
425294; IDEC 102; 
RITUXAN; 
MabThera 


SDZ MMA 383: 


|mMA383 1 


K 
1 


HERCEPTIN 


MAb, KDR; MAb, 
vascular endothelial 
growth factor 
receptor; DC 101 


MAb, KDR; MAb, 
vascular endothelial 
growth factor 
receptor; CPlCll 
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cancer; diagnosis 


cancer 


cancer; diagnosis 


cancer; diagnosis 


cancer; diagnosis 


bioteclinology; 
monoclonal antibody; 
angiogenesis inhibitor 


biotechnology; 
monoclonal antibody; 
anthracycline; DNA 
intercalator; antibiotic 


biotechnology; 
monoclonal antibody; 
contrast medium 


biotechnology; 
monoclonal antibody; 
contrast medium; 
radiodiagnostic; 
radiotherapeutic 


biotechnology; 
bionoclonal antibody; 
contrast medium; 
radiodiagnostic; 
Radiotherapeutic 


biotechnology; 
monoclonal antibody; 
contrast medium; 
radiotherapeutic; 
radiodiagnostic 


bioteclmology; 
monoclonal antibody; 
contrast medium; 
radiotherapeutic; 
radiodiagnostic 
















Phase II 


Preclinical 


Preclinical 


Prechnical 


Phase I 


Phase I 


Preclinical 


MAb, VNR integrin; 
LM609; VITAXIN 


MAb, CEAand 
doxombicin; MAb, 
26-61-10; bispecific 
antibody, CEA and 
doxorubicin 


MAb, antilaminin 
gamma2 chain; BST 
1004 


MAb, cancer; MAb, 
tumor necrosis 
technology; MAb, 
FNT 


MAb, cancer, 
radiolabeled; 
N0V0MAb-G2 


MAb, epidermal 
growth factor 
receptor; MAb, EGFr; 
DiaCIM; TheraCIM; 
RadioTheraCIM 


oo 
< 

H ■ 
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cancer 


cancer 


cancer 


bacterial infection; 
cancer 


cancer 


thrombocytopenia; 
cancer 


bacterial infection; 
cancer 


biotechnology; 
monoclonal antibody; 
cytokine 


biotechnology; 
monoclonal antibody; 
cytokine; growth 
factor 


biotechnology; 
monoclonal antibody; 
enzyme 


biotechnology; 
monoclonal antibody; 
immunostimulant 


biotechnology; 
monoclonal antibody; 
immunostimulant 


)iotechnology; 
monoclonal antibody; 
mmunostimulant 


jiotechnology; 
monoclonal antibody; 
mimunostimulant 
















Preclinical 


Preclinical 


Preclinical 


Discontinued 


Phase I 


Preclmical 


Discontinued 


iMAb, B cell-cytokine 
fusion protein 


interleukin-2, 
antiganglioside 
chimeric protein; G2- 
1L2 fusion protein; 
MAb-G2 IL-2 fusion 
protein; chl4.18-IL2 


MAb, L49-sFv-beta- 
lactamase 


MAb, 2Cll.F(ab')2 + 
microbeads; MAb, 
anti-CD3 + 
microbeads; 
PLATAR construct 


MAb, C-erbB-2 and 
GDI 6; bispecific 
antibody, c-erbB-2 
andCD16; 2B1 


MAb, c-Mpl; MAb, 
thrombocytopenia; 
BAH 1 


MAb, CD3 F(ab')2 + 
microbeads; MAb, 
CD3 + microbeads; 
PLATAR construct 
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transplant rejection; 
cancer; autoimmune 
disease; eye disease 


cancer; autoimmune 
disease; diagnosis 


cancer; Crohn 
disease 


autoimmune disease; 
cancer 


autoimmune disease; 
transplant rejection; 
graft versus host 
disease; cancer 


biotechnology; 
monoclonal antibody; 
immunostimulant 


biotechnology; 
monoclonal antibody; 
immunosuppressant 




biotechnology; 
monoclonal antibody; 
immunosuppressant 


biotechnology; 
monoclonal antibody; 
mmunosuppressant 


)iotechnology; 
monoclonal antibody; 
mmunosuppressant 


)iotechnology; 
nonoclonal antibody; 
mmunosuppressant; 
SfSAID 




immunoglobulin Gl 
(human-mouse 
monoclonal clone 


1H4 gamma Cham 
anti-human antigen 
Tac), disulfide with 
human-mouse 
monoclonal clone 
1H4 light chain, 
dimer 










Phase II 


Marketed 


Preclinical 


Preclinical 


Discontinued 


Preclinical 


MAb, HER-2 andFc; 
bispecific antibody, 
ovarian and breast 
cancer; bispecific 
antibody 520C9x22; 
MDX210 


daclizumab; 
dacliximab; MAb, 
Tac; MAb, 
humanized Tac; 
MAb, SMART Tab; 
Ro 247375; 
ZENAPAX 


MAb, alpha-tubulin 


MAb, T cell antigen 
receptor; TM 29 


MAbs, B cells; migis 


MAb, MHC class II 
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cancer 


cancer 
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:ancer 


bioteclinology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


)iotechnology; 
monoclonal antibody; 
mmunotoxin 


jioteclmology; 
nonoclonai antibody; 
mmunotoxin 


















Discontinued 


Preclinical 


Preclinical 


Preclinical 


Discontinued 


Phase I 


Discontinued 


Preclinical 


MAb, 791T/36-ricin 
A immunotoxin; 
immunotoxin- 
colorectal cancer; 
XOMAZYME 791 


MAb, A7 mitomycin 
C-dextran conjugate; 
MAb, A7-MMCD; 
MAb, colon cancer 
mitomycin C-dextran 
conjugate 


MAb, alpha CD80- 
gelonin 


MAb, alphaCD86- 
gelonin 


MAb, Anti-Tac 

Pseudoraonas 

exotoxin; 

immunotoxin, T cell 
cancers 


MAb, B3- 

Pseudomonas 

exotoxin; 

immunotoxin B3-PE 
38; LMB 1 


MAb, B4-blocked 
ricin; MAb, B4-bR; 
ONCOLYSINB 


MAb,B7- 
immunotoxin 
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cancer 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
mmunotoxin 














Preclinical 


Preclinical 


a 

J 

a- 


Phase U 


Preclinical 


Discontinued 


MAb, BACH 250- 
gelonin conjugate; 
immunotoxin, BACH 
250-gelonin 


MAb, basic fibroblast 
growth factor 
receptor-saporin; 
MAb, bFGF receptor- 
SAP; 11 A8 


MAb, CD33- 
calicheamicin; CMA 
676; CDP 771 


MAb, CMB 401- 
calicheamicin; MAb, 
ovarian cancer; CMB 
401; CDP 671 


MAb, CYT103- 
aminopterin; MAb, 
B72.3-aminopterin; 
ONCOTHER 130 


MAb, epidermal 
growth factor receptor 
immunotoxin; 
immunotoxin, EGRF; 
OLX 103; TP 40; L 
691912 
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bioteclinology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
mmunotoxin 


biotechnology; 
nonoclonal antibody; 
mmunotoxin 










Preclinical 


Discontinued 


Discontinued 


Phase I 


MAb, erbB-2- 
Pseudomonas 
exotoxin; 

immunotoxin, single 
chain erbB-2- 
Pseudomonas 
exotoxin; OLX 209; 
AR209 


MAb, F(ab')2 HRS-3 
deglycosylated ricin 
A; MAb, HRS-3 
deglycosylated ricin 
A; MAb, F(ab')2 
HRS-3 dgA; Mab, 
HRS-3 

deglycosylated ricin 
A; MAb, F(ab')2 
HRS-3 dgA; MAb, 
IRac dgA 


MAb, F(ab')2 IRac 
deglycosylated ricin 
A; MAb, IRac 
deglycosylated ricin 
A; MAb, F(ab')2IRac 
dgA 


MAb,FvB3- 
Pseudomonas 
exotoxin; 

immunotoxin Fv B3- 
PE 38;LMB7; NSC 
658931 
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immunotoxin 
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immunotoxin 
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monoclonal antibody; 
immunotoxin 


jiotechnology; 
monoclonal antibody; 
inmiunotoxin 


biotechnology; 
monoclonal antibody; 


z 

1 


biotechnology; 
monoclonal antibody; 
mmunotoxin 


















Preclinical 


Preclinical 


Discontinued 


Phase II 


Preclinical 


Phase I 


Phase I 


Phase II 


MAb, FvBl- 
Pseudomonas 
exotoxin; 

immunotoxin FvBl- 
PE33 


MAb,LL2- 

Pseudonionas 

exotoxin 


MAb, ME20- 
Pseudomonas 
exotoxin; 

immunotoxin ME20- 
LysPE40 


MAb, N901-blocked 
ricin; immunotoxin, 
N901-bR; 
ONCOLYSIN S 


MAb, N901-DM1; 
immunotoxin, N901- 
DM1 


MAb, 0VB3- 
Pseudomonas 
exotoxin conjugate; 
immunotoxin 0VB3- 
PE 


MAb,RFB4(dsFv)- 
PE38; immunotoxin, 
RFB4(dsFv)-PE38; 
BL22;NSC 691237 


MAb, RFT5-ricinA 
(CD25) 
immunotoxin; 
RFTS.dgA 
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irnmunotoxin 


biotechnology; 
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mmunotoxin 
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monoclonal antibody; 
mmunotoxin 


biotechnology; 
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mmunotoxin 
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preclinical 


Phase I 


Preclinical 


Phase I 


Preclinical 


Preclinical 


Preclinical 


MAb, ricin A 

imniunoconjugate; 

immunotoxin 

melanoma; 

XOMAZYME-MEL 


MAb, SN7-ricinA; 
immunotoxin SN7- 
ricinA; SN7-RA 


MAb, Tac(Fv)-PE38; 
immunotoxin 
rac(Fv)-PE38; LMB 


MAb, Tac(Fv)-PE40 
immunotoxin 


MAb, transferrin 
receptor targeted 
immunotoxin; MAb, 
tfiiR targeted 
immunotoxin; 
454A12-rRA 


MAb, tumor 

immunotoxins, 

Menarini 


MAb, UV72 
immunotoxin 


MAb, VEGF 

receptor/ligand 

complex-dgA; 

immunotoxin VEGF 

receptor/ligand 

complex-dgA 
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03 
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cancer 




cancer; transplant 
rejection 


cancer 


Lancer 


rheumatoid artliritis; 
cancer; multiple 
sclerosis; transplant 
rejection 


cancer 


biotechnology; 
monoclonal antibody; 
immunotoxin 


biotechnology; 
monoclonal antibody; 
immunotoxin; 
anthracycline; 
antibiotic; DNA 
intercalator 


biotechnology; 


monoclonal antibody; 

immunotoxin; 

antibiotic 


biotechnology; 
monoclonal antibody; 
immunotoxin; 
immunosuppressant 


biotechnology; 
monoclonal antibody; 
MDR inhibitor 


biotechnology; 
monoclonal antibody; 
MDR inhibitor 


biotechnology; 
monoclonal antibody; 
NSAID 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


















Phase II 


Discontinued 


1 


Phase II 


Preclinical 


Discontinued 


Phase II 


B 


MAbs, CD22-saporin; 
immunotoxin, 
bispecific, cancer; 
ITF 1265 + ITF 1269 


MAb, doxorubicin 
conjugates; MAb, 
CC49-doxorubicin 


MAb, anthracycline 


amme denvative 


MAb, CD5- 
momordin; 
immunotoxin CD5- 
momordin; ITF 1532 


MAb, humanized, 
MRK16;MRK16 


MAb, MRK17; 
MRK17 


MAb, humanized, 
leukemia; MAb, 
[gG2B; LDP 03; BW 
7U; CAMPATH; 
CAMPATH- IH 


iodine 131 
tositumomab; MAb, 
CD20-iodine 131; 
BEXXAR 
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cancer 
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cancer 


cancer 


cancer 


sancer 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


jiotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


)iotechnology; 
monoclonal antibody; 
radiotherapeutic 






















Phase I 


Phase I 


Phase I 


Phase I 


Phase I 


Phase II 


Phase I 


Phase II 


Phase II 


Discontinued 


MAb, 16.88-yttrium 
90 


MAb, 35-67Cu; 
MAb, murine colon 
carcinoma; MAb, 
cancer 


MAb, 88BV59- 
yttrium 90 


MAb, B3-yttrium 90 


MAb, CC49-yttrium 


MAb, CD20-iodine 
131 


MAb, CD20- 
streptavidin + biotin- 
yttrium 90 


MAb, CEA rhenium- 
188; MAb, colorectal 
cancer; IMMURAIT- 
Rhenium 


MAb, CG250-iodine 
131 


MAb, chimeric L6- 
iodine 131; BMS 
180548 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 


biotechnology; 
monoclonal antibody; 
radiotherapeutic 
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Discontinued 


Discontinued 


CL, 


Phase I 


Phase II 


Phase II 


MAb, CYT103- 
yttrium 90; MAb, 
B72.3-yttrium 90; 
ONCORAD OV103; 
ONCORAD CR103 


MAb, ERICl yttrium 
90 


MAb, F(ab)2 
NRLUlO-rhenium 
186; MAb, F(ab)2 
pancarcinoma; 
RHENEX 


MAb, G250-iodine 
131 
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teverelix; 
ANTARELIX 


deslorelin; BACHEM 
9022; SOMAGARD 


drug deliver}' system, 
deslorelin implant; 
deslorelin implant 


hematology 
cytokines, AMRAD; 
hematology 
cytokines, Chugai 


hematopoietic growth 
factor mimetics, 
Ligand 


GM 1306 


GM 1474 


keratinoc)^e growth 
factor antagonist 



BNSDOCID: <WO 0050e3SA2_l_> 



PCT/USOO/01392 



i 


cancer 


•s 

<o 

CL, 
O 

o 
o 

\S ^ 

il 


cancer; restenosis; 
retinopathy; skin 
ulcer; 

atherosclerosis; 
peripheral vascular 
disease 


cancer 


cancer 


arthritis; angina; 
tiyperlipidemia; 
rheumatoid arthritis; 
:ancer; cystitis 


cancer; viral 
nfection; hepatitis 


growth factor; 
biotechnology; 
chemoprotectant; 
cytoprotectant 


growth factor; 
hematopoietic factor 


growth factor; 
hematopoietic factor; 
biotechnology 


growth factor; 
hematopoietic factor; 
cicatrizant; 

angiogenesis inhibitor; 
angiogenesis inducer 


growth factor; 
lematopoietic factor; 
inmiunostimulant 


lematoprotectant; 
chemoprotectant; 
peptide 


leparinoid; 
vasodilator; NSAID 


listamine agonist; 
listamine H2 agonist 












l-[N2-[N-(N-acetyl- 
L-seryl)-L-alpha- 
aspartyl]-L-lysyl]-L- 
proline 


(l-4)-beta-D-xylan 
2,3-bis(hydrogen 
5ulfate), sodium salt 




Preclinical 


Preclinical 


Phase II 


Preclinical 
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On 


Marketed 
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hepatocyte growth 
factor related 
proteins; HGF-related 
proteins 


CMI SAF9 


thrombopoietin; TPO 


Tie-2 ligands, 
Regeneron; 
angiogenesis ligands, 
Regeneron 


SB 251353 


goralatide; 
seraspenide; BN 
52040; BIM 32001 


pentosan polysulfate 
sodium; SP 54; PZ 
68; CARTROPHEN; 
LASONIL; 
ELMIRON; 
LELONG MOUSSE 


MAXAMINE 
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HIV infection; 
cancer 


hyperiipidemia; 




cancer 


osteoporosis; Paget 
disease; cancer 


precocious puberty; 
sndometriosis; 
:ancer; contraception 


nfertility; cancer 


HIV integrase 
inhibitor 


HMG GoA reductase 
inhibitor 


hormone 


c 
o 

1 


hormone 


lormone 


N2-[N-[N-[N-[N2- 

(N-L-threonyl-L- 

isoleucyl)-L-Iysyl]-L- 

threonyl]-L-threonyl]- 

L-threonyll-L-lysine 


(S)-2-methylbutyric 

acid, 8-ester with 

(4R,6R)-6-[2- 

[(lS,2S,6R,8S,8aR)- 

1,2,6,7,8,8a- 

hexahydro-8- 

hydroxy-2,6- 

dimethyl-1- 

naphthyl]ethyl]tetrahy 

dro-4-hydroxy-2H- 

pyran-2-one 
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Marketed 


Preclinical 
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o 

CO 


lovastatin; mevinolin; 
monakolin K; MK 
803; MSD 803; MB 
530B;L 154803; 
MEVACOR; 
MEVLOR; 
LOVACOL; 


HIFOVASTIN; 
DISLIPIN; 
LOVASTEROL; 
LINCIL 


cancer therapy, Oxis 


drug delivery system, 
PEPTITROL 
calcitonin; calcitonin 
PEPTITROL 


drug delivery system, 
subcutaneous 
gonadotropin 
releasing hormone; 
gonadotropin 
releasing hormone 
subcutaneous 
impjant, unKxl 
subcutaneous implant 


glycoprotein hormone 1 
supcragonists, NIH 
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hypercalcemia; 
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HIV infection; 
cancer 


cancer 


cancer 


cancer; viral 
infection 


v'iral infection; HIV 
nfection; cancer 


cancer 


:ancer 


hormone 


hormone; apoptosis 
inhibitor; 

antiproliferative agent; 
differentiation inducer 


hypocalcemic; nitric 
oxide synthase 
inhibitor 


immunostimulant 


immunostimulant 
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J 
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o 


unmunostimulant 


mmunostimulant 


mmunostimulant k 


mmunostimulant 






gallium nitrate 
nonahydrate 


(SP-5-22)-ammonium 
trichloro(l,2- 
ethanediolato(2-)- 
0,0')-tellurate 


N2-[[[5-[6- 

(dimethylamino)~9H- 

purin-9- 

yl]pentyl]oxy]carbon 
yl]-D-arginine 


3-amino-N-(2- 

mercaptoethyl)- 

propanamide 


2-amino-5-bromo-6- 

phenyl-4(IH)- 

pyrimidinone 


3,6-bis(2- 

piperidinoethoxy)acri 
dine trihydrochloride 




M-(3,5-dideoxy-3- 

Tiethyl-D-xylonoyl)- 

2-methyl-L-serine 


Preclinical 


Preclinical 


Marketed 


1 


Suspended 


Phase II 
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o 


Phase II 


Discontinued | 


Preclinical 


human chorionic 
gonadotropin beta; 
beta hCG 
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o 


gallium nitrate; NSC 
15200; CALSTAT; 
GANITE 
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O 

|§ 
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in 

^8 


BCH 1393 


beta-alethine; 
BETATHINE 


bropinmine; ABPP; 
U 54461; U54461S; 
NSC 149027; 
REMISAR 


CL 246738 


CL 870420 


conagenm 
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immunostimulant 
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immunostimulant 


immunostimulant 


immunostimulant 


immunostimulant 


immunostimulant 


mmunostimulant 






alpha-cyano-1,4- 
dihydro-beta-oxo- 

diphenyl[l]benzothio 
pyrano[4,3- 
c]pyrazole-3- 
propanamide 








^-)-2,4,9-trihydroxy- 

5-methoxy-7-methyI- 

2-(2-oxopropyl)-lH- 

)henalene-l,3(2H)- 

iione 


4,5-dihydro-3- i 
)henyl-5- 

soxazolyl)phosphoni 
;acid 


Preclinical 


Phase III 


Discontinued 


Suspended 


Suspended 


Suspended 


Discontinued ( 


discontinued 


IdNA repair 
enliancers, OXiGENI 


drug delivery system, 
liposome muramyl 
tripeptide- 

phosphatidylethanola 
mine; drug delivery 
system, liposome 
MTP-PE; MTP-PE 
liposome 


oo 

s 
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W 
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CN 
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On 
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Iviral infection; 
kancer 


cancer 


viral infection; 
cancer 


cancer; infectious 
disease 


pancer; autoimmune 
disease 


Lancer 
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cancer 


:ancer;HIV 
infection 


aiV infection; 
cancer 
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immunostimulant 


immunostimulant 


immunostimulant 
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immunostimulant 
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l-(2-methylpropyI)- 

lH-imadazo[4,5- 

c]quinolin-4-amine 








[1S-(1R*,2R*,3S*)]- 

N-[l-[(alpha-D- 

galactopyranosyloxy) 

methyl]-2,3- 

dihydroxyheptadecyl] 

hexacosanamide 
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Q .S 
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Phase I 
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licadamines, Cornell 
besearch Foundation 


idraraantone; 
kemantane 


imiquimod; R 837; S 
26308; DZ 2636; 
ALDARA; ZARTRA 


immunostimulant, 
Repligen; 
immunostimulant, 
Pfizer 


immunostimulants, 
Massachusetts 
General Hospital 


JT3002; CGP 40774 


KRN 7000 


large multivalent 
immunogen; LMI 


LC 9018; YIT 9018; 
DP 2202; PS PG; 
LIMONAL; 
LEMONAL 


lentinan sulfate; 
lentinan; LENTINAN 


o\ 
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oxoguanosine 
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stimulating factor 1 
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loxoribine; RWJ 
21757 


minmostim; human 
urine derived 
stimulating factor 
inducer; CSF-HU; P 
100; LEUKOPROL; 
COSTILATE 




Nocardia-CWS; N- 
CWS; rubratine; 
RUBRATIN 


m 


pM174 


RG 003; RG 136 
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romurtide; 
muroctasin; MDP- 
Lys (LIB); MDP-Lys; 
DJ 7041;NOPIA 
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cancer 


cancer 


tuberculosis; cancer; 
asthma; bacterial 
infection; leprosy; 
rhinitis 


cancer; bacterial 
infection 


cancer 
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nycosis; cancer 


immunostimulant 


immunostimulant 


immunostimulant 


immunostimulant 


immunostimulant 


mimunostimulant 
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mmunostimulant 


mmunostimulant; 
mtifungal 


[R-(R*,R*)]-3- 

benzoyl-N-(I- 

phenylethyl)-4- 

tliiazolidinecarboxami 

de 


4-amino- 

alpha,alpha,2- 

trimethyl-lH- 

imidazo[4,5- 

c]quinoline-l-ethanol 




N-[5-(hypoxanthin-9- 
yl)pentyloxycarbonyl] 
-L-arginine 
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S 27609 
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ST 789; PCF 39 


thymotrinaii; 
thymopoietin 32-34; 
RGH0205;TP3 


vaccine, malignant 
melanoma; LP 2307 


vaccme, Maruyama; 
Maruyama vaccine; 
SSM 


vaccine, melanoma, 
University of 
Pittsburgh; melanoma 
vaccine 


tiprotimod; HBW 538 
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cancer; viral 
infection; bacterial 
infection 


cancer; rheumatoid 
arthritis; infectious 
disease; transplant 
rejection 


bacterial infection; 
cancer 


bacterial infection; 
cancer 


cancer; viral 
infection 


cancer; HIV 
infection 


cancer 


cancer; HIV 


infection 


cancer 
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immunostimula 
cytokine agonis 






immunostimula 
immunosuppres 
antioxidant 


immunostimula 
lipopeptide 




immunostimula 
peptide 


immunostimula 
peptide 


immunostimula] 
peptide 
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peptide 


immunostimula] 
peptide 


immunostimula] 
peptide 








-(1,1- 

(othiethanyl- 
;nzimidazolyl-2- 
] acetic acid 


o-6-carbamoyl- 
[N-(N-lauroyl-L- 
iyl)-D-gamma- 
amyll-L-lysine 














(-)-N-[(2S.3R)-3- 
amino-2-hydroxy-4- 
phenylbutyryl)]-L- 
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granulocyte colony 
stimulating factor 
mimetic, 

Ligand/SmithKline 
Beecham; G-CSF 
mimetic, 

Ligand/SmithKline 
Beecham 


thiethazole 


tabilautide;RP 56142 


hemoregulatory 
peptide, Nycomed 


immunostimulant 
peptides, BioChem 
Pharma 


interleukin-2 receptor 
agonist; IL-2R 
agonist 


SUIS-gonadorelin; 
SUIS-LHRH 


rthymopoietin receptor 


agonist 
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3 Z 



BNSDOCID: <WO OO50e38A2_l_> 



PCT/ljSOO/01392 



Il- 



ls 



Si 



'-7 p- 



i S i 



3± 

.S ^ 



t5 >^ 



^ IB 
^3 lie 



: cQ « y Q 



L ^ Z 



li 

1 D 

IS 

2 R 



BNSDCXJID: <WO 0050e39ASJ_> 



wo 00/50639 PCTAJSOO/01392 



cancer; autoimmune 
disease 


autoimmune disease; 
cancer 


autoimmune disease; 
cancer; inflammation 


rheumatoid arthritis; 
cancer; psoriasis 


cancer; multiple 
sclerosis; rheumatoid 
artliritis 


autoimmune disease; 
cancer; bacterial 
infection 


cancer 


cancer 


immunosuppressant 


immunosuppressant; 
immunostimulant 


immunosuppressant; 

immunostimulant; 

NSAID 


immunosuppressant; 
NSAID 
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o 
c 
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nucleoside analogue; 
NSAID 


immunosuppressant; 
peptide 


mmunotoxin; 
jibtechnology 


mmunotoxin; 
biotechnology 








2,6-diamino-l,5- 

dihydro-7-(3- 

thienylmethyl)-4H- 

pyrrolo[3,2- 

d]pyrimidin-4-one 

monohydrochloride 


2-chloro-2'- 1 


J 

CO 

O 
g 

>> 
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Preclinical 
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Preclinical 


Phase I 


Discontinued 


XENOJECT 


brotein A-based 
hmmune modulator 


signal transduction 
modulators, National 
Jewish Center for 
Immunology and 
Respiratory Medicine 


CI 972 


cladribine; 2-CdA; 
NSC 105014F; RWJ 
26251; LEUSTATIN; 
LEUSTAT; 
MYLINAX 


T cell peptide. 
University of Illinois 


MAb, BR96 sFv- 
PE40; SGNIO; BMS 
191352 


MAb, TES-23- 

neocarzinostatin; 

rES-23-NCS 
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cancer 


cancer 
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immunotoxin; 
biotechnology; 
monoclonal antibody 


immunotoxin; 
biotechnology; 
monoclonal antibody; 
anthracycline; 
antibiotic; DNA 
intercalator 


integrin antagonist; 
angiogenesis inhibitor; 
cell adhesion inhibitor 


integrin antagonist; 
angiogenesis mhibitor; 
cell adhesion inhibitor; 
alphas beta3 integrin 
antagonist 


ntegrin antagonist; 
)iotechnology; cell 
adhesion inhibitor; 
mmunosuppressant; 
monoclonal antibody; 
E selectin antagonist 
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g 


Preclinical 


Preclinical 


Discontinued 
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MAb, TP3-pokeweed 
viral protein 
conjugate; 
immunotoxin, TP3- 
pokevveed viral 
protein conjugate; 
TP3-PAP 


MAb, doxorubicin- 
CEA; DOX-CEA 


drug delivery system, 
ANCHOR angiostatic 
agent 


S836 


CDP 850 
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cell 
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5,6-dihydro-6-[6- 

iiydroxy-1,5- 

dimethyl-4- 

(phosphonooxy)- 

7,9,1 1-tridecatrienyl]- 

5-mediyl-2H-pyran-2- 

one 


(S)-7-[[(lH- 

benzimidazol-2- 

ylmethyl)methylamin 

o]carbonyl]-2,3,4,5- 

tetrahydro-4-methyl- 

3-oxo-lH-l,4- 

benzodiazepine-2- 

acetic acid 
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1 
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P4 
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lectin receptor 
onists, DuPont 


cytos 
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cancer; bacterial 
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cancer; inflaimnation 


cancer; inflammation 


inflammation; cancer 


cancer; rheumatoid 
arthritis; eye disease 


integrin antagonist; 
cell adJiesion inhibitor; 
immunostimulant; 
peptide; antibiotic 


integrin antagonist; 
cell adhesion inhibitor; 
NSAID 


integrin antagonist; 
cell adhesion inhibitor; 
NSAID 


integrin antagonist; 
cell adhesion inhibitor; 
NSAID 


mtegrin antagonist; 
cell adhesion inhibitor; 
NSAID 


ntegrin antagonist; 
NSAID; cell adhesion 
nhibitor 


(alphaS,2R,5S,6R)-6- 
ethyltetrahydro-alpha- 

2- dihydroxy-alpha- 
methy l-5-(3- 
methylbutyl)-2H- 
pyran-2-acetyl-(3S)- 

3- hydroxy-L-leucyl- 
hex ahydro-3- 
pyridazinecarbonyl- 
N-hydroxy-L- 
alanylglycyl-(3S)- 
hexahyd ro-3- 
pyridazinecarbonyl- 
N-hydroxy-D-Alanine 
(7->2)-lactone 












Preclinical 


Preclinical 


Preclinical 


Preclinical 
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anti-inflammatory 
agents, 

Chiroscience/Trega 


cell adhesinn 
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GlycoTech/Novartis 
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STEALTH cell 
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GM 7050 


RGD-based 
angiogenesis 
antagonists 
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cancer; viral 
infection 


cancer; viral 
infection; mucositis; 
musculoskeletal 
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infection 


viral infection; 
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multiple sclerosis; 
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cancer; viral 
infection 
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interferon 


interferon 


interferon 


interferon 


interferon 


interferon 


mterferon 


nterferon; 
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nterferon; 

biotechnology; 

mmunosuppressant 
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drug delivery system, 
interferon alfa; 
interferon alfa depot 
delivery; MPI 7057 
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BIPHASIX interferon 
alfa; interferon alfa 
transdermal 


interferon alfa; 
BALL-1;MR22; 
BALL 1;0IF; IFN 
ALPHA MOCHIDA 


interferon alfa; 
Interferon Alfanative 


interferon alfa-n3; 
KEMRON- 


ALFERON; 
ALFERONN; 
ALFERON LDO; 
ALTEMOL; 
REFERON 


interferon beta; 
FRONE 


interferon gamma, 
natural; IFN eamma. 


natural; OH 6000; 
OGAMMA 100 


interferon-alpha; IFN- 
alpha 


interferon, modified, [ 
Tanox 
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viral infection; 
cancer 


cancer 


cancer 


cerebrovascular 
disease; cancer 


cancer; 

cardiovascular . 
disease; respiratory 
disease: mucositis 


cancer 


interferon; 
inimunostimulant 


keratolytic 


lazaroid 


lazaroid 


lysophosphatidate 
acyltransferase 
iihibitor; xanthine 


macrolide; antibiotic 
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(hydroxymethyl)phen 

yl]-l-methylethenyl]- 
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ol 
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21-[4-[3,6- 

bis(diethylaniino)-2- 

pyrindinylj-l- 

piperazinyl]-16- 

niethylpregna- 
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dione hydrochloride 
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hydroxyhexyI)-3,7- 
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cancer 


cancer 
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retinopathy; 
diabetes; cancer 
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metalloproteinase 
inhibitor; proteinase 
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inhibitor; proteinase 
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metalloproteinase 
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r g,^ ^-s ^ 

1^19 12,19 1 

ci, DO m "ob 'on "Hn 


Unspecified 






Discontinued 
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[Prechnical | 


Marketed 


Phase II 


Discontmued 


Preclinical 


actinoplanone G; R 
304F 


CARN700; 
CARRAVEX 


CKD 606 


sizofiran; sizofilan; 
neoschizophyllan; 
SONIFILAN; 
SONIFIRAN 


CM 101; ZD 0101 




CN 

o 
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cs 
in 
cs 
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hormone deficiency; 
contraception; cancer 


retinopathy; cancer; 
skin disease; 
atherosclerosis 


Icancer 


cancer 


cancer; viral 
infection 


cancer 


cancer 


progestogen; hormone 
replacement therapy 


prolyl hydroxylase 
inhibitor; angiogenesis 
inhibitor 


[prostaglandin 


prostanoid 


prostanoid 


i5rostanoid 


prostanoid 








(5Z,13E,15S)-15- 
hydroxy-9-oxo- 
prosta-5,8(l2),13- 
trien-l-oic acid 
(acetyloxy)methyl 
ester homopolymer 




(5S,6S,7Z,l2alpha,14 

Z)-5,6-bis(acetyloxy)- 

lO-chIoro-12- 

hydroxy-9-oxoprosta- 

7,10,14-trien-l-oic 

acid methyl ester 


(7E,12xi)-10-chloro- 
12-hydroxy-9- 
oxoprost-7,10-dien-l- 
oic acid methyl ester 


Preclinical 


Preclinical 


[Preclinical 


Prechnical 


Preclinical 


IPreclinical 


Preclinical 


progesterone receptor 
therapy, 

Ligand/Wyeth Ayerst 


prolyl hydroxylase 
inhibitor, Cornell 
Research Foundation 


oo 


OC3186 


prostaglandin J2; PG 
12 




on 
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thrombosis; 
peripheral vascular 
disease; cancer 


cancer 


cancer 


hypertension; 
asthma; cancer 


cancer 


cancer 


:ancer 


prostanoid; 
vasodilator; platelet 
antiaggregant 


protein kinase 
activator; protein 
kinase C activator 


protein kinase 
activator; protein 
kinase C activator 


protein kinase 
inhibitor 


jrotein kinase 
inhibitor; angiogenesis 
inhibitor 


jrotein kinase 
inhibitor; angiogenesis 
nhibitor 


)rotein kinase 
nhibitor; protein 
kinase A inhibitor; 
MDR inhibitor 


[3aS- 

[2E,3aalpha,4alpha(3 

R*,4R*),5beta,6aalph 

a]]-[2-[hexahydro-5- 

hydroxy-4-(3- 

hydroxy-4-methyl- 

1,6-nonadiynyl)- 

2(1H)- 

pentalenylidenejethox 
ylacetic acid 


bryostatin 1 




[4(R)-trans]-4-(l- 
aminoethyl)-N-4- 
pyridinylcyclohexane 
carboxamide 






" S 

c^l 1 

at l^^l 
^ ^ ^ .i .-s 


Discontinued 


phase II 


Preclinical 


Preclinical 


PrecUnical 


Preclinical 


•a 

a> 
s 

I 

o 

a 


cicaprost; cicaprost 
clathrate; ZK 114923; 
SH574; SH 490 


bryostatin; bryostatin 
1;BMY 45618; NSC 
339555 


hexamethylene 
bisacetamide 
derivative; HMBA 
derivative 


m 
vo 

CN 
>^ 


cancer therapy, 
Kinetix 


CP 564959 


H87 
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cancer 


8 

o 


o 
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protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
dnase C inhibitor 


3rotein kinase 
nhibitor; protein 
dnase C inhibitor 




2-[12-[2- 

(benzoyloxy)propyl]- 
3,10-dihydro-4,9- 
dihydroxy-2,6,7,11- 
tetramethoxy-3,10- 
dioxo-l-perylenyl]-l- 
methylethyl 4- 
hydroxyphenyl 
carbonic acid ester 




(9alpha,10beta,llbeta 
,13alpha)-N- 
(2,3,10,12,13- 
hexahydro-10- 
biethoxy-9-methyI-l- 
0X0-9, 1 3-epoxy- 
lH,9H- 

diindolo[ 1,2,3- 

gh:3',2',l'- 

lm]pyrrolo[3,4- 

j][l,7]benzodiazonm- 

ll-yl)-N- 

methylbenzamide 




Discontinued 


Discontinued 


Preclinical 


Phase II 


Discontinued 


BM 41400 


calphostin C; 
calphostin; UCN 
1028C; UCN 1028 


diacylglycerol 
analogues, National 
[Institutes of Health 


midostaurin; 

benzoylstaurosporine; 

N- 

benzoylstaurosporin; 
CGP 41251; CGP 
41231 


NK 860276 
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cancer 


cancer; psoriasis 


cancer 


psoriasis; dermatitis; 
cancer 


cancer 


cancer; ischemia; 
reperfusion injury 


cancer 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inliibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor 


t)rotein kinase 
inhibitor; protein 
kinase C inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 
antibiotic 








(2S,3S)-2-amino- 1,3- 
octadecanediol 


[R-(R*,S*)]-2-amino- 
1,3-octadecanediol 




[9S- 

(9alpha,10alpha,llbet 
a,13alpha)]2,3,10,ll, 
12,13-hexahydro-ll- 
hydroxy-lO-methoxy- 
9-methyl-9,13-epoxy- 
1H,9H- 

diindolo[ 1,2,3- 

gh:3',2M'- 

m]pyrroIo[3,4- 

][l,7]benzodiazonin- 

i-one 


Prechnical 


Preclinical 


Discontinued 


Phase II 


Preclinical 


Preclinical 


[Preclinical 


NSC 646958 


protein kinase C 
inliibitor, microaigal, 
Martek 


protein kinase C 
inhibitor, Xenova 


safingol; safingol 
hydrochloride; SPC 
100270; mSPC 
100271; KYNAC; 
fCYNACYTE 


SPC 100221 


SPC 101591 


RK 1409B 
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cancer 


cancer 


cancer; 

inflammation; 
psoriasis 


schemia; psoriasis; 
cancer; 
nflammation; 
reperfusion injury 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 
cyciin dependent 
kinase inhibitor 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 


1 

1 

1 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 
NSAID 


protein kinase 
nhibitor; protein 
cinase C inhibitor; 
VSAID 




[9S- 

(9alfa,10beta,llalfa,l 

2alfa,13alfa)]- 

2,3,10,11,12,13- 

liexahydro-11,12- 

dihydroxy-10- 

methoxy-9-methyl- 

9,13-epoxy-lH,9H- 

diindolo[l,2,3- 

gh:3',2M'- 

lm]pyrrolo[3,4- 

j][l,7]benzodiazonin- 

1-one 


(3R-traiis)-4-(2- 

carboxy-6- 

hydroxybenzoyl)-3,5- 

dihydroxybenzoic 

acid l-[hexahydro-3- 

[(4- 

hydroxybenzoyl)amin 

D]-lH-azepin-4-yl] 

ester 




Phase I 


Discontinued 


Preclinical 


Preclinical 


CGP 60474 


£ 

^ in 


balanol; (-)-balanol; 

azepinostatin; 

ophiocordin 


SPC 100840 
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cancer; 

inflammation; 

allergy 


cancer 


cancer 


cancer 


:ancer 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 
NSAID 


protein kinase 
inhibitor; protein 
kinase C iinhibitor; 
vasodilator 


protein kinase 
inhibitor; tyrosine 
kinase inhibitor 


)rotein kinase 
nhibitor; tyrosine 
kinase inhibitor 


protein kinase 
nhibitor; tyrosine 
dnase inhibitor; EGF 
■eceptor inhibitor 


(3alfa,9beta,10alfa,U 

alfa,13beta)-(+)- 

2,3,10,11,12,13- 

hexahydro-3- 

hydroxy-lO-methoxy- 

9-methyl-ll- 

(methylamino)-9,13- 

epoxy-lH,9H- 

diindolo[l,2,3- 

gh:3',2M'- 

lm]pyrrolo[3,4- 

j][l,7]benzodiazonin- 

1-one 


4-propyl-5-(4- 

pyridinyl)- 

2(3H)oxazolone 


(E)-5-(3,4- 

dihydroxyphenyl)-3- 

[(3,4- 

dihydroxyphenyl)met 

hylene]-2(3H)- 

furanone 


N-[4-methyl-3-[[4-(3- 
pyridinyl)-2- 
pyrimidinyl]amino]ph 
snyljbenzam ide 




Phase 1 


Suspended 


Discontinued 


Phase II 


Preclinical 
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o 

§i 


MDL 27032 


BE23372M 


CGP 53716 


CGP59326B 
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cancer 


cancer 


cancer; bacterial 
infection; mycosis; 
vhal infection 


cancer 


benign prostate 
hypertrophy; cancer 


cancer 


cancer 1 


cancer 


cancer 


cancer 


protein synthesis 
inhibitor 


protein synthesis 
inhibitor 


protein synthesis 
inhibitor; antifungal; 
peptide 


proteinase inliibitor 


Droteinase inhibitor 


nhibitor 1 


nhibitor 


nhibitor 


proteinase inliibitor 


proteinase inhibitor 


proteinase i 


2a 

i 
■53 

1 


proteinase i 


4-deoxy-4-[[[(14- 
methyl-1- 

oxopentadecyl)amino 

]acetyl]amino]-N-lH- 

purin-6-yl-L-glycero- 

beta-L-manno- 

heptoipyranosylamine 




(S)-N-[l-(2-hydroxy-j 
l-oxopropyl)-L- 
prolylldidemnin A 


4- 

iodobenzo[b]thiophen 
e-2-carboximidamide 
hionohydrochloride 














Phase I 


Preclinical 


Phase II 


Preclinical 


Phase II 


Preclinical | 


Preclinical | 


Prechnical 


Preclinical 


Preclinical 


KKN 5500 


Pseudomonas 
exotoxin A linked to 
F(ab') 2 fragment of 
MAb IHIO-PE; 
IHIO-PE 


didemnin B; NSC 
325319; IND 24505 


B428 


Bowman Bhk 
inhibitor concentrate; 
BBIC 




P 35011 t 


urokinase inhibitor, 3 

Dimensional 

Pharmaceuticals 


urokinase inhibitors, 
Axys 


urokinase inhibitors, 
Corvas 
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cancer; psoriasis; 
rheumatoid arthritis; 
transplant rejection; 
eye disease; 
dermatitis; HIV 
infection 


rheumatoid arthritis; 
inflammatorv howel 


bisease; cancer 


cancer; psoriasis; 
rheumatoid arthritis 


cancer; psoriasis; 
rheumatoid arthritis; 
transplant rejection 


gastrointestinal 
ulcer; bacterial 
infection; cancer 


cancer 


[purine nucleoside 

phosphorylase 

inliibitor; 

immunosuppressant; 
NSAID 


purine nucleoside 
phosphorylase 
inhibitor; NSAID 


purine nucleoside 
phosphorylase 
inhibitor; NSAID 


purine nucleoside' 
phosphorylase 
inhibitor; NSAID 


quinoline; antibiotic 


quinolone; antibiotic 


2-amino- 1 ,5 -di hydro- 
7-(3- 

pyridinylmethyl)-4H- 

pyrrolo[3,2- 

d]pyrimidin-4-one 




2-amino- l,5-dihydro- 
7-(3-thienylmethyl)- 
4H-pyrrolo[3,2- | 
d]pyrimidin-4-one 






6-[3-[(2-amino-I- 

oxopentyl)amino]-l- 

pyrrolidinyl]-5- 

fluoro-3-oxo-3H- 

pyrido[3,2,l- 

k]phenoxazine-2- 

:arboxylic acid 


Phase II 


Discontinued 


Phase I 


Discontinued 


Discontinued 


Preclinical 


peldesine; BCX 34; 
BCX 34B 


CH 799 


CI 1000; PD 141955 


purine nucleoside 

phosphorylase 

inhibitors, 

Chiroscience; PNP 

inhibitors, 

Chiroscience 


Helicobacter pylori 
therapy, RPMS 
Fechnology 


1 

oo 

< 
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cancer; pnmtis; 
hypertension; HIV 
infection; 
gastrointestinal 
ulcer; 

hyperlipidemia; 
bacterial infection 


bacterial infection; 
cancer 


cancer 


tancer 


cancer 


cancer; diagnosis 


[jancer 


:ancer 


;ancer 


cancer 


quinolone; antibiotic 


quinomycin; antibiotic 


radioprotectant 


radiosensitizer 


radiosensitizer 


radiosensitizer 


radiosensitizer 1 


radiosensitizer 


radiosensitizer 


■adiosensitizer 


6-fluoro-5-(4-methyl- 
l-pipera2iiiyl)-8-oxo- 
3H,8H-4-oxa-l-thia- 
9b- 

azacyclopenta[cd]phe 

nalene-9-carboxylic 

acid 

monohydrochloride 




4,4'-trithiobis-l- 
butanesulfinic acid, 
disodium salt 




l,4-bis[[2- 

(dimethyloxidoamino 
^ethyl]amino]-5,8- 
dihydroxy-9,10-an 
thracenedione 






1 |i 
^ %'M- 


M-(2-hydroxyethyl)- 

2-nitro-lH-imidazole- 

l-acetamide 


^-methoxy-2-nitro- 

lH-imidazole-1- 

icetamide 


Discontinued 


Discontinued 


Preclinical 


Preclinical 


Preclinical 


c 
_o 


Preclinical 


Discontinued 


(U 


^'reclinical 


KB 5246 


quinaldopeptin; BMY 
28662; BU 3845T 


WR 168643; NSC 
333839 


anticancer 

radiosensitizers, Telik 


AQ4N radiation 
enhancer; AQ4N 


broxuridine; BuDR; 

BROXINE; 

NEOMARK 


CT2412 


cupnnol; RL 5077; 
CUPRINYL 


etanidazole; SR 2508; [ 
NSC 301467; 
RADINYL 


s 

X 
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cancer 


cancer 


emesis; cancer 


bancer 


eancer 


cancer 


cancer 1 


cancer 


radiosensitizer 


radiosensitizer 


radiosensitizer 


1 
o 
'•S 


bdiosensitizer 


radiosensitizer 


radiosensitizer I 


radiosensitizer 


N-hydroxy-2-nitro- 

lH-imidazole-1- 

propanamide 


alpha,alpha-difluoro- 
N-(2-hydroxyethyl)- 
2-nitro-lH-imidazole- 
1-propanamide 


4-amino-5-chloro-N- 
[2- 

(diethylamino)ethyl]- 
2-methoxybenzamide 




1 

1 I 
1 1 

— < <u 


N-(2-bromoethyl)-2- 
nitro-lH-imidazole-I- 
propanamine 
monohydrobromide 




4-[(2-nitro-lH- 
imidazol-1- 
yl)methoxy]-2-buten- 
l-ol 


Preclinical 


Preclinical 


Marketed 


Phase U | 


piscontinued 


Preclinical 


Preclinical | 


Discontinued 


KIN831 


oo 
<N 
tN 


metoclopramide; 

AHR 3070 C;DEL 

1267; SENS AMIDE; 

NEU-SENSAMIDE; 

AEROFLAT; 

ANANDA; 

ANAUSIN; 

ANTIMET; 

BENAGASTRON; 

PRIMPERAN; 

DIGENOR; 

REGLAN 


MPI 5020 


nimorazole 


oo 
o 

Os 

o 
m 

Q 
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g 
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o 
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oo 
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cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


cancer 


:ancer 


radiosensitizer 


radiosensitizer 


radiosensitizer 


radiosensitizer 


■§ 
V 

s 

1 


radiosensitizer 


radiosensitizer 


-adiosensitizer 


2-[(2-nitro-lH- 
imidazol-1- 
yl)methoxy]-l,3- 
propanediol 


cis-alpha-[(2,3- 

dimethyl-1- 

aziridinyl)methyl]-2- 

nitro-lH-imidazole-1- 

lethanol 


trans-alpha-[(2,3- 
dimethyl-1- 
aziridinyl)methyl]-2- 
nitro-lH-imidazole-1- 
ethanol 1 


IT) r-i 

i 1 

•±3 (U 

ffi "c 
£1 _§ ."1 

± -s 1 


(2-nitro-lH- 
imidazolyl)butanamid 




II 

1 v 


(D 


N,N-bis(2- 
hydroxyetliyl)-2- 
tiitro-lH-imidazole-1- 
acetamide 


3-amino- 1.2.4- li 


S .2 


Preclinical 


Discontinued 


Discontinued 


Preclinical 


Preclinical | 


Discontinued 


Discontinued 


Phase III 


RP 170 


vo 
D 


RSU1165 


SN 24699 


SPI40 


SR2545 


SR 2555; NSC 314- 
055 


tirapazaniine: WIN U 


59075; SR 4233; 
riRAZONE 
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pain 


incer 


incer 
















u 


ancer 


incer 


mcer; 


lin; c£ 


lin; c£ 


ncer 


incer 




cancer 


ncer 


ncer 


ncer 






o 






a. 
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radiosensitizer; nitric 
oxide donor 


radiosensitizer; 
nucleoside analogue 


radiosensitizer; 
nucleoside analogue; 
antimetabolite 


radiotherapeutic; 
analgesic 


radiotherapeutic; 
analgesic 


radiotherapeutic; 
analgesic 


RAR agonist; retinoid 
agonist 


RAR agonist; RXR 
agonist; retinoid; 


retinoid agonist 


RAS inhibitor I 


RAS inhibitor 


RAS inhibitor 


RAS inhibitor; 
famesyl protein 
ransferase inhibitor 






2 4 
•s ^ 






oride 


















5-chloro-2'- 
deoxycytidin 








strontium chl 
(89SrC12) 
















Preclinical 


Preclinical 


Phase I 


Phase II 


c 

1 


Marketed 


Preclinical 


Preclinical 


Preclinical 


Suspended 


Preclinical 


Discontinued 


nitric oxide-releasing 
radiosensitizer, 
National Institutes of 
Health 


cytochlor 


doranidazole; RP 343; 
PR 350 


117m SnDTPA; 
bentetate 117m Sn 


rhenium Re 186 
etidronate; 186-Re 
HEDP; 186-Re 
HEDP; BETAMET 


strontium- 8 9 

chloride; 

METASTRON 


If, 

I 


AGN 192792; LG 
100382 


CP 609754 


ras inhibitors, 
Agouron 


Ras inhibitors, 
Bristol-Myers Squibb 


ras famesyl 
transferase inhibitor, 
Xenova; XR 3005 
series 
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cancer 


cancer; psoriasis 


o 

§ 

o 


o 
o 

u 

V 


o 
o 


cancer 1 


acne; cancer; 
psoriasis 


acne; cancer 


RAS inhibitor; 
faniesyl protein 
transferase inhibitor 


RAS inhibitor; signal 
transduction inhibitor 


retinoid 


retinoid 


retinoid i 


retinoid 


retinoid 


retinoid 


retinoid 












(all-E)-3,7,ll,15- 

tetramethyl- 

2,4,6,10,14- 

hexadecapentaenoic 

acid 




6-[(3,4-dihydro-4,4- 
dimethyl-2H-l- 
benzothiopyran-6- 
yl)ethynyl]-3-pyrid 
necarboxylic acid 
ethyl ester 


si g i 


Discontinued 


Preclinical 


Preclinical 


Pre- 

registration 


Preclmical | 


Discontinued 


Marketed | 


Marketed 


Marketed 


ras FT inhibitor, 
Genentech 


ras inhibitors, 
Onyx/Bayer 


cancer therapy, 
retinoids, Cornell 
Research Foundation 


drug delivery system, 
liposome tretinoin; 
tretinoin liposome; 
AR623;ATRAGEN 


r<-> 

CO 

cn 


polyprenoic acid; E 
5166 


<u 

1 


tazarotene; AGN 
190168; ZORAC; 
FAZORAC 


tretinoin; Ro 
015488/1 15; NSC 
122758; VESANOID 
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psoriasis; cancer 


cancer 


psoriasis; cancer 


cancer; skin disease 


cancer; skin disease 


:ancer; psoriasis 


retinoid agonist 


retinoid agonist 


retinoid agonist 


Retinoid agonist; RAR 
agonist 


retinoid agonist; RAR 
agonist; retinoid 


retinoid agonist; 
RARaioha agonist 


) 


4-[[(5,6,7,8- 
tetrahydro-5,5,8,8- 
tetramethyl-2- 
naphthalenyl)carbony 
llaminolbeiizoic acid 


6-(7- 

tricyclo[3.3.1.13,7]de 

benzodioxol-5-yl)-2- 
naphthalenecarboxyli 
c acid 


4-[[(5,6,7,8- 
tetrahydro-5,5,8,8- 
tetramethyl-2- 
naphthalenyI)amino]c 
arbonyllbenzoic acid 


(all-E)-7-[3,5-bis(l,l-| 
dimethylethyl)phenyl] 
-3-methyl-2,4,6- 
octatrienoic acid 


5,6,7,8-tetrahydro- 
3,5,5,8,8- 
pentamethyl-2- 
tiaphthalenecarboxyli 
c acid 4- 

sarboxyphenyl ester 


f ^1 


Discontinued 


Preclinical 


Discontinued 


phase II 


Preclinical 


Preclinical 


o 
oo 
m 


MX 33511; 

MX33511;MX 

33501 


tamibarotene; AM 80 


LGD 1550; ALRT 
1550; LG 100550; 
AGN 193101; LG 
1550; ALRT 550 


O 

kJ 

rs 
O 

< o 


ER 38925 
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cancer; psoriasis 


cancer; psoriasis 


cancer; viral 
infection 


cancer; skin disease 


cancer; diabetes; 
psoriasis; skin 
disease 


diabetes; cancer 


)soriasis; cancer 


:ancer 


retinoid agonist; 
RARalpha agonist 


Retinoid agonist; 
RARalpha agonist 


retinoid agonist; 
RARbeta aeonist: 


RARgamma agonist; 
retinoid 


retinoid agonist; 
RARbeta agonist; 
RAReamma aeonist: 


retinoid 


retinoid agonist; 
retinoid; 

differentiation inducer; 
RXR agonist 


retinoid agonist; RXR 
agonist 


retinoid antagonist 


retinoid antagonist 


4-[5-(7-ethyl-4- 

methyl~2- 

benzofuranyl)-lH- 

pyrrol-2-yl]benzoic 

acid 


4-[5-[7-fluoro-4- 

(trifluoromethyl)-2- 

benzofuranyl]-lH- 

pyrrol-2-yl]benzoic 

acid 


(E)-4-[4-(2,6,6- 

trimethyl-1- 

cyclohexen-l-yl)-3- 

buten-l-ynyl]benzoic 

acid 


4-[(3,4-dihydro- 

2,2,4,4-tetramethyl- 

2H-l-benzopyran-6- 

yl)ethynyl]ben2oic 

acid 


OO 

, MS "S ^ 
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N,-(3-bromophenyl)- 

6,7-dimethoxy-4- 

quinazolinaniine 










Discontinued 


Discontinued 


Phase I 


Phase II 


Preclinical 


Preclinical 


Phase! 


Discontinued 


Preclinical 


SU 1433 


SU 1498 


CGP 59326A 


CP 358774 


PD 153035 


PD 183805; CI 1033 


ZD 1839 


tyrosine kinase 

inhibitors, 

AstraZeneca 


WHIP131 
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cancer 


cancer 


cancer 


1 


cancer 


psoriasis; cancer; 
atherosclerosis 


psoriasis; cancer; 
atherosclerosis 


psoriasis; cancer; 
atherosclerosis; 
septic shock 


i 


tyrosine kinase 
inhibitor; signal 
transduction inhibitor 


tyrosine kinase 
inhibitor; signal 
transduction inhibitor; 
EGF receptor inhibitor 


tyrosine kinase . 
inhibitor; signal 
transduction inhibitor; 
EGF receptor inhibitor 


tyrosine phosphatase 
inhibitor 


tyrosine phosphatase 
inhibitor 


tyrphostin 


tyrphostin 


tyrphostin 


yrphostin; tyrosine 
cinase inhibitor 








bis(maltolato) 
oxovanadium 




(E)-2-cyano-3-(3,4- 
dihydroxyphenyl)-2- 
propenethioamide 


(2E)-2-cyano-3-(3,4- 
dihydroxyphenyl)-N- 
(3-phenylpropyl)-2- 
propena mide 




>^ X S S 

V 2 >; 1 


Preclinical 


Preclinical 


Preclinical 


Discontinued 


Discontinued 


Phase I 


Prechnical 


Preclinical 


Discontinued 


WHIP 154 


DAB 720 


o 

ON 
VO 

i 


BMLOV 


ated 
ne 

nliibitor, 


AG 213; RG 50964; 
tyrphostin AG 213; 
RG 50864 (no stereo) 


ir> 

? 


o 

1 


AG 490 


cancer-associ 
protein tyrosi 
phosphatase i 
Ontogen 



.0050e3aA2J_> 



wo 00/50639 



PCT/USOO/01392 



cancer; inflammation 


gout; cancer 


tlirombosis; 
peripheral vascular 
disease; cancer 


gynecological; 
cancer; hypertension; 
heart failure; emesis 


:ancer 


:ancer 


ubiquitin conjugating 
enzyme inhibitor; 
NSAID 


ureate oxidase; 
biotechnology; 
enzyme 


vasodilator; prostanoid 


vasopressin antagonist; 
diuretic 


venom [ 


vinca alkaloid 






3aS- 

[2E,3aalfa,4alfa(3R*, 

4R*)5beta,6aalfa]-4- 

(2-hexahydro-5- 

hydroxy-4-(3- 

hydroxy-4-methyl- 

1,6-nonadiynyl- 

2(1H)- 

pentalenylidene)ethox 
y-butanedioic acid 


[2R- 

[2alfa(S*),3beta]]-l- 
:[5-chloro-3-(2- 
chlorophenyl)-!- 
[(3,4- 

dimethoxyphenyl)sulf 

onyl]-2,3-dihydro-3- 

hydroxy-lH-indol-2- 

yl]carbonyl]-2- 

pyrrolidinecarboxami 

de 


Unspecified [ 


3',4'-didehydro-4'- 

deoxyvincaleukoblast 

ne 


Preclinical 


Phase III 


Discontinued 


Phase II 


Preclinical p 


Phase I 


UBC inhibitors, 
Mitotix; ubiquitin 
conjugating enzyme 
inliibitors 


urate oxidase; SR 
29142 


eptaloprost; eptaprost; 
ZK 97959 


On 

O 
ON 

C/3 


o 

r-i 
U 
H 


anhydrovinblastine 
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cancer 


cancer 


cancer 


cancer 


cancer 


a3 
o 


:ancer 


vinca alkaloid 


vinca alkaloid 


vinca alkaloid 


vinca alkaloid 


vinca alkaloid 


vinca alkaloid 


vinca alkaloid 












o 

rvj o 

cT.. 

tN (_J (U 

ill 

yi 1 


3',4'-didehydro- 

4'deoxy-C'- 

lorvincaleukoblastine 


Preclinical 


Discontinued 


Preclinical 


Discontinued 


phase II 


Phase I 


Marketed 


drug, delivery system, 
liposome vincristine; 
vincristine liposome; 
VincaXome 


drug delivery system, 

ONCHOLAB 

vincristine; 

vincristine 

ONCHOLAB 


drug delivery system, 
STEALTH liposome 
vincristine; 
vincristine STEALTH 


drug delivery system, 
vinblastine; 
vinblastine 
Therapeutic Implant; 
MPI5017 


drug delivery system, 
vincristine; 
vincristine drug 
delivery system; 
Onco TCS 


vinflunine; F 12158; 
L0070 


vinorelbine; 
vinorelbine tartrate; 
PM 259; DC1;KW 
2307; BW 7Y89; KW 
3407;NAVELBINE; 
EUNADES; 
NABELBIN 
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cancer 


cancer 


cancer 


osteoporosis; 
hyperparathyroidism 
; cancer 


cancer 


vinca alkaloid; 
microtubule assembly 
inhibitor 


VIP antagonist 


vitamin D analogue 


vitamin D2 analogue 


vitamin D3 analogue 


[3(S)]-04-deacetyl-3- 
de(methoxycarbonyl)- 
3-[[[l- 

(diethoxyphosphinyl)' 
2- 

methylpropyljamino] 
carbonyljvincaleukob 
lastine 








[IR- 

[lalpha(R*),3abeta,4 

E(lR*,3S*,5Z),7aalp 

ha]]-4-methylene-5- 

;[octahydro-7a- 

methyM-[l-methyl- 

2-[[5,5,5-trifluoro-4- 

iydroxy-4- 

(trifluoromethyl)-2- 

pentynyljoxyjethyl]- 

4H-inden-4- 

ylidenejethylidene]- 

1,3-cyclohexanediol 


1 , 

Ol, 


Preclinical 


Preclinical 


Pre- 

registration 


Discontinued 


vinxaltine; S 12363 


superactive 
vasoactive intestinal 
peptide antagonist. 
NCI 


ILR103 


lalpha- 

hydroxyvitamin D2; 
lalpha-D2; one-alpha 
D2;TSA870; 
HECTOROL 


CB 1267 



6 
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Table 25. Current Candidate Therapeutic Interventions for the Treatment of ALS 



Product Name 


Chemical Name 


Action 


Indication 


EF 7412 


N-3-[4-[4- 

(tetrahydro-1,3- 

dioxo-lH- 

pyrrolo[l,2- 

c]imida2ol-2(3H)- 

yl)butyl]-l- 

piperazinyl]phenyl]et 

hahesulfonamide 


5HT antagonist; 
5HT1A antagonist; 
glutamate release 
inhibitor 


Neurodegeneration; 
depression; cancer 


AMPA antagonists 


Unspecified 


AMPA antagonist; 
glutamate antagonist 


Neurodegeneration; 
eye disease 


SPD 502; NS 1209 


2-[[[5-[4- 

[(dimethylamino)sulf 

onyljphenyl]- 

1,2,6,7,8,9- 

hexahydro-8-methyl- 

2-OXO-3H- 

pyrrolo[3,2- 

ti]isoquinolin-3- 

ylidene]amino]oxy]- 

4-hydroxybutanoic 

acid monosodium salt 


AMPA antagonist; 
glutamate aiitagonist 


stroke; 

neurodegeneration 


pirfenidone; MAR 
01; AMR 69; 
DESKAR 


5-methyl- 1 -phenyl- 
2(lH)-pyridinone 


antifibrotic 


skin disease; 
pulmonary fibrosis; 
neurodegeneration 


dehydroascorbic acid 


Unspecified 


antioxidant 


neurodegeneration; 
neurological 


U 101033E 


6,7,8,9-tetrahydro-9- 
[2-(4- 

morphoIinyl)ethyl]- 
2,4-di-l -pyrroUdinyl- 
5H-pyrimido[4,5- 
jjindole 
dihydrochloride 


antioxidant 


stroke; 

neurodegeneration; 
brain ischemia 


MDL 101002 


3,4-dihydro-3,3- 

dimethylisoquinoline 

2-oxide 


antioxidant; fi-ee 
radical scavenger 


stroke; 

neurodegeneration; 
septic shock 


synthetic catalytic 
scavenger analogues; 
SCS analogues 


Jnspecified 


antioxidant; free 
radical scavenger 


stroke; trauma; 
atherosclerosis; 
neurodegeneration; 
asthma 


neurodegenerative 
disease therapy 


Unspecified 


apoptosis inhibitor 


neurodegeneration 
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neurodegeneration 
therapy 


unspecified 


apoptosis inhibitor 


neurodegeneration; 
amyotrophic lateral 
sclerosis 


apoptosis modulators 


Unspecified 


apoptosis inhibitor; 
apoptosis inducer 


cancer; autoimmune 
disease; 

neurodegeneration 


apoptosis inhibitors 


Unspecified 


apoptosis inhibitor; 
peptide 


neurodegeneration 


BAY Z 4406 


Unspecified 


calcium channel 
blocker 


neurodegeneration; 
Alzheimer disease 


cardiotrophin-l 
secreting implant 


Unspecified 


Cardiotrophin-l 
agonist 


amyotrophic lateral 

sclerosis; 

neurodegeneration 


caspase inhibitors 


Unspecified 


caspase inhibitor 


neurodegeneration; 
myocardial infarction; 
rheumatoid arthritis; 
septic shock 


CPP32 inhibitors, 
caspase 3 inhibitors. 


unspecified 


caspase inhibitor; 
apoptosis inhibitor 


neurodegeneration 


creb gene 
transcription 
modulators, CNS 
disorders 


Unspecified 


Creb gene 
transcription 
modulation . 


neurodegeneration; 
Alzheimer disease 


Neurotransmitter 

transporter 

modulators 


Unspecified 


Excitatory amino 
acids transporter 
fimction 


neurodegeneration 


batyl alcohol; CPR 
4001 


Unspecified 


fi-ee radical 

scavenger; ether lipid 


skin disease; 
neurodegeneration 


chimyl alcohol; CPR 
4004 


Unspecified 


free radical 
scavenger; ether lipid 


skin disease; 
neurodegeneration 


free radical 
scavengers 


Unspecified 


fi-ee radical 
scavenger; NSAID 


neurodegeneration; 
arthritis; reperfiision 
njury; psoriasis; 
stroke 


SLH 301 


Unspecified 


free radical 
scavenger; NSAID 

. ■ 


neurodegeneration; 
arthritis; reperfiision 
njury; psoriasis; 
stroke 


growth and 
differentiation factor- 
1;GDF-1 


Unspecified 


GDF-1 agonist 


neurodegeneration 


LY 379268 


lR,4R,5S,6R)-4- 
amino-2- 

5xabicyclo[3.1.0]hex 
me-4,6-dicarboxylic 
icid 


glutamate agonist; 
mGluR agonist; 
analgesic 


leurodegeneration; 
3ain 
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Excitatory amino acid 
antagonists 


unspecified 


glutamate antagonist; 
excitatory amino acid 
antagonist; NMDA 
antagonist 


epilepsy; 

neurodegeneration 


SIB 1757 


Unspecified 


glutamate antagonist; 
mGluR antagonist; 
analgesic 


pain; neurological; 
neurodegeneration 


SIB 1893 


Unspecified 


glutamate antagonist; 
mGluR antagonist; 
analgesic 


pain; neurological; 
neurodegeneration 


2-PMPA; GPl 5000 


Unspecified 


glutamate release 
inhibitor 


stroke; 

neurodegeneration 


NZ 093 


Unspecified 


IGF-1 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


insulin-like growth 
factor-1; IGF-1 


Unspecified 


IGF-l agonist 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


insulin-like growth 
factor binding protein 
ligand inhibitors 


Unspecified 


IGFBP ligand 
inhibitors 


stroke; 

neurodegeneration 


ICE inhibitors 


Unspecified 


lL-1 beta converting 
enzyme inhibitor; 
caspase inhibitor 


neurodegeneration 


Neurodegenerative 
disease therapy 


Unspecified 


Immimomodulation, 
peptide mediated 


neurodegeneration 


IVIKK4 modulators . 


Unspecified 


MAP kinase 
inhibitor; signal 
transduction inhibitor, 
NSAID 


inflammation; 
neurodegeneration 


Melatonin analogue 


Unspecified 


VIelatonin agonist 


neurodegeneration 


N eurodegenerati ve 
disease therapy 


Unspecified 


monoclonal antibody 
immunomodulation 


neurodegeneration; 
Alzheimer disease 


neural progenitor 
regulatory factor 


Unspecified 


Neural progenitor 
regulation, growth 
iactor; peptide; 
neurotrophic factor 


tnuhiple sclerosis; 
trauma; 

neurodegenerEtion 


Neuroimmunophilin 
ligands 


Jnspecified 


NeuroimmunophiHns, 
growth factor; 
aeurotrophic factor 


aeurodegeneration 


N euroimmunophilins 


Jnspecified 


neurotrophic factor 


neurodegeneration 


nerve growth factor 
secreting implant 


Unspecified 


^GF agonist 


leurodegeneration; 
leuropathy 


nerve growth factor 
mimetics 


Unspecified 


NGF minietics 


leurodegeneration 
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CP 101606 


[S-(R*,R*)]-4- 
hydroxy-aIpha-(4- 
hydroxyphenyI)-beta- 
methy 1-4-phenyl- 1 - 
piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


stroke; trauma; 
neurodegeneration 


Remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
methyl-1,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 
disease; 

Liwui. ULlw^Cl JCl aliUIl 


Telomerase activators 


Unspecified 


NSAID 


neurodegeneration; 

atherosclerosis; 

arthritis 


Neurotropin-4/5 
secreting implant; 
NT-4/5 implant 


Unspecified 


NT-4/5 agonist 


neuro degenerati on ; 
neuropathy; 
amyotrophic lateral 
sclerosis; eye disease 


Synthetic opioid 
alkaloids 


Unspecified 


Opioid agonists 


neurodegeneration 


prion inhibiting 
peptides 


Unspecified 


Prion inhibition 


neurodegeneration 


taltirelin;TA0910; 
CEREDIST 


(S)-N-[(hexahydro- 1 - 

methyl-2,6-dioxo-4- 

pyrimidinyl)carbonyl] 

-L-histidyl-L- 

prolinamide 


Protirelin analogue 


uciu ^jucgcuciaiion 


telomere modulators 


Unspecified 


Telomere modulation 


neurodegeneration; 
atherosclerosis ■ 
arthritis 


NZ 097 


Unspecified 


TGF-b agonist 

- 


brain ischemia; 
rauma* stroke* 
neurodegeneration 


Transforming growth 
factor beta; TGFbeta 


Unspecified 


TGF-b agonist 


jrain ischemia; 
rauma; stroke; 
leurodegeneration 


CEP 3265; CB 1093 

■ 

■ 

c 


5-[[l-(2-ethoxy-6- 

3thyl-6-hydroxy- 1 - 

-nethyi-3- 

DCtynyl)octahydro- 

7a-methyl-4H-inden- 

X- 

/Iidene]ethylidene]- 

l-methylene-1,3- 

jyclohexanediol 


ranscription activator 


leurodegeneration; 
/Mzheimer disease 
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Table 26. Current Candidate Therapeutic Interventions for the Treatment of Anxiety 



Product Name 


Chemical Name 


Action 


Indication 


CGS 12066 


4-(4-methyl-l- 
piperazinyl)-7- 
(trifluoromethyl)pyrr 
olo[ 1 ,2-a]c|uinoxaline 


5HT agonist 


anxiety 


umespirone; KC 
7218;KC-9172 


3-butyl-7-[4-[4-(2- 
methoxyphenyl)-l - 
piperazinyl]buty 1 ] - 
-',7-ujriicinyj-j, /- 
diazabicyclo[3 .3. 1 ]no 
nane-2,4,6,8-tetrone 


5HT agonist 


anxiety 


CP 110330 .. 


N,N-dimethyl-5-[4- 
[(phenylaniino)niethy 
l]-2-thiazolyl]-lH- 
indole-3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(phenylmethyl)-2- 
thiazolylj- 1 H-indole- 
3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


alnespirone; S 20499 


(+)-8-[4-[(3,4- 
dihydro-5-methoxy- 
2H- 1 -benzopyran-3- 
yl)propylamino]butyl 
1-8- 

a2aspiro[4.5]decane- 
7,9-dione 


5HT agonist; 5HT1A 
agonist 


anxiety 


EMD 67478 




5HT agonist; 5HT1A 
agonist 


anxiety 


F 12439 




5HT agonist; 5HT1A 
agonist 


depression; anxiety 


flesinoxan; DU 29373 

. 


(+)-N-[2-[4-[2,3- 
dihydro-2- 

(hydroxymethyl)- 1 ,4- 
5enzodioxin-5-yl]- 1 - 
5iperazinyl]ethyl]-4- 
luorobenzamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


gepirone; gepirone 
hydrochloride; MJ 
13805; BMY 13805; 
BMY 138051 1 


4,4-dimethyl-l-[4-[4- 
[2-pyrimidinyl)- 1 - 
piperazinyl]butyl]- 
2,6-piperidinedione 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 
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ipsapirone; BAY q 
7821; TVXq 7821 


2-[4.[4-(2- 
pyrimidinyl)-!- 
piperazinyl]butyl]- 
1 ,2-benzisothiazol- 
3(2H)-one 1,1- 
dioxide 


5HT agonist; 5HT1A 
agonist 


depression; anxiety 


lesopitron; E 4424 


2.[4-[4-(4-chloro-lH- 
pyrazol- 1 -yl)butyl]- 1 - 
piperazinyljpyrimidin 
e dihydrochloride 


5HT agonist; 5HT1A 
agonist 


anxiety 


LY 228729 


4-(dipropylamino)- 
1,3,4,5- 

tetrahydrobenz[cdjind 
oIe-6-carboxarnide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


MKC 242 


(S)-N-[ 3-(l,3- 

benzodioxol-5- 

yloxy)propyl]-2,3- 

dihydro-1,4- 

benzodioxin-2- 

methanamine, 

hydrochloride 


5HT agonist; 5HT1 A 
agonist 


anxiety 


S 14506 


4-fluoro-N-[2-[4-(7- 
methoxy-l- 
naphthalenyl)-!- 
piperazinyl] ethyljben 
zamide hydrochloride 


5HT agonist; 5HT1A 
agonist 


anxiety 


S 14671 


N-[2-[4-(7-niethoxy- 
1 -naphthalenyl)- 1 - 
piperazinyl] ethyl] -2- 
thiophenecarboxamid 

e 


5HT agonist; 5HT1A 
agonist 




SUN 8399 

• 


2,3,4,5-tetrahydro-4- 
(4-(4-(2- 

pyrimidinyl)piperazin 
-l-yl)butyl)-l,4- 
t)eiizoxazqpine-3,5- 
iione hydrochloride 


5HT agonist; 5HT1A 
agonist 


anxiety; emesis 


Tandospirone; 
metanopirone; SM 
3997; SEDIEL 

■ 


3aalfa,4beta,7beta,7aa 

fa-hex ahydro-2- [4- 

4-(2-pyrimidinyl)- 1 - 

3iperazinyl]butyl]- 

4,7-methano-lH- 

soindole-U3(2H)- 

iione 


5HT agonist; 5HT1A 
igonist 


anxiety 


U 920 16A 


£ 


)HT agonist; 5HT1A £ 
Igonist 


mxiety; depression 
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U 93385; U 93385E 


(3aR-cis)- 

2,3,3a,4,5,9b- 

hexahydro-3-propyl- 

lH-benz[e]mdole-9- 

carboxamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


SL 870765 




5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT1D 
antagonist 


anxiety; depression 


adatanserin; 
adatanserin 
hydrochloride; WY 
50324; WAY SEB 
324;.SEB324 


N-[2-[4-(2- 
pyrimidinyl)-l- 
piperazinyl]ethyl]tric 
yclo[3.3.1.1(3,7)]deca 
ae- 1 -carboxamide 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagoiiist 


anxiety; depression 


FG 5865 


2-[4-[4,4-bis(4- 
fluorophenyl)butyl3- 
1 -piperazinyl]-3- 
pyridinecarboxamide 
monohydrochlori de 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


FG 5893; FG 5974 


(2-[4-[4,4-bis(4- 
fluorophenyl)buty]]- 
l-piperazinyl]-3- 
pyridinecarboxylic 
acid methyl ester) 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


S 213571; S 21357-1 

• 


3-[2-[4-(4- 
fluorobenzoyl)- 1 - 
piperidinyl]ethyl]-6- 
[4-[4-(2- 

methoxyphenyl)- 1 - 
piperazinyl]-buty 1] - 
2(3H)- 

jenzothiazolone 
trihydrochloride 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety 


sunepitron; CP 
93393; CP 93393-1 


[7S-trans)-l- 

;[octahydro-2-(2- 

oyrimidinyl)-2H- 

Dyrido[l ,2-a]pyrazin- 

7-yl]methyl]-2,5- 

Dyrrolidinedione 


5HT agonist; 5HT1A 
agonist; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
agonist 


depression; anxiety 


SB 236057. 




5HT agonist; 5HT1B 
agonist 


mxiety 


LY 293284 ( 

( 

t 

c 


R)-l-[4- 

dipropylamino)- 

1,3,4,5- 

etrahydrobenz[cd]ind 
)l-6-yllethanone 


5HT agonist; 5HT1D i 
igonist 


mxiety 
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ICI 190622 


4-amino-l-(3- 

pentynyl)-N-2- 

prppenyl-lH- 

pyfa2olo[3,4- 

b]pyridme-5- 

carboxamide 


5HT antagonism 


anxiety 


5HT1B antagonists 




5HT antagonist 


depression; anxiety 


BMY 7378 


8-[2-[4-(2- 

methoxyphenyl)- 1 - 

piperazinyl]ethyl]-8- 

azaspirol[4.5]decane- 

7,9-dione 

dihydrochloride 


5HT antagonist 


anxiety 


DU 123015 




5HT antagonist 


anxiety; depression 


DU 125530 




5HT antagonist 


depression; anxiety; 
psychosis 


ICI 170809 


N,N,2-trimethyl-l- 

[(3-phenyI-2- 

quinoIinyl)thio]-2- 

propanamine 

monohydrochloride 


5HT antagonist 




RS 42358; RS 
42358197 


(S)-2-(l- 

azabicyclo[2.2.2]oct- 

3-yl)-2,4,5,6- 

tetrahydro-l-H- 

3enz[de]isoquinolin- 

1-one 

monohydrochloride 


5HT antagonist 


anxiety; emesis 


seganserin;R 56413 

• 

£ 


3-[2-[4-[bis(4- 

Eluorophenyl)niethyle 

[ie]-l- 

3iperidinyl]ethyl]-2- 
TiethyI-4H- 
3yrido[l,2- 
i]pyrimidin-4-one 


5HT antagonist 


anxiety 


serazapine; CGS 
1504GA : 

i 
c 

£ 


l,3,4,16b-tetrahydro- f 

>-methyl-2H,10H- 

ndolo[2,l- 

]pyrazino[l,2- 

i][l ,4]benzodiazepine 

16-carboxyIic acid 

nethyl ester 


>HT antagonist £ 


mxiety 
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5-HT antagonist; 
pindobind 


2-bromo-N-[4-[l-[[2- 
liydroxy-3 -( 1 H-indol- 
4- 

yloxy)propy 1] amino]- 
l-methylethyl]-I- 
methylcyclohexyl]ace 
tamide 


5HT antagonist; 
5HT1A antagonist 


anxiety; depression 


Anxiolytic 


(S)-5,6,6a,7- 
tetrahydro-6, 1 0- 
dimethyl-4H- 
dibenzo[de,g]quinolin 
-11 -ol 


5HT antagonist; 
5HT1A antagonist 


anxiety 


Binospirone; 
binospirone mesylate; 
MDL 73005EF 


8-[2-[[(2,3-dihydro- 
1 ,4-benzodioxan-2- 
yI)methyl]ainino]ethy 
i]-8- 

azaspiro[4.5]decan- 
7,9-dione 


5HT antagonist; 
5HT1A antagonist 


anxiety 


F 8910RS 




5HT antagonist; 
5HT1A antagonist 


anxiety 


Robalzotan; NAD 
299 


(3R)-3- 

(dicyclobutylamino)- 

8-fluoro-3 ,4-dihydro- 

2H- 1 -ben2opyran-5- 

carboxamide 

(2R,3R)-2,3- 

dihydroxybutanedioat 

e(l:l) 


5HT antagotdst; 
5HT1A antagonist 


anxiety; depression 


S 15535 


l-(2,3-dihydro-l,4- 
benzodioxin-5-yl)-4- 
(2,3-dihydro-lH- 
inden-2-yl)piperazine 


5HT antagonist; 
5HT1A antagonist 


anxiety; depression 


SDZ 216525; SDZ 
216-525 


methyl 4-[4-[4-( 1,1,3 - 
trioxo-2H-l,2- 
benzisothiazol-2- 
yl)butyl]-l- 
3ipera2inyl]-lH- 
ndole-2-carboxylate 


5HT antagonist; 
5HT1A antagonist 


anxiety 


UH301 

■ 


[+,-)-7- 

^dipropyl amino)-4- 
fluoro-5,6,7,8- 
etrahydro-l- 
naphthalenol 


5HT antagonist; 
5HT1 A antagonist 


anxiety 
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WAY 100135 


N-(l,l- 

dimethylethyl)-4-(2- 
methoxyphenyl)- 
alpha-phenyl-1- , 
piperazinepropahami 
de 


5HT antagonist; 
5HT1 A antagonist 


anxiety 


WAY 100635 


N-[2-[4-(2- 
tnethoxyphenyl)-! - 
piperazinyl]ethyl]-N- 
2- : 

pyridinylcyclohexane 

carboxamide 

trihydrochloride 


5HT antagonist; 
5HT1A antagonist 


anxiety 


Buspirone 
hydrochloride; MJ 
40221; MJ 9022; 
BESPAR; BUSPAR; 
NORMATON; 
TUTRAN; NAROL; 
ANSIENON; 
ANSITEN; 
TRANBUS; 
SIMPLESS 


8-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyl]butyI]-8- 

azaspiro[4,5]decane- 

7,9-dione 

hydrochloride 


5HT antagonist; 
5HT1A antagonist; 
dopamine agonist 


anxiety; depression; 
dermatitis 


drug delivery system, 
transdermal 
buspirone; buspirone 
transdermal 




5HT antagonist; 
5HT1A antagonist; 
dopamine agonist 


anxiety; depression; 
attention deficit 
disorder 


CR 1909 




5HT antagonist; 
5HT2 antagonist 


anxiety 


Glemanserin; MDL 
11939 


(+,-)-alpha-phenyl- 1 - 

(2-phenylethyl)-4- 

piperidinemethanol 


5HT antagonist; 
5HT2 antagonist 


anxiety 


ritanserin; R 55667 

■ 


5-[2-[4-[bis(4- 

fluorophenyl)methyle 

[ie]piperidino] ethyl] - 

7-methyl-5H- 

hiazolo[3,2- 

a]pyrimidin-5-one 


5HT antagonist; 
5HT2 antagonist 


addiction; anxiety; 
schizophrenia 


CGS 18102 

i 


rans- 1 0-methoxy-4- 
3ropyl- 

l,3,4,4a,5,10b- 

iexahydro-2H- 

1 )benzopyrano(3 ,4- 

))pyridine 


5HT antagonist; j 
5HT2 antagonist; 
5HT agonist; 5HT1A 
igonist 


mxiety 
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HT 90B 


(-)-N-[2-[[(2,3- 
dihydro-8-methyl- 
1 ,4-benzodioxin-2- 
yl)methyI]amino]eth> 
l]tricyclo[3.3.l.l3,7]c 
ecane- 1 -carboxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1A 
agonist 

•• 


anxiety; depression 


Amesergide; 
amerserzide; LY 
237733 


8beta-N-cyclohexyl- 
6-methyl-l-(l- 
methylethyl)ergoline- 
8-carboxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist 


sexual dysfunction; 
depression; anxiety 


Deramciclane; EGIS 
3886; EGYT 3886 


(lR-exo)-N,N- 
dimethyI-2-[( 1,7,7- 
trimethyl-2- 
phenylbicyclo[2.2. l]h 
ept-2-yI)oxy]- 
ethanamine 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist 


anxiety 


Ziprasidone; 
ziprasidone 
hydrochloride; CP 
88059; CP 880591; 
CP 8805901; 
ZELDOX 


5- [2-[4-(.l,2- 
benzisothiazol -3 -yl)- 
1 -piperazinyl]ethyl]- 

6- chloro- 1 ,3-dihydro- 
2H-indol-2-one 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist; 5HT1A 
agonist; 5HT agonist 


schizophrenia; 
anxiety 


EGIS 8465 




5HT antagonist; 
5HT2C antagonist 


anxiety 


ORG 37415 




5HT antagonist; 
5HT2C antagonist 


depression; anxiety 


SB 200646A 


N-(l -methyl- lH- 
indol-5-yl)-N'-(3- 
pyridinyl)urea 
monohydrochloride 


5HT antagonist; 
5HT2C antagonist 


anxiety 


SB 228357 

■ 


N-[3-fluoro-5-(3- 
pyridinyl)phenyl]- 
2,3-dihydro-5- 
methoxy-6- 
[trifluoromethy I)- 1 H- 
ndole- 1 -carboxamide 


5HT antagonist; 
5HT2C antagonist 


anxiety; depression 


ADR 851 

■ 

\ 
( 
r 


'S)-4-amino-5- 

;hloro-2,3-dihydro- 

sr-(2- 

jyrrolidinylmethyl)- 
7- 

jenzofurancarboxami 
ie 

nonohydrochloride 


)HT antagonist; 
)HT3 antagonist 


inxiety; emesis 
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Antidepressant 




5HT antagonist; 
5HT3 antagonist 


depression; anxiety 


itasetroh; DAU6215; 
DAU6215CL;DA 
6215; U 98079; U 
98079A 


endo-2,3-dihydro-N- 

(8-methyl-8- 

azabicyclo[3.2.1]oct- 

3-yl)-2-oxo-lH- 

benzimidazole-1- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


emesis; anxiety 


ricasetron; BRL 
46470; BRL 46470A 


endo-2,3-dihydro-3 ,3- 

dimethyl-N-(8- 

methyl-8- 

azabicyclo[3.2.1]oct- 

3-yl)-lH-indole-l- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


aiixiety; 

scliizophrenia; emesis 


tropisetron; ICS 
205930; NAVOBAN 


lH-indole-3- 
carboxylic acid endo- 
8-methyl-8- 
azabicyclo[3.2. l]oct- 
3-yl ester 


5HT antagonist; 
5HT3 antagonist 


emesis; anxiety 


VA21B7 


2-[(4-piperonyl)-l - 

piperazinyl]-3- 

indolecarboxaldehyde 


5HT antagonist; 
5HT3 antagonist 


anxiety 


WAY 100289; WY 
100289 


(end6)-N-[[(8-aza-8- 
methyIbicyclo[3,2, 1 ]o 
ctan-3- 

yl)amino]carbonyl]- 
2- 

cyclopropylmethoxy 
)benzamide 


5HT ^tagonist; 
5HT3 antagonist 


anxiety 


WAY 100579; SEC 
579 


sndo- 1 -cyclohexyl- 

l,4-dihydro-N-(8- 

tnethyl-8- 

azabicyclo[3.2.1]oct- 
3-yl)-4-oxo-3- 
quinolinecarboxamid 
3 (Z)-2-butenedioate 


5HT antagonist; 
5HT3 antagonist 


anxiety 


zacopride; zacopride 
hydrochloride; ZAP; 
AHR 11190B; AHR 
11190; MD 78027 


i-amino-N-1- 
azabicyclo[2.2.2]oct- 
3-yl-5-chloro-2- 
Tiethoxy-benzamide 


5HT antagonist; 
5HT3 antagonist 


mxiety; emesis 
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zatosetron; LY 
. 277359 


endo-5-chloro-2,3- 
dihydro-2,2-dimethyI 
N-(8-methyl-8- 
azabicycIo[3 .2. 1 ]oct- 
3-yl)-7- 

benzofiirancarboxami 
de 


5HT antagonist; 
- 5HT3 antagonist 


emesis; anxiety 


SB 204070 


8-amino-7-chloro- 
2,3-dihydro-l,4- 
benzodioxin-5- 
carboxylic acid (1- 
butyI-4- 

piperidinyl)methyl 
ester 


5HT antagonist; 
5HT4 antagonist 


anxiety; irritable 
bowel syndrome 


SC 56184 




5HT antagonist; 
5HT4 antagonist 


anxiety 


THE JL3; JL 3 


10-(4-methyl-l- 

piperazinyl)- 

pyrido[4,3- 

b][ 1 ,4]benzothiazepin 

e 


5HT antagonist; 
dopamine antagonist 


anxiety; depression 


fluvoxamine; 

fluvoxamine maleate; 

DU 23000; MK 264; 

SME3110; 

FEVARIN; 

FLOXYFRAL; 

LUVOX; 

DUMYROX; 

DUMIROX; 

FLAVOXYL; 

FAVERIN; 

DEPROMEL 


5-methoxy-l-[4- 
(trifluoromethyl)phen 
yI]-l-ipentanone (E)- 
0-(2- 

aminoethyI)oxime 


5HT reuptake 
inhibitor 


depression; anxiety; 
obsessive compulsive 
disorder 


paroxetine 
hydrochloride; FR 
7051; BRL 29060; 
BRL 29060A; SI 
211103;SEROXAT; 
AROPAX; PAXIL; 
TAGONIS; 
FROSINOR; 
DEROXAT; 
SEREUPIN; 
MOTIVAN 1 


'3Srtrans)-3-[(l,3- 

3enzodioxol-5- 

/loxy)methyl]-4-(4- 

fluorophenyl)piper 

dine 


5HT reuptake 
nhibitor 


depression; obsessive 
compulsive disorder; 
uixiety 
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sertraline; CP 51974; 
CP 519741; CP 
5197401; LUSTRAL 
ZOLOFT; 
ALTRULINE; 
TATIG; GLADEM 


(lS-cis)-4-(3,4- 

dichlorophenyl)- 

1,2,3,4-tetrahydro-N- 

tnethyl-l-naphthal 

eneamine 


5HT reuptake 
inhibitor 


depression; obsessive 
compulsive disorder* 
anxiety; sexual 
dysfunction; obesity 


venlafaxine; WY 
45030; EFFEXOR; 
EFEXOR; EFFEXOR 
XR; EFFEXOR XL 


(+,-)-! -[2- 
(dimethylamino)- 1 - 
(4- 

niethoxyphenyI)ethyi; 
cyclohexanol 


5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; anxiety 


ST 1112 


2-acetonyl-5-(4- 

methoxyphenyl)-3- 

oxo-l,2,4-tria2ine 


5HT1/5HT2 ligand 


anxiety 


L 0068; F 1 1440 


4-methyl-2-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyljbutyl]- 

1,2,4-triazine- 

3,5(2H,4H)-dione 


5HT1A agonist; 5HT 
agonist 


anxiety; depression 


OPC 14523 


l-[3-[4-(3. 

chlorophenyl)-!- 

piperazinyljpropyl]- 

3,4-dihydro-5- 

methoxy-2(lH)- 

quinolinone 


5HT1A agonist; 
sigma agonist; 5HT 
agonist 


depression; anxiety; 
obsessive compulsive 
disorder 


F 92502CN 


Unspecified 


5HT1A ligand 


anxiety 


EGIS 9933 

■ 

( 
1 


2-(2-[N-(3- 

rifluoromethyl- 

[>enzyl)-N- 

3iperazinyl]ethyl)mer 

:apto-4,6-diamino-5- 

2-methoxy-ben2yI)- 

jyrimidine 

lydrochloride 


5HT2C antagonist; 
5HT antagonist 


anxiety 


SB 243213 : 
r 
r 
f 
P 
( 


i,3-dihydro-5- t 
nethyl-N-[(6-[(2- i 
nethyl-3- 
>yridinyl)oxy]-3- 
)yridinyl]-6- 
trifluoromethyl)- 1 H- 
ndole- 1 -carboxamide 


5HT2C antagonist; c 
>HT antagonist 


iepression; anxiety 
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zalospirone; WY 
47846 


(3aalfa,4beta,4aalfa,6 

aalfa,7beta,7aalfa)- 

3a,4,4a,6a,7,7a- 

hexahydro-2-[4-[4-(2- 

pyrimidinyl)- 1 - 

piperazinyljbutyl]- 

4,7-etheno-lH- 

cyclobut[f]isoindole- 

l,3(2H)-dione 


5HT3 antagonist 


anxiety; depression 


ceronapril; ceranapril; 
SQ 29852 


(S)-l-[6-amino-2- 

[[hydroxy(4- 

phenylbutyl)phospiny 

l]oxy]-l-oxohexyl]- 

L-proline 


ACE inhibitor 


hypertension; anxiety 


drug delivery system, 
adenosine; adenosine 
drug delivery system; 
adenosine prodrug 


adenosine 5'-(l,4- 

dihydrotrigonellinate) 

-2',3'-0-bis-benzoate 


adenosine agonist 


anxiety; depression 


atipamezole; MPV 
1248; ANTISEDAN 


4-(2-ethyl-2,3- 
dihydro- 1 H-inden-2- 
yl)-lH-imidazole 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


sexual dysfunction; 
alcoholism; 
depression; 
hypotension; 
diabetes; anxiety 


SNAP 5114 


l-[2-[tris(4- 

methoxyphenyl)meth 

oxy]ethyl]-3- 

aiperidinecarboxylic 

acid 


amine uptake 
inhibitor 


insomnia 


gabapentin; CI 945; 
GO 3450; GOE 2450; 
NEURONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


analgesic 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


losartan; losartan 
potassium; DUP 753; 
MK 954; DUP 89; E 
3340; AVASTAR; 
COZAAR; 
LOORTAN; 
NULOTAN 


2-butyl-4-chloro- 1 - 
[[2'-(lH-tetrazoI-5- 
yl)[ 1 , 1 '-biphenyl]-4- 
yl]methyl] -IH- 
imidazoIe-5-methanol 


angiotensin II 
antagonist 


hypertension; anxiety; 
stroke; heart failure; 
nyocardial infarction 


AIT 084 




antispasmodic 


anxiety 


alpidem; SL 

80034200; 

ANANXYL 


6-chloro-2-(4- 
chlorophenyI)-N,N- 
dipropylimidazo[ 1 ,2- 

a]pyridine-3- 

acetamide 

[imidazopyridine) 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 
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Anxiolytic 


Ketoisoxalidine 
derivative 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


AP521 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


BMS 181100 


alpha-(4- 

fluoropheny l)-4-(5 - 
fluoro-2- 
pyrimidinyl)-l- 
piperazine-butanol 


Anxiolytic activity 
with linspecified 
mechanism of action 


anxiety 


BMS 184111 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


Anxiety 


CEB 1128 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CEB 1342 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CEB 1459 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CGS 13767 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CL 870704 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CNS3 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


Co 2-6749; Co 26749 


Synthetic epalons 

■ 


Anxiolytic activity 
svith unspecified 
•nechanism of action 


anxiety 


transmucosal 
etomidate 


Etomidate derivative 

• 


'Vnxiolytic activity 
ivith unspecified 
nechanism of action 


mxiety 


transdermal 
buspirone; 


Buspirone 

\ 
I 


^xiolytic activity j 
vith unspecified 
nechanism of action 


mxiety 


dulozafone; \ 
dicozafone; F 1933 \ 
I 
( 
I 


>-[bis(2- / 
iydroxyethyl)amino]- \ 
vf-[4-chloro-2- r 
chlorobenzoyl)pheny 
l-N-methylacetamidel 


Anxiolytic activity i 
vith unspecified 
nechanism of action 


mxiety 
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enciprazine; D 131 12 
WY 48624 


;(+,-)-4-(2- 
tnethoxyphenyl)- 
alpha-[(3,4,5- 
trimethoxyphenoxy) 
methyl]- 1- 
piperazineethanol 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


etizolam; y 7131; 
DEPAS; PAS ADEN 


4-(2-chlorophenyl)-2- 

ethyl-9-methyl-6H- 

thieno[3,2- 

fl[l,2,4]triazolo[4,3- 

a][l,41diazepine 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


F2692 


3 -amino-6-methyl- 1 - 
[3- 

(trifluoromethyl)phen 

yl]-4(lH)- 

pyridazinone 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


mexidol 


2-ethyl-6-methyl-3- 

hydroxypyridine 

succinate 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety; cognitive 
defect 


rilapine , 


(Z)-2-chloro-10-(4- 

methyI-1- 

piperazinyl)-5H- 

dibenzo[a,d]cyclohept 

ene-delta5,alfa- 

acetonitrile 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


SC 48274; BTG 1501 


P-[3- 

(dimethylaTnino)prop 
yl]-3-(3. 

methoxyphenyl)-4,4- 
dimethyl-2,6- 
jiperidinedione 
lydrochloride 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


sultopride; sultopride 
hydrochloride; LIN 
1418; DAN 2163; 
BARNETIL 


N-[(l-ethyl-2- 
pyrTolidinyl)methyI]- 
5-(ethylsulfonyl)-2- 
methoxybenzamide 


A.nxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


suriclone; RP 31264; 
RP 006; SURIL 

- 

■ 

( 


4-methyI-l- 

oiperazinecarboxylic 

acid ester with 6-(7- 

;hloro-l,8- 

'iaphthyridin-2-yl)- 

i,o,o, /-letranyaro- /- 

Dxy-5H-1,4- 

iithiino[2,3- 

;lpyyrrol-5-y] 


Ajixiolytic activity 
tvith unspecified 
nechanism of action 


anxiety 
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TAS 401 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


NNC 138119 


3-(5-cyclopropyl- 

l,2,4-oxadiazol-3-yl)- 

5,6-dihydro-5- 

methyl-6-oxo-4H- 

imidazo(l ,5-a)(l,4) 

benzodiazepine 


Benzodiazepine 


epilepsy; anxiety 


AD 8152 




benzodiazepine 


anxiety 


adinazolam; 
adinazolam mesylate; 
adinazolam mesilate; 
U41123F;U41123; 
DERACYN 


8-chloro-N,N- 

dimethyl-6-phenyl- 

4H- 

(l,2,4)triazolo(4,3- 
a)(l ,4)benzodiazepine 
-1-methanamine 


benzodiazepine 


anxiety; depression 


AHR 14749 


5-chloro-N,N- 

dimethyl-2-(4- 

methylphenyl)-3H- 

imidazo[4,5- 

b]pyridine-3- 

acetamide 


benzodiazepine 


anxiety 


CGS 20625 


5,6,7,8,9,10- 

hexahydro-2-(4- 

methoxyphehyl)- 

cyclohepta[b]pyrazol 

o[3,4-d]pyridin- 

3C2H)-one 


Ijenzodiazepine 


anxiety 


clobazam; HR 376; H 
4723; LM 2717; NH 
15; FRISIUM; 
CLIDIZAN; 
GRIFOCLOBAM; 
URBADAM; 
FRISIN; URBANYL; 
URBANIL; 
MYSTAN 


7-chloro- 1 -methyl-5- 
phenyl-lH-1,5- 
jenzodiazepine-2,4- 
[3H,5H)-dione 


benzodiazepine 


anxiety; epilepsy 


drug delivery system, 

intranasal 

benzodiazepines; 

benzodiazepine 

intranasal delivery 

system 




benzodiazepine 


mxiety; insomnia 
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drug delivery system, 

transdermal 

alprazolam; 

alprazolam 

transdermal 




benzodiazepine 


anxiety 


drug delivery system, 

transdermal 

alprazolam; 

alprazolam 

transdermal 




benzodiazepine 


anxiety 


EGIS 5278 


3-amino-4-ethylthio- 

7-chloro-quinolone 

hydrochloride 


benzodiazepine 


anxiety 


EGIS 8858 


5-[2-(4- 

fluoropheny l)etheny ] ] 

-8-methyl-9H-l,3- 

dioxolo[4,5- 

h][2,3]benzodiazepin 

e 


benzodiazepine 


anxiety 


girisopam; EGIS 
5810; GYKI 51189 


1 -(m-chloropheny 1)- 
7,8-dimethoxy-4- 
methyl-5H-2,3- 
benzodiazepine 


benzodiazepine 


anxiety 


midazolam; Ro 

213981/001; Ro 

213981/003; 

BiYPNOVEL; 

VERSED; 

DORMICUM 


8-chloro-6-(2- 

fluorophenyl)-!- 

methyl-4H- 

imidazo[l,5- 

a][ 1 ,4]benzodiazepine 


benzodiazepine 


anxiety; epilepsy 


nerisopam; EGIS 
6775; GYKI 52232 

■ 


4-(7,8-dimethoxy-4- 
methyl-5H-2,3- 
benzodiazepin- 1 -yl)- 
benzenamine 


benzodiazepine 


anxiety 


panadiplon; U 78875; 
FG 10571 

. 


3-(5-cyclopropyl- 
1 ,2,4-oxadiazol-3 -y 1)- 
5-(l-methylethyl)- 
midazo[l,5a]- 
:?uinoxalin-4(5H)-one 


benzodiazepine 


anxiety 




6-ethyl-5-methyl-7- I 
methylthio)imidazo[ 
l,2-a]pyrimidin-2- 
^llphenylmethanone 


jenzodiazepine i 


mxiety 



San Diego-144144.1 



Page 201 8 



wo 00/50639 



PCT/USOO/01392 



tofisopam; EGYT 
341;MER 19; MER 
1961; GRAND AXIN 
SERIEL; ISOTAN 


l-(3,4- 

dimethoxyphenyl)-5- 
, ethyl-7,8-dimethoxy- 
4-methyl-5H-2,3- 
benzodiazepine 


benzodiazepine 


anxiety; skin disease 


abecamil; ZK 
1I2II9; FG 7516; 
NNC 157516; SH . 
524; LADOTEC 


4-(methoxymethyl)- 

6-(phenylmethoxy)- 

9H-pyrido[3,4- 

b]indole-3-carboxylic 

acid, 1-methylethyl 

ester 


benzodiazepine 
partial agonist 


anxiety 


FG8119 


3-(5-cyclopropyl- 

1 ,2,4-oxadiazol-3-yl)- 

4,5-dihydro-5- 

methyl-6H- 

imidazo[l,5- 

a][ 1 ,4]benzodia2epin- 

6-one 


benzodiazepine 
partial agonist 


anxiety 


FG 8205; L 663581 


7-chloro-4,5-dihydro- 

5- methyl-3-[5-(l- 
methylethyl)- 1,2,4- 
oxadiazol-3-yl]-6H- 
imidazo[l,5- 

a][ 1 ,4]benzodiazepin- 

6- one 


benzodiazepine 
partial agonist 


epilepsy; anxiety 


ICID7569 




jenzodiazepine 
partial agonist 


anxiety 


imidazenil; FGIN 
2073; FID 02023; Ro 
231412 


6-(2-bromophenyl)-8- 

nuoro-4H- 

midazol[l,5- 

i][ 1 ,4ibenzodiazepine 

3-carboxamide 


benzodiazepine 
partial agonist 


anxiety 


Ro 198022 

■' 

I 

J 

F 


R)-l-((10-chloro-4- 
5xo-3-phenyl-4H- 
5enzo(a)quinolizin- 1 - 
,'I)carbonyl)-2- 
jyrrolidine-methanol 


benzodiazepine 
3artial agonist 


anxiety 


saripidem; SL 8502741 
c 
[ 
J 
r 


^-[[2-(4- I 
.hlorophenyl)imidazo i 
l,2-a]pyridin-3- 
^l]methyl]-N- 
nethylbutyramide 


>enzodiazepine i 
jartial agonist 


mxiety 
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Y 23684 


2-(4-chlorophenyI)- 

5,6-dihydro- 

[1 ]benzothiepino[5,4- 

c]pyridazin-3(2H)- 

one 7-oxide 


benzodiazepine 
partial agonist 


anxiety 


5HT4 human 
neuroreceptor; 
neuroreceptor, 5HT4 




biotechnology 


irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


Cholecystokinin B 
antagonist 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


CR 2622 


[R-(R*,S*)]-4.[[5-(8- 

azaspiro[4.5]dec-8- 

yl)-4-[(3,5- 

dichlorobenzoyl)amin 

o]-l,5- 

dioxopentyljamino]- 
5-(l- , 

naphthalenylamino)- 
5-oxo-pentanoic acid 


cholecystokinin 
antagonist; 
cholecystokinin B. 
antagonist 


anxiety 


GV 150013 

■ 


(R)-N-pheny]-N'- 
;2,3,4,5-tetrahydro- 

2.4- dioxo- 1 -phenyl-5- 
(tricycIo[3.3.1.13,7]d 
ec-l-yImethyl)-lH- 

1 .5- benzodiazepin-3- 
yl]urea 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


anxiety 


LY 288513 


■ 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


CR 2345 

I 
( 
c 
r 


Sf.[l-(8- 

izaspiro[4.5]dec-8- 

/^lcarbonyl)-4-(4- 

nethyl-1- 

5iperazinyl)-4- 

)xobutyl]-3,5- 

[ichlorobenzamide 

nonohydrochloride 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist; gastrin 
antagonist 


anxiety; 

gastrointestinal ulcer; 
Dacterlal infection 
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CR 2945 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist; gastrin 
antagonist 


gastrointestinal ulcer* 
anxiety 


L 740093 


(R)-N-[5-(3- 

azabicyclo[3.2.2]nona 

n-3-yl)-2,3-dihydro- 

l-methyl-2-oxo-lH- 

1 ,4-benzodiazepin-3- 

yI]-N'-(3- 

methylphenyl)iirea 
monohydrochloride 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 


PD 134308; CI 988 


[R-(R*,R*)]-4-[[2- 

[[3-(lH-indol-3-yl)-2- 

methyl-l-oxo-2- 

[[(tricyclo[3.3.1.1sup 

3,7]dec-2- 

yloxy)carbonyl]amin 
o]propyl]amino]- 1 - 
phenylethyljamino]- 
4-oxobutanoic acid 
compound with 1 - 
deoxy-1- 

(methylamino)-D- 
glucitol(l:l) 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 


PD 135158 

• 

■ 


[IS- 

[lalfa,2beta[S*(S*)], 

4alfa]}-4-[[2-[[3-(lH- 

ndol-3-yl)-2-methyl- 

l-oxo-2-[[[(l,7,7- 

trimethylbicyclo[2.2. 

l]hept-2- 

/l)oxy3carbonyl]amin 
3]propyl]amino]- 1 - 
3henylethyl]amino]- 
4-oxobutanoic acid 
;mpd with 
meglumine (1:1) 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 
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PD 145942 


[2-[(hexahydro-lH- 
azepin- 1 -yl)amino]-l - 
(lH-indol-3- 
ylmethyl)- 1 -methyl- 
2-oxoethyl]carbamic 
acid 

tricyc]o[3.3.1.13,7]de 
c-2-yl ester 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 


AXC 2219 




CRF antagonist 


depression; anxiety 


AXC 4007 




CRF antagonist 


depression; anxiety 


CRA 1000 


INDEX NAME NOT 
YET ASSIGNED . 


CRF antagonist 


depression; anxiety 


CRA 1001 




CRF antagonist 


depression; anxiety 


CRP antagonist 




CRF antagonist 


depression; anxiety 


CRF antagonists 




CRF antagonist 


depression; anxiety 


CRF2 antagonists 




CRF antagonist 


depression; anxiety 


NBI 27914 


5-chloro-N- 

(cyclopropylmethyl)- 

2-methyl-N-propyl- 

N'-(2,4,6-trichl 

orophenyl)-4,6- 

pyrimidinediamine 


CRF antagonist 


anxiety 


NBI 30545 


3-(2,4- 

diraethox5T3henyl)-N- 

(2-niethoxyethyl)-2,5- 

dimethyl-N- 

propylpyrazolo[l,5- 

a]pyrimidin-7-amine 


CRF antagonist 


anxiety; depression 


NBI 30775; R 121919 




CRF antagonist 


anxiety; depression; 
addiction 


NGD 981; NGD 98-1 




CRF antagonist 


depression; anxiety 


PD 171729 


butyl-[3[(2,4- 

dichIoro-phenyl)-2,5- 

dimethyl- 

pyrazolo(l,5- 

a)pyrimidin-7-yl]- 

ethyl-amine 


CRF antagonist 


anxiety; depression 


corticotropin 
releasing factor 
analogue 


Unspecified 


CRF ligand 


anxiety; depression 
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DMP 695 


N-(2-chloro-4,6- 

dimethylphenyl)- 1 - 

[2-methoxy-l- 

(methoxymethyl)ethy 

l]-6-methyI-lH-l,2,3- 

triazolo[4,5- 

c]pyridin-4-amine 

monomethanesulfona 

e 


CRH antagonist 


anxiety; depression 


SA 627 


N-(2-bromo-4,6- 
dimethoxyphenyl)-N- 
ethyl-4-methyI-6-(4- 
morpholinyl)- 1,3,5- 
triazin-2-amine 


CRH antagonist 


depression; anxiety 


SC 241 




CRH antagonist 


anxiety; depression 


RP 60503 


4- 

(acetylamino)butanoi 
c acid 2-(7-chloro- 
1 ,8-naphthyridin-2- 
yl)-2,3-dihydro-3- 
oxo- 1 H-isoindol- 1 -y] 
ester 


Cyclic GMP 
modulation 


anxiety 


CCD 2034 




GABA agonist 


anxiety 


GABA agonist, XR 
368 series 


(2aR*,5aR,7E,llE,I4 

aS*,14bS*,14cS*)- 

2a,5a,6,9,10,13,14,14 

a, 1 4b, 1 4c-decahydro- 

4-hydroxy-5a,9,9,12- 

tetramethyl-1,5- 

dioxacyclopenta[cd]c 

ycloundec[fIinden- 

3(2H)-one 


GABA agonist 


anxiety; epilepsy 


RWJ 38293 

• 


l,2,3,5-tetrahydro-3- 
Dxo-N-4- 

oyridinylpyridoC 1 ,2- 

a]benzimidazole-4- 

;arboxamide 


GABA agonist 


anxiety 


U 91571 

c 
I 
c 


3-(5-cyclopropyl- 
l ,2,4-oxadiazol-3-yl)- 

sr,N- 

limethyIimidazo[l ,5- 
i]quinoxaIine-5(4H)- 
;arboxamide 


GABA antagonist 


anxiety 


U 94625 1 ( 


jABA antagonist £ 


inxiety 
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ociriaplon; CL 
273547 


2-pyridinyl[7-(4- 
pyridinyl)pyrazolo[ 1 , 
5-a]pyrimidin-3-yl] 
methanone 


GABA modulation 


anxiety 


pazinaclone; DN 
2327; A 77000 


8-[[2-(7-chloro-l,8- 

naphthyridin-2-yl)- 

2,3-dihydro-3-oxo- 

lH-isoindol-1- 

yl]acetyl]-l ,4-dioxa- 

8-azaspiror4.51decane 


GABA modulation 


anxiety 


Anxiolytics 




GABA modulator 


anxiety 


AWD 131138; AWD 
131-138 


1 -(4-chIorophenyl)- 
l,5-dihydro-4-(4- 
morpholinyl)-2H- 
imidazol-2-on e 


GABA modulator 


epilepsy; anxiety 


NGD911; CP 409092 




GABA modulator 


anxiety 


NGD 912; NGD 91-2 




GABA modulator 


anxiety 


NGD 913; NOD 91-3 




GABA modulator 


anxiety 


NS 2552 




GABA modulator 


anxiety; epilepsy 


NS 2608 




GABA modulator 


epilepsy;, anxiety 


NS 2710; ME 3127 




GABA modulator 


anxiety 


pagocloiie; IP 456; 
RP 62955; (+)-RP 
59037 


(+)-2-(7-chloro-l,8- 
naphthyridin-2-yI)- 
2,3-dihydro-3-(5- 
methyl-2-oxohexyl)- 
1 H-isoindol- 1 -one 


GABA modulator 


anxiety 


RWJ 53050 




GABA partial agonist 


anxiety 


U 101017; PNU 
101017 


cis-7-chloro-5-[(3,5- 

dimethyl-1- 

piperazinyl)carbonyl] 

imidazo[l,5- 

a]quinoIine-3- 

carboxylic acid 1,1- 

dimethylethyl ester 


GABA partial agonist 


anxiety 


RP 59037 

■ 


2-(7-chloro-l,8- 
naphthyridin-2-yI)- 
2,3-dihydro-3-(5- 
methyl-2-oxohexyl)- 
1 H-isoindol- 1 -one 


GABA partial 
agonist; 

Denzodiazepine 
oartial agonist 


anxiety 


SNAP 5258 


Jnspecified 


3 ATI transporter 


epilepsy; anxiety; 
nsomnia 


SNAP 5294 


Unspecified 


jAT2 transporter 


spilepsy; anxiety; 
nsomnia 
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ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


HA 966 


3-amino- 1 -hydroxy- 
2-pyrrolidone 


glutamate antagonist; 
NMDA antagonist 


anxiety 


LY 354740 


( 1 alpha,2b eta,5 alpha, 
6alpha)-2-Amino- 
bicyclo[3. 1 .0]hexane- 
2,6-dicarboxyIic acid 


glutamate release 
inhibitor 


anxiety; nicotine 
withdrawal 


hBGTl transporter 
modulator 


Unspecified 


HBGTl transporter 
modulator 


epilepsy; anxiety; 
insomnia 


GT5140 




histamine agonist; 
histamine H3 agonist 


insomnia; anxiety 


Methylhistamine, R- 
alpha; BP 2.94 




histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


SCH 49648 


(2S-trans)-4-(2- 
methyl-3- 
pyrTolidinyl)-lH- 
imidazole 


histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


SCH 50971 


(3R-trans)-4-(4- 
methyl-3- 
P3nTolidiny 1)- 1 H- 
imidazole 


histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


CNS disorder 
modifiers 


Unspecified 


Ion channel 
modification 


anxiety; 

schizophrenia; 

depression 


Befloxatone; MD 
370503 

. 


(R)-5- 

methoxymethyl)-3- 
(p-((R)-4,4,4- 
trifluoro-3- 
iydroxybutoxy)pheny 
)-2-oxazolidinone 


MAO A inhibitor; 
VIAO inhibitor 


depression; anxiety; 

iiw>wLiiic wiuiuiavvcu 


BW 1370U87 


1 -ethylphenoxathiin 
10.10-dioxide 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety 


Co 6-0549; Co 60549 




leuroactive steroid 


mxiety 


MEN 10376 


• 

1 

£ 


leurokinin 
mtagonist; 
5ronchodilator; 
leurokinin 2 
mtagonist 


Lsthma; anxiety 


CGP 60829 


r 

£ 

r 

- £ 


leurokinin j 
mtagonist; 
leurokinin 1 
mtagonist 


mxiety 
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GR 100679 


(cyclohexylcarbonyl) 

glycyl-L-alanyl-D- 

tryptophyl-N,N- 

dimethyl-L- 

phenylalaninamide 


neurokinin 
antagonist; 
neurokinin 2 
antagonist 


anxiety 


MEN 10207 




neurokinin 
antagonist; 
neurokinin 2 
antagonist 


anxiety . 


osanetant; SR 142801 


(R)-N-[l-[3-[l- 

benzoyl-3-(3,4- 

dichlorophenyl)-3- 

piperidinyl]propyl-4- 

phenyl-4- 

piperidinyl]-N- 

methylacetamide 

monohydrochloride 


neurokinin 
antagonist; 
neurokinin 3 
antagonist 


schizophrenia; 
anxiety 


Neuropeptide Y 
antagonists 




neuropeptide Y 
antagonist; analgesic 


obesity; 
cardiovascular 
disease; anxiety; pain 


MDL 105519 


(E)-3-(2-carboxy-2- 
phenylethenyl)-4,6- 
dichloro- lH-indole-2- 
carboxylic acid 


NMDA antagonist; 
glutamate antagonist 


anxiety; epilepsy 


oxytocin antagonist 




oxytocin antagonist; 
diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
heart failure 


SNAP 1156 




peptide 


anxiety; hypertension; 
obesity; addiction 


LU 28179 


l'-[4-[l-(4- 

fluoropheny])-lH- 

ndol-3- 

/l]butyI]spiro[isobenz 

>furan-l(3H),4'- 

jiperidine] 


Sigma ligand 


anxiety 


CGP 49823 

c 
( 
c 

I 


2R-trans)-l-(3,5- 

limethylbenzoyl)-2- 

phenylmethyl)-N-(4- 

[uinolinylmethyl)-4- 

jiperidinamine 


jubstance P i 
mtagonist 


mxiety; asthma 


MK869 


£ 
E 


ubstance P c 
mtagonist s 


iepression; anxiety; 
chizophrenia; emesisi 
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vasopressin 
antagonist 




vasopressin 
antagonist; diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
heart failure 



Table 27. Current Candidate Therapeutic Interventions for the Treatment of Dementia 



Product Name 


Chemical Name 


Action 


Indication 


SR 57746; SR 
57746A 


1 ,2,3,6-tetrahydro- 1 - 
[2-(l- 

naphthalenyl)ethyl]- 
4-[3- 

(trifluoromethyl)phen 
yljpyridine 


5HT agonist; 5HT1A 
agonist; grov;^ factor 
modulator 


Alzheimer disease; 
neuropathy 


AP 159 


N-cy clohexy 1- 1 ,2,3 ,4- 
tetrahydro- 

[l]benzothieno[2,3c]p 
yridine-3- 
carboxamide 
monohydrochloride 


5HT antagonist; 
5HT1A antagonist 


cognitive defect 






5HT antagonist; 
5HT1A antagonist 


cognitive defect 


GYKl 46903 


(lR-endo)-6-(4- 
fluorophenyl)-!- 
azabicycIo[3.3. 1 ]non- 
6-en-4-ol propanoate 
hydrochloride 


5HT antagonist; 
5HT3 antagonist 


cognitive defect 


Ondansetron; GR 
38032; OR 38032F; 
SN 307; ZOFRAN; 

ZOFRON 


l,2,3,9-tetrahydro-9- 

methyl-3-[(2-methyl- 

lH-imidazol-1- 

yi^memyij-4ri- 

carba2»l-4-one 


5HT antagonist; 
5HT3 antagonist 


emesis; cognitive 
defect 


FG7080 

. 


trans-(-)-4-(4- 

fluorophenyl)-3-[(4- 

methoxyphenoxy)met 

hyljpiperidine 

lydrochloride 


5HT reuptake 
inhibitor 


cognitive defect 


Fluoxetine, (R)-; (R)- 
fluoxetine 

• 


[R)-N-methyl- 

gamma-[4- 

'trifluoromethyl)phen 

5xy]benzenepropana 

nine 


5HT reuptake 
nhibitor 


migraine; cognitive 
defect; depression 
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Indeloxazine; 
ideloxazine; YM 
08054; CI 874; 
ELEN; NOIN 


(+,-)-2-[(indel-7- 

yloxy)methyl]morpho 

line 


5HT reuptake 
inhibitor 


cognitive defect 


NS 2347 




5HT reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; cognitive 
defect 


SM3163 


3-((l,5- 

diphenylpentyl)oxy)- 
N,N-dimethyl-l- 
propanamine citrate 


5HT reuptake 
inhibitor; vasodilator 


cognitive defect; 
cerebrovascular 
disease 


FK960 


N-(4-acetyl-l- 
piperazinyl)-4- 
fluorobenzamide 


5HT, somatostatin 


Alzheimer disease 


SL 650102; SL 
65.0102 


(-)-8-amino-7-chloro- 
N-(l,4- 

dia2abicyclo[2.2.2]oc 

t-2-ylmethyl)-2,3- 

dihydro-1,4- 

ben2odioxin-5- 

carboxamide 

dihydrochloride 


5HT4 agonist; 5HT 
agonist 


Alzheimer disease 


5HT4 human 
neuroreceptor 




5HT4 human 
neuroreceptor 


irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhj'thmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


Ceronapril; 
ceranapril; SQ 29852 


(S)-l-[6-amino-2- 

;[hydroxy(4- 

3henylbutyl)phospiny 

l]oxyj-l-oxohexyl]- 

L-proline 


ACE inhibitor 


cognitive defect; 
hypertension; anxiety 


Alzheimer's disease 
therapy 


l-[3,4- 

(methylenedioxy)ben 
zoyl]-3-[2-(l-benzyl- 
4- 

piperidinyl)ethyl]thio 
urea 


Acetylcholinesterase 
inhibitor 


Alzheimer disease 


NBI 117 

■ 


extracellular portion 
of activin receptor 
Csoluble) 


Activin soluble 
portion of receptor 


Alzheimer disease 


AD7C-NTP 
modulators, 
Alzheimer disease 




AD7C-NTP 
modulation 


Alzheimer disease 
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KF 15372 


8-(3- 

dicyclopropylmethyl) 
-1 ,3-dipropylxanthine 


adenosine antagonist 


cognitive defect 


KFM 19 


3,7-dihydro-8-(3- 
oxocyclopentyl)-! ,3- 
dipropyl- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


Alzheimer disease 


MDL 102234 


(R)-3,7-dihydro-8-(l- 
phenylpropyl)- 1 ,3- 
dipropyl- 1 H-piirine- 
2,6-didne 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect 


MDL 102503 


(R)-3,7-dihydro-8-(I- 
methyl-2- 
phenylethyl)-l,3- 
dipropyl- 1 H-purin- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect 


midaxifylline; IRFI 
117 


8-(l- 

aminocyclopentyl)- 
3,7-dihydro-l,3- 
dipropyl- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect; 
depression; kidney 
disease 


apaxifylline; BIIP 
20XX; U 98950; BIIP 
20 


(S)-3,7-dihydro-8-(3- 
oxocyclopentyl)-l,3- 
dipropyl IH-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist; xanthine 


cognitive defect 


MAb, adrenomedullin 


Unspecified 


adrenomedullin 
monoclonal antibody 


cancer; diabetes; 
Alzheimer disease; 
diagnosis . 


Alzheimer's disease 
therapy 




Alpha 2 

macroglobuiin 

nhibitor 


Alzheimer disease 


RU 49041; RU 49067 

• 


[3alpha)-(+,-)-ll- 

methyl-20,21- 

linorebumamenine 


alpha adrenergic 
agonist; alpha2 
adrenergic partial 
agonist 


cognitive defect 


RU 52583 


3 alpha)-] 1-methyl- 
20,21- 

[inoreburnamenine 


alpha adrenergic 
igonist; alpha2 
idrenergic partial 
Igonist 


cognitive defect 


NS 1201 


I 

\ 


'yMPA antagonist; c 
;lutamate antagonist 


cognitive defect 


NS 377 

t 

f 
1 


7-ethyl- 1,6,7,8- / 
etrahydro-5- £ 
)henyIbenzo[2,l- 
):3,4-c']dipyrrole-2,3- 
ione 3-oxime 


MVIPA antagonist; c 
J lutamate antagonist 


cognitive defect 
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NS420 


4-[2,3,6,7,8,9- 

hexahydro-3- 

(hydroxyimino)-8- 

methyl-2-oxo-lH- 

pyrrolo[3,2- 

h]isoquinolin-5-yl]- 

N,N- 

dimethylbenzenesulfo 
namide 


AMPA antagonist; 
glutamate antagonist 


cognitive defect 


S 18986; S 18986-1 


(S)-2,3,3a,4- 
tetrahydro-lH- 
pyrrolo[2, 1 - 
c][l,2,4]benzothiadia 
zine 5,5-dioxide 


AMPA antagonist; 
glutamate antagonist 


cognitive defect 


CX 691 


Unspecified 


AMPA glutaminergic 
receptor ligand 


Alzheimer disease; 
schizophrenia 


amyloid aggregation 
inhibitors 


Unspecified 


amyloid aggregation 
inhibitors 


Alzheimer disease 


antiamyloid 


Unspecified 


Amyloid antagonists 


Alzheimer disease 


UT 4001 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT 4002 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT 4003 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT 4011 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT 5011 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


PTI 00703 


Cats claw extract 


Amyloid b protein 
deposition inhibitor 


Alzheimer disease 


amyloid enzyme 
inhibitors, 


Unspecified 


amyloid enzyme 
nhibitors 


Alzheimer disease 


amyloid inhibiting 
peptides 


Unspecified 


amyloid inhibiting 
□ep tides 


A.lzheimer disease 


amyloid neurotoxicity 
antagonists, 


Unspecified 


amyloid neurotoxicity 
antagonists. 


Mzheimer disease 


CX 423 


Unspecified 


Amyloid neurtoxicity 
antagonist 


\lzheimer disease 


smyloid pfoduction 
inhibitors. 




amyloid production / 
nhibitors. 


\lzheimer disease 


amyloid production \ 
inhibitors. 


Jnspecified 

1 


imyloid production / 
nhibitors, c 


Alzheimer disease; 
iiabetes 
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FID 072021 


3-atropanyl 2-(4- 
chlorophenoxy) 
butyrate maleate 


analgesic 


pain; cognitive defect 


galanin modulators 


Unspecified 


galanin modulators 
analgesic 


obesity; diabetes; 
cognitive defect; pain 


galaninl antagonists 


Unspecified 


galaninl antagonists 
analgesic 


obesity; pain; 
cognitive defect 


metabotropic 
glutamate receptor 
modulators 


Unspecified 


metabotropic 
glutamate recq)tor 
modulators analgesic 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


anatoxin analogue, 


Unspecified 


Anatoxin 


Alzheimer disease 


prasterone; 

dehydroepiandrostero 
ne; DHEA; GL701; 
NBI 106; PB 007; 
ASTENILE; 
DEANDROS; 
DIANDRON 


(3beta)-3- 

hydroxyandrost-5 -en- 
17-one 


androgen; vaccine 
adjuvant; hormone 
replacement therapy; 
corticosteroid 


systemic lupus 
erythematosus; 
hormone deficiency; 
Alzheimer disease; 
reperfusion injury; 
ischemia 


nootropic, 


2-(4-allyl-l- 

piperazinyl)-4- 

pentyloxyquinazoline 


antihypoxic 


cognitive defect 


RU 35929 


(+i-)-5-ethoxy-l- 

(phenylsulfonyl)-2- 

pyrrolidinone 


antihypoxic 


cognitive defect 


tenilsetam; tenimal; 
PAS 997; CAS 997; 
HR 029 


(+/-)-3-(2-thienyl)-2- 
piperazinone 


antihypoxic 


cognitive defect 


RGH5279 

- 


(3alpha)- 
ebumamenine- 1 4- 
carboxylic acid 2- 
[acetyloxy)ethyl ester 
tnonohydrochloride 


anti-ischemic 


jognitive defect; 
)rain ischemia 


CPG 607 


Unspecified 


antioxidant 


cognitive defect 


Neurodegenerative 
disease therapy, 


Unspecified 


antioxidant 

• 


stroke; Alzheimer 
iisease 


antioxidant. 


Jnspecified 


mtioxidant; free 
"adical scavenger 


\lzheimer disease 


VANTOX { 


Jnspecified i 


mtioxidant; NSAID e 
c 
c 


isthma; Parkinson 
Iisease; Alzheimer 
Iisease; stroke 
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antisense 
oligonucleotides, 
amyloid 
precursor/beta 
amyloid proteins; 
antisense 
oligonucleotides, 
Alzheimer's disease 


Unspecified 


antisense; 

oligonucleotide 

amyloid 

precursor/beta 

amyloid 


Alzheimer disease 


antisense 
oligonucleotide, 
AP0-E4; antisense 
oligonucleotide, 
Alzheimer's disease 


Unspecified 


antisense; 

oligonucleotide APO- 
E4; 


Alzheimer disease 


Alzheimer's disease 
therapy 


Unspecified 


ApoE 


Alzheimer disease 


RU 34332 


3- 

(cyclopropylcarbonyl 

)-7-fluoro-4,5- 

dihydro-5-methyl- 

6H-imidazo[l,5- 

a] [ 1 ,4]benzodiazepine 

-6-one 


benzodiazepine 


cognitive defect 


S8510 


1 ,6,7,9-tetrahydro-2- 
(3- 

isoxazolyl)imidazo[4, 
5-d]pyrano[4,3- 
3]pyriduie phosphate 
(1:1) 


benzodiazepine 
inverse agonist 


cognitive defect; 
Alzheimer disease 


SX 3933 

• 


5 -(3 -methoxypheny 1)- 
3-(5-methyl-l,2,4- 
oxadiazol-3-yl)- 1 ,6- 
naphthyridin-2( 1 H)- 
one 

monohydrochloride 


benzodiazepine 
inverse agonist 


cognitive defect; 
Alzheimer disease 


RU 33965 

■ 


3- 

[cyclopropylcarbonyl 
)-4,5-dihydro-5- 
iiiethyl-6H- 
midazo[l,5- 

[ 1 ,4]benz6diazepin- 
5-one 


benzodiazepine 
partial agonist 


cognitive defect 


terbequinil; SR 25776 

■ 

c 
c 


1,4-dihydro-l- 
methoxymethyl)-4- 
Dxo-N-propyl-3- 
5uinolinecarboxamid 


benzodiazepine 
bartial agonist 


cognitive defect 
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nimodipine; BAY e 

9736; BAY N 5248; 

BAY N 5427; 

NIMOTOP; 

NIMOTAP; NIVAS; 

TROPOCER; 

EUGERIAL; . 

NIMODILAT; 

CEBROFORT; 

KENESIL; 

GENOVOX 


l,4-dihydro-2,6- 
dimethyl-4-(3- 
nitrophenyI)-3,5- 
pyridinedicarboxylic 
acid 2-methoxyethyl 
1 -methylethyl ester 


calcium antagonist 


migraine; cognitive 
defect; Alzheimer 
disease; brain 
ischemia 


RGH2716;TDN 345 


8-[4,4-bis(4- 

fluorophenyl)butyl]- 

3-(l,l- 

dimethylethyl)-4- 
methylene- 1 -oxa-3 ,8- 
diazaspiro[4.5]decan- 
2-one 


calcium antagonist 


cognitive defect 


voltage-dependent 
calcium channel 
antagonists, VDCC 
antagonists 


Unspecified 


calcium antagonist 


Alzheimer disease; 
neurological 


sabeluzole; R 58735; 
JK601 


(+,-)-4-(2- 

benzothiazolylmethyl 
amino)-alfa-[(4- 
fluorophenoxy)methy 
]- 1 -piperidineethanol 


calcium antagonist; 
antihypoxic 


Alzheimer disease 


Tamolarizine; 
tamolaridine 
hydrochloride; NC 
1100; ZC 110 


(H-,-)-alfa-(3,4- 
dimethcxyphenyl)-2- 
C4-diphenylmethyI)- 
1 -piperazineethanol 


calcium antagonist; 
vasodilator 

■ 


cognitive defect; 
cerebrovascular 
disease 


BAY Z 4406 


Unspecified 


salcium channel 
blocker 


leurodegeneration; 
\lzheimer disease 


NS649 

£ 


l-(2,5- 

iimethoxyphenyI)-5- 
trifluoromethyl)- IH- 
Denzimidazol-2- 
rniine 


calcium channel 
jlocker 


cognitive defect 


eiziverine; Ro 224839 

c 
1 

L 

r 

C 
c 


-[(3.4- c 
iimethoxyphenyI)met i 
iyl]-6,7-dimethoxy- \ 
l-[[4-(2- 

nethoxyphenyl)- 1 - 

)iperazinyl]methyl]is 

)quinoline 


calmodulin f 
intagonist; c 
vasodilator c 


)eripheral vascular 
isease; cognitive 
lefect 
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drug delivery system, 
CDS sinnabidol; 
sinnabidol CDS 


Unspecified 


cannabinoid; 
glutamate antagonist; 
NMDA antagonist 


cognitive defect; 
glaucoma 


SK 067 


Unspecified 


Cerebral metabolic 
agent 


cognitive defect 


SNK 882 


2-oxo-N-[(tetrahydro- 

IH-pyrrolizin- 

7a(5H)-yl)methyl]-l- 

pyrrolidin 

eacetamide, 

monohydrochloride 


Cerebral metabolic 
agent 


cognitive defect 


vinconate; 
vincantenate; 
vintenate; OM 853; 
OC 340; OC 34; 
BRENAL 


(+,-)-methyl 3-ethyl- 
2,3,3a,4-tetrahydro- 
lH-indolo[3,2,l- 
de][l,5] 

naphthyridine-6- 
carboxylate 


Cerebral metabolite 
enhancer 


cognitive defect 


SUT 8701 


N-[(l,l- 

dimethylethoxy)carbo 
nyl]-0- 

(dimethylphosinyl)- 

L-tyrosyl-L- 

norleucylglycyl-L- 

tryptophyl-L- 

nbrleucyl-L-alfa- 

aspartyl-L- 

phenylalaninamide 


cholecystokinin 
antagonist 


Alzheimer disease 


sibopirdine; DUP 
921; X 9121; EXP 
9121; EXP921 


5,5-bis(4- 

pyridinylmethyl)-5H- 

cyclopenta-[2,l- 

b:3,4-b'ldipyridine 


Choline release 
stimulator 


cognitive defect 


choline alphoscerate; 
choline 

glycerophosphate ; 
GLIATILIN; 
DELECIT; BREZAL 


^-alpha- 

glycerylphosphorylch 
□line 


Choline releasing 
agent 


cognitive defect 


MKC231 


2-oxo-N-(5,6,7,8- 
etrahydro-2,3- 
dimethylfuro[2,3- 
D]quinolin-4-yl)- 1 - 
jyrrolidineacetamide 


Choline uptake 
stimulation 


[cognitive defect; 
Alzheimer disease 
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bifemelane; 

bifemelane 

hydrochloride; MCI 

2016; E 0687; 

CELEPORT; 

ALNERT; 

NEUROCINE; 

SURTONIL; 

CORDINAL 


N-inethyl-4-[2- 
(phenylmethyl)pheno 
xy]- 1 -butanamine 


Cholinergic agent 


cognitive defect 


. ABT 089 


(R)-2-methyl-3-(2- 

pyrrolidinylmethoxy) 

pyridine 


Cholinergic channel 
modifier 


Alzheimer disease 


stacofylline; S 9977; 
S 99772; SE 9977 


N,N-diethyl-4-[3- 

(2,3,6,7-tetrahydrio- 

l,3,7-trimethyl-2,6- 

dioxo-lH-purin-8- 

yl)propyl]-l- 

piperazinecarboxamid 

e monohydrochloride 


Cholinergic 
stimulation, 5HT 
uptake stimulation 


Alzheimer disease 


NS 2330 


Unspecified 


Cholinergic, 

adrenergic, 

noradrenergic 


cognitive defect 


choline derivatives. 


Choline derivatives 


Chohnomimetic 


cognitive defect 


HOE 065 

• 


[2S- 

:i[R*(R*)],2alpha,3a 
3eta,6abeta]]-l-[2- 
■[ 1 -(ethoxycarbonyl)- 

3- 

phenylpropyI]amino]- 
1- 

oxopropyl]octahydroc 
/clopenta[b]pyrrole- 
2-carboxylic acid (Z)- 
2-butenedioate 


Cholinomimetic 


cognitive defect 


acetyl-L-camitine; 
acetylcamitine, L-; 
ALC; ST 200; TA 
803; NICETILE; 
BRANIGAN; 
ALCAR; 
NEUROACTIL; 

tSKAINlvj±iJ\ 


acetyl-L-camitine 

■ 


Zlholinomimetic, 
stimulation of neuron 
growth and repair i 


\lzheimer disease; 
Jtroke; diabetes; 
leuropathy 


Alzheimer's therapy, I 


Jnspecified ( 


Complement / 
ictivation by b- 
imyloid 


Vlzheimer disease 
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complement 
activation inhibitors 


Unspecified 


complement 
activation inhibitors 


Alzheimer disease 


Alzheimer's disease 
therapy, 


Unspecified 


Complex rV 
cytochrome oxidase 
function 


Alzheimer disease- 


ebiratide; ACTH (4- 
9) analogue; 
corticotropin (4-9) 
analogue; HOE 427 


4-(methylsulfonyl)-L- 
2-aminobutanoyl-L- 
alpha-glutamyl-L- 
histidyl-L- 

phenylalanyl-D-lysyl- 
N-alpha-(8- 
aminooctyl)-L- 
phenylalaninamide 


corticotropin 
analogue 


Alzheimer disease 


GR 253035 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain; Alzheimer 
disease 


rofecoxib; MK 966; 
VIOXX 


4-[4- 

(methylsulfonyl)phen 

yl]-3-phenyl-2(5H)- 

furanone 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; 
rheumatoid arthritis; 
osteoarthritis; pain; 
Alzheimer disease 


creb gene 
transcription 
modulators, CNS 
disorders. 


Unspecified 


creb gene 

transcription 

modulators 


neurodegeneration; 
Alzheimer disease 


CRFl partial agonist 


Unspecified 


CRFl partial agonist 


Alzheimer disease; 
Crohn disease 


differentiation- 
inducing factor; DIF 


Unspecified 


differentiation- 
inducing factor; DIF; 
growth factor; 
neurotrophic factor 


cognitive defect 


Alzheimer's disease 
therapy. 


Unspecified 


Disease specific 
protein tcirgets 


Alzheimer disease 


Alzheimer's disease 
therapy. 


Unspecified 


Disease specific 
protein targets 


Alzheimer disease 


Alzheimer's disease 
therapy 


Unspecified 


Disease specific 
protein targets 


Alzheimer disease 


Alzheimer's therapy, 


Unspecified 


Disease specific 
protein targets 


Alzheimer disease 


NDD 094; SDZ 
NDD094 


Unspecified 


Disease specific 
argets 


Alzheimer disease 


alaptide; VUFB 
15754 


3-methyl-6,9- 

liazaspiro[4.5]decane 

7,10-dione 


iopamine agonist; 
;icatrizant; peptide 


Alzheimer disease; 
skin ulcer; 

gastrointestinal ulcer 


dihydrexidine; IP 202 

. 


rans-5,6,6a,7,8,12b- 
lexahydro- 
3enzo[a]phenanthridi 
ie-10,ll-diol 


Iopamine agonist; 
iopamine Dl agonist 


^arkinson disease; 
Alzheimer disease 
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voxergolide; RU 
41656 


(8beta)-(+,-)-6- 
methyl-8- 

[(methylthio)methyl]- 
9-oxaergoline 


dopamine agonist; 
dopamine D2 agonist 


cognitive defect 


estrogens. 


Estrogens 


estrogen 


Alzheimer disease 


estrogens. 


Estrogens 


estrogen 


neuropathy; 
Alzheimer disease 


ABPI 124 


Unspecified 


estrogen agonist 


Alzheimer disease 


17alpha estradiol 


estra-l, 3,5(1 (>)-triene- 
3,17alpha-diol 


estrogen; hormone 
replacemisnt therapy 


hormone deficiency; 
cognitive defect 


estrogen, 


Estrogen 


estrogen; neuroactive 
steroid 


Alzheimer disease 


estrogen + 

medroxyprogesterone 
acetate; PREMPRO; 
PREMPHASE; 
PREMARIN MPA; 
PREMIQUE:PREMI 
QUE CYCLE 


estrogen + 

medroxyprogesterone 
acetate 


estrogen; 
progestogen; 
hormone replacement 
dierapy 


hormone deficiency; 
Alzheimer disease 


excitatory amino acid 
antagonists, 


Unspecified 


excitatory amino acid 
antagonist 


epilepsy; Alzheimer 
disease; stroke 


carboxylated 
buckminsterfullerenes 
; carboxyfullerenes 


Carboxylated 
biickminsterfullerenes 
; carboxyfiillerenes 


free radical 
scavenger; apoptosis 
inhibitor 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


nefiracetam; 
feniracetam; DM 
9384; DMPPA; 
TRANSLON 


N-(2,6- 

dimethylphenyl)-2- 
oxo-1- 

pyrrolidineacetamide 


GABA agonist 


cognitive defect 


ZK 95962; ZK 45962 

. 


ethyl 5-isopropyloxy- 
4-methoxymethyI- 
beta-carboline-3- 
carboxylate 


GABA agonist 


epilepsy; cognitive 
defect 


CGP 36742 


aminopropyl)butylph 
osphinic acid 


GABA antagonist 


epilepsy; Alzheimer 
disease 


cognition enhancer, 


Unspecified 


GABA inverse 
agonist 


Alzheimer disease 


NGD 971; NGD 97-1 


Jnspecified 


GABA inverse 
agonist 


cognitive defect 


suritozole; MDL 
26479 


2,4-dimethyl-5-(3- 
[luorophenyl)-3H- 
I,2,4-triazole-3- 
hione | 


GABA inverse 
agonist 


depression; cognitive 
defect 
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valproate sodium; 
sodium valproate; 
NIK 240; SENITA; 
SELENICA 


2-propylpentanoic 
acid sodium salt 


GABA release 
enhancer 


Alzheimer disease; 
epilepsy 


siagoside; AGF 2 


[R-[R*,S*-(E)]]-N- 

[l-[[[0-[l',2- 

anhydro]-N-acetyl- 

alpha-neuraminosyl- 

(2->3)-0-[0-beta-D- 

galactopyanosyl-(l - 

>3)-2-(acetylamino)- 

2-deoxy-beta-D- 

galactopyranosyl-( 1 - 

>4)-0-beta-D- 

galactopyranosyl-(l - 

>4)-beta-D- 

glucopyranosyljoxy] 

methyl]-2-hydroxy-3- 

heptadecenyl]octadec 

anamide 


ganglioside 


cognitive defect; 
stroke 


Dimethylhomospemii 
ne; DMHSPM 


Dimethylhomospermi 
ne 


gastroprokinetic; 
poiyamine analogue 


gastrointestinal 
motility disease; 
Alzheimer disease 


Alzheimer disease 
therapy, 


Unspecified 


gene 


Alzheimer disease 


Alzheimer's disease 
therapy. 


Unspecifed 


Gene transcription 
based drugs 


Alzheimer disease 


ALT 766 


Unspecified 


Glucose derived 
cross-link breaker 


diabetes; 
cardiovascular 
disease; Alzheimer 
disease 


riluzole; PK 26124; 
RP 54274; RILUTEK 


6-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


simiabidol; HU 211; 
PA 50211; 
DEXANABINOL 


[6aS-trans)-3-(l,I- 

iimethylheptyl)- 

5a,7,10,10a- 

etrahydro-l- 

iydroxy-6,6- 

iimethyl-6H- 

libenzo[b,d]pyran-9- 

■nethanol 


glutamate antagonist; 
:annabinoid; NMDA 
antagonist; fi-ee 
radical scavenger 


cognitive defect; 
stroke; trauma; 
myocardial infarction; 
glaucoma 
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LY 341495 


[is- 

[lalpha(R*),2beta]]- 

alpha-amino-alpha- 

(2- 

carboxycyclopropyl)- 
9H-xanthene-9- 
propanoic acid 


glutamate antagonist; 
mGluR antagonist 


psychosis; cognitive - 
defect 


PD 129653; SC 
46643 


(+-)-alpha-amino-4- 
(phosphonomethyl)be 
nzeneacetic acid 


glutamate antagonist; 
NMDA antagonist 


cognitive defect 


PD 130527 


3- 

(phosphonomethyl)ph 
enylalanine 


glutamate antagonist; 
NMDA antagonist 


cognitive defect 


dimiracetam; ISF 
4185 


dihydro-lH- 
pyrrolo[l,2- 
ajimidazdle- 
2,5(3H,6H)-dione 


Glutaminergic, 
cholinergic pathways, 
inhibition of 
hippocampal 
serotonergic activity 


cognitive defect 


glycine transporter 
modulator, 


Unspecified 


glycine antagonist 


epilepsy; cognitive 
defect 


gene therapy, nerve 
growth factor 


Unspecified 


growth factor 


Alzheimer disease 


BU4514N 


Unspecified 


growth factor 


cognitive defect 


CX438 


Unspecified 


growth factor 


Alzheimer disease 


nerve growth factor 
inducer, NGF 
inducer, 


Unspecified 


growth factor 


Alzheimer disease 


drug delivery system, 
polymer pellet nerve 
growth factor; NGF 
polymer pellet 


NGF polymer pellet 


growth factor; 


Alzheimer disease 


neurodegenerative 
disease therapy. 


Unspecified 


growth factor; growth 
factor modulator 


cognitive defect; 
A.lzheimer disease; 
leuropathy 


GPI 1046 


l-(3,3-dimethyl-l,2- 
iioxopentyI)-L- 
aroline 3-(3- 
3yridinyl)propyl ester 


growth factor; 
neurotrophic factor 

! 
t 


Mzheimer disease; 
^•arkinson disease; 
nultiple sclerosis; 
leuropathy 


neurotrophin agonist. 


Jnspecified j 
t 


growth factor; i 
leurotrophic factor I 
r 


Mzheimer disease; 
^arkinson disease; 
leuropathy 


NIL-A I 


Jnspecified j 
r 


p-owth factor; > 
leurotrophic factor I 
r 
r 


Mzheimer disease; 
*arkinson disease; 
nultiple sclerosis; 
europathy 
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drug delivery system, 
neurotrophin-3 
secreting implant; 
NT-3 implant 


NT-3 


growth factor; 
neurotrophic factor; 
biotechnology 


Alzheimer disease; 
Parkinson disease; 
neuropathy 


ciproxifan; compound 
359; BP 2359 


Cyclopropyl[4-[3- 
(lH-imidazol-4- 
yI)propoxyl]phenylm 
ethanone 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


compound 42 1 


Unspecified 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


GR 175737 


Unspecified 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
cognitive defect 


GT2016 


l-(5-cyclohexyl-l- 
oxopentyl)-4-(lH- 
imida2ol-4- 
yl)piperidine 


histamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
stroke; attention 
deficit disorder 


GT 2227 


1 -[ 1 H-imidazol-4-yl]- 
6-cyclohexyI-cis-hex- 
3-ene 


histamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
attention deficit 
disorder 


GT2331 


4-[(lR,2R)-2-(5,5- 
dimethyl-1- 
hexynyl)cyclopropyl] 
-IH-imidazole 


listamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
attention deficit 
disorder; Alzheimer 
disease 


thioperamide; MR 
12842 


M-cyclohexyl-4-( 1 H- 
imida2ol-4-yl)-l- 
piperidinecarbothioa 
mide 


listamine antagonist; 
histamine H3 
antagonist 


cognitive defect 


drug delivery system, 
thyrotropin releasing 
hormone; TRH-SR; 
HILTONIN SR 


Unspecified 


hormone 


cognitive defect 


ICE inhibitors. 


Unspecified 


[L-1 beta converting 
snzyme inhibitor; 
:aspase inhibitor; 
MSAID 


sndotoxic shock; 
rheumatoid arthritis; 
Alzheimer disease 


AIT 083 


Unspecified 


mmunostimulant 


;ognitive defect 
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CEP 1347; KT7515 


[9S- 

C9alpha,10beta,12alpl 
a)]-5,16- 

bis[(ethylthio)methyl 
-2,3.9,10,11,12- 
hexahydro-10- 
hydroxy-9-methyI- 1 - 
oxo-9,12-epoxy-lH- 
diindolo [1,2,3- 

fg;3',2',r- 

kl]pyrrolo[3,4- 
i] [ 1 ,6]benzodiazocine 
-10-carboxylic acid, 
methyl ester 


Kinase inhibitor, jnk 
1 inhibitor 


Alzheimer disease 


m-NBA 


2-ainino-3-(3- 
nitrobenzoyl)propano 
ic acid 


kynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease; Alzheimer 
disease 


Mai Hard reaction 
inhibitors 


Unspecified 


Maillard reaction ; 
blocks glycated 
proteins 


atherosclerosis; 
Alzheimer disease 


drug delivery system, 
transdermal 
selegiline; selegiline 
transdermal 


Selgiline 


MAO B inhibitor; 
MAO inhibitor 


Alzheimer disease; 
depression 


lazabemide; Ro 
196327; PAKIO; 
TEMPIUM 


N-(2-aminoethyl)-5- 

chloro-2-pyridine- 

carboxamide 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease; 
Alzheimer disease 


LU 53439 

■ 


3,4-dimethyl-7-(2- 
isopropyl-1,3,4- 
thiadiazoI-5-yl)- 
methoxy-coumarin 


MAO B inhibitor; 
VIAO inhibitor 


Parkinson disease; 
cognitive defect 


rasagiline; rasagiline 
mesylate; TV? 1 012; 
TV 1012 


[:R)-2,3-dihydro-N-2- 
propynyl- 1 H-inden- 1 - 
amine 


MAO inhibitor; MAO 
B inhibitor 


i^arkinson disease; 
Alzheimer disease 


SL 251188 


Jnspecified 


VIAO inhibitor; MAO 
I inhibitor 


A-lzheimer disease; 
licotine withdrawal 


neurodegenerative 
disease therapy 


Unspecified 


■nonoclonal antibody; 
jiotechnology 


leurodegeneration; 
Alzheimer disease 


BY 1949 

c 

f 
i 


}-methoxy-ll- 
■nethyl- j 
iibenz(b,f)(l ,4)oxaze 
3ine-8-carboxylic 
icid 


Sa-f-, K+ ATPase c 
ictivation c 
c 


Lisease; cognitive 
iefect 


SR 57667 \ 


Jnspecified \ 
F 


Nieurodegeneration i 
)rotection agent I 


Mzheimer disease; 
'arkinson disease 



SanDiego-144144.1 Page 2041 



BNSDOCID: <WO 0050639A2J_s 



wo 00/50639 



PCT/USOO/01392 



memory enhancer, 


Unspecified 


Neuron enhancement 
at hippocampus 


cognitive defect 


neurophilins 


Neurophilins 


Neurophilin receptor 
ligand 


Alzheimer disease; 
Parkinson disease; 
neuropathy 


lubeluzole; R 87926; 
PROSYNAP 


(S)-4-(2- 

benzothiazolylmethyl 

amino)-aIpha-[(3,4- 

difluorophenoxy)m 

ethyl]-!- 

piperidineethanol 


Neuroprotectant 


stroke; Alzheimer 
disease 


CX417 


Unspecified 


N euro transm i tter 
receptro modulator 


Alzheimer disease 


DMP 543 


10,10-bis[(2-fluoro-4- 
pyridinyl)methyl3- 
9(1 OH)-anthracenone 


N eurotransmitter 
release 


Alzheimer disease 


leteprinim; leteprinim 
potassium; AIT 082; 
NEOTROFIN 


4-[[3-(l,6-dihydro-6- 
oxo-9H-purin-9-yl)- 
1- 

oxopropyl]amino]ben 
zoic acid 


Neurotrophic factor 

production 

stimulation 


cognitive defect; 
Alzheimer disease 


CEP 427 


Unspecified 


neurotrophic factor; 
growth factor 


Alzheimer disease 


K 252a derivative 


[(9S- 

(9alpha,10beta,12alph 

a)]-2,3,9, 1 0,1 1,12- 

hexahydro-10- 

hydroxy-9-methyl- 1 - 

oxo-9, 1 2-epoxy- 1 H- 

diindolo[l,2,3- 

fg:3',2M'- 

kl]pyrrolo3,4- 

i] [ 1 ,6]benzodiazocine 

-10-carboxylic acid 

methyl ester 


neurotrophic factor; 
growth factor 


neuropathy; 
Alzheimer disease 


NS 506 


Unspecified 


neurotrophic factor; 
growth factor 


cognitive defect 


NS521 


Unspecified 


neurotrophic factor; 
growth factor 


Alzheimer disease; 
neuropathy; cancer; 
diabetes 
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ST 857 


[R-(R*,S*)]-2- 
(acetyloxy)-4-[[4- 
[(aminoiminomethyl) 
amino]- l- 
carboxybutyl]amino]- 
N,N,N-trimethyl-4- 
oxo- 1 -butanaminium 
chloride 


neurotrophic factor; 
growth factor 


cognitive defect 


eurystatin A; Bu 4 1 64 
EA 


[3S- 

[3R*,7R*,10R*(E)]]- 

6-methyl-N-[7- 

methyI-3-(2- 

methylpropyl)- 

2,5,6,9-tetraoxo- 

1,4,8- 

triazacyclotridec- 1 0- 
yn-2-heptenamide 


neutral endopeptidase 
inhibitor 


Alzheimer disease 


eurystatin B; Bu 
4164EB 


[3S- 

[3R*,7R*,10R*(E)]]- 

6-methyl-N-[7- 

methyl-3-(2- 

methylpropyl)- 

2,5,6,9-tetraoxo- 

1,4.8- 

triazacyclotridec- 1 0- 
yll-2-octenamide 


neutral endopeptidase 
inhibitor 


Alzheimer disease 


Y 29794 

■ 


[2;[[8- 

dimethylamino)octyl 

ithio]-6-(l- 

tnethylethyl)-3- 

oyridinyl]-2- 

hienylmethanone 


neutral endopeptidase 
nhibitor 


cognitive defect; 
Alzheimer disease 


neurodegeneration 
therapy 


Unspecified 


'Nicotinic compounds 


Alzheimer disease* 
^arkinson disease 


memantine; D 145; 
NMI 131; 
AKATINOL 


3,5-dimethyl-l- I 
idamantanamine i 

i 


^IMDA antagonist; c 
inalgesic; glutamate f 
mtagonist r 


jognitive defect; 
)ain; glaucoma; 

icLu upainy 


CR 2249 ( 
c 
r 
c 


S)-4-amino-5-[(4,4- I 

iimethylcyclohexyI)a 

nino3-5- 

)XOpentanoic acid 


^fMDA modulator j 


Vlzheimer disease 


GVS 111 1 

F 
e 


-(phenylacetyl)-L- r 
rolylglycine ethyl 
ster 


■"IMDA modulator c 


ognitive defect 
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adafenoxate; WON 
150 


4- 

chlorophenoxyacetic 
acid2-(l-. 

adamantylainino)ethy 
1 ester 


Nootropic agent 


cognitive defect 


ALE 26015 


Unspecified 


Nootropic agent 


cognitive defect; 
Alzheimer disease 


aloracetam; CAS 493 


N-[2-(3-formyl-2,5- 

dimethylpyrrol-1- 

yl)ethyllacetamide 


Nootropic agent 


cognitive defect 


Alzheimer's disease 
therapy. 


Unspecified 


Nootropic agent 


Alzheimer disease 


AWD 5239 


9, 1 0-dihydrolysergic 
acid bis-(beta- 
acetoxyethyl)amide 
monotartrate 


Nootropic agent 


cognitive defect 


bacoside A 


3-[(0-alfa-L- 
arabinosyl-beta-D- 
glucosyl)oxy]- 1 9,20- 
dihydroxydammar- 
24-en-16-one 


Nootropic agent 


cognitive defect 


bacoside A + 
bacoside B 


Unspecified 


Nootropic agent 


cognitive defect 


bacoside B 


3-[(0-L-arabinosyl- 

D-glucosyl)oxy]- 

19,20- 

dihydroxydammar- 
24-en-16-one 


Nootropic agent 


cognitive" defect 


BDP 


(llbeta,16beta)-9- 
chloro-1 1-hydroxy- 
16-methyl- 17,21 - 
l)is(l- 

DXopropoxy)pregna- 
1 ,4-diene-3,20-dione 


Nootropic agent 


Alzheimer disease 


BMY 21502; BMS 
181168 

■ ■■ .■ 


1- [[l-[2- 

trifluoromethy 1 )-4- 

Dyrimidinyl]-4- 

3iperidinyl]methyl]- 

2- pyrrolidinone 


Mootropic agent 


cognitive defect 


BR 16A 


Jnspecified 


Nootropic agent c 


cognitive defect 


CGP 34735 


Jnspecified 


*^ootropic agent c 


cognitive defect 


CGP 50068A 


Jnspecified 


"^Jootropic agent [cognitive defect 
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CL 275838 


4,5-dihydro-4-((4- 
(phenylmethyl)- 1 - 
pipera2inyl)acetyl)-7- 
(3- 

(trifluoromethyl)phen 
yl)pyra2olo(l,5- 
a)pyrimidine-3- 
carbonitrile 


Nootropic agent 


cognitive defect 


CX 5 16; AMP ALEX 


l-(6- 

quinoxalinylcarbonyr 
piperidine 


Nootropic agent 


Alzheimer disease; 
schizophrenia 


cycloserine-D; 
cycloserine; SC 
49088 


4-amino-3- 
isoxazolidinone 


Nootropic agent 


Alzheimer disease 


dabelotine; S 12024; 
S 120242 


(S)- 1,2,3 ,4- 
tetrahydro- 1 -methyl- 
8-(2- 

morpholinyimethoxy) 
quinoline 

monomethanesulfonat 

e 


Nootropic agent 


Alzheimer disease 


exifone; ADLONE 


2,3,3',4,4',5'- 

hexahydroxybenzoph 

enone 


Nootropic agent 


cognitive defect 


fasoracetam; NS 105; 
LAM 105 


(R)-l-[(5-oxo-2- 

3yiTolidinyl)carbonyl 

Ipiperidine 


Nootropic agent 


cerebrovascular 
disease; cognitive 
defect 


FR 121196 


l-acetyl-4-[[(4- 
fluorophenyl)sulfonyl 
1 amino] piperazine 


Nootropic agent 


cognitive defect; 
sexual dysfunction 


gedocamil; SH 530; 
ZK 113315 

■ 


5-(4-chlorophenoxy)- 

4-(methoxymethyl)- 

9H-pyrido[3,4- 

b]indole-3-carboxylic 

acid 1-methylethyl 

sster 


Nootropic a;gent 


cognitive defect 


idebenone; CV 2619; 
AVAN; 

LUCEBANOL; 

GENICERAL; 

MNESIS; DARUMA; 

NEMOCEBRAL; 

KEDANON; 

ARZKAT; 

DAYSTROM 


2-( 1 0-hydroxydecyl)- 
5,6-dimethoxy-3- 
[nethyl-2,5- 
:yclohexadiene-l ,4- 
iion e 


Nootropic agent 


cognitive defect 
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IDRA21 


7-chloro-3-methyl- 
3,4-dihydro-2H-l,2,4 
benzothiadiazine S,S- 
dioxide 


Nootropic agent 


cognitive defect 


Kill] 


Sialic acid derivative 


Nootropic agent 


Alzheimer disease 


KW 6055 


N-[3-nitro-4-(2- 

pyridinylmethyl)phen 

yl]butanamide 


Nootropic agent 


cognitive defect 


mexidol 


2-ethyl-6-methyl-3- 

hydroxypyridine 

succinate 


Nootropic agent 


anxiety; cognitive 
defect 


oxiracetam; ISF 
2522; CT 848; CGP 
21690; NEUROMET; 
NEURACTIV; 
SENEX 


4-hydroxy-2-oxo- 1 - 
pyrrolidineacetamide 


Nootropic agent 


cognitive defect 


P 128 


Unspecified 


Nootropic agent 


cognitive defect 


P58 


Unspecified 


Nootropic agent 


Alzheimer disease; 
cognitive defect 


P 867493 


Unspecified 


Nootropic agent 


cognitive defect 


P 878184 


Unspecified 


Nootropic agent 


cognitive defect 


PPRT 424 


Ginko bilboa extract 


Mootropic agent 


cognitive defect 


pramiracetam; 
amacetam; CI 879; 
CNS 1879; 
ECTAPRAM; 
NEUPRAMIR; 
REMEM 


N-[2-[bis-(l- 
methylethyl)amino]et 
hyI]-2-oxo-l- 
pyrrdlidineacetamid e 


Nootropic agent 


Alzheimer disease 


prisotinol; prisotinal; 
CGS 5649B 


(+,-)-6-[2-. 

(isopropylamino)prop 
yl]-3-pyridinol 


Nootropic agent 


cognitive defect 


RU 47067 

■ 


5-( 1 -methylethoxy)- 
1-3- 

[trifluoromethyl)phen 

ylsulfonyl-2- 

pyrrolidinone 


■Nootropic agent 


cognitive defect 


SC 110 


Unspecified 


t*«Jootropic agent 


A.lzheimer disease 


SEE 405 


Unspecified 


Nootropic agent 


A.Izheimer disease 


South American frog 
toxins 


Histrionicotoxin 


Mootropic agent 


(Alzheimer disease 


UCB 11056 


Jnspecified 


^^ootropic agent 


A-lzheimer disease 


UCB 29427 


Jnspecified 


^lootropic agent 


;ognitive defect 


UCB 29536 


Jnspecified 


Nootropic agent ( 


jognitive defect 
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Z4105 


N-(3-carboxypropyl) 
3-methylisoxaz»le-5- 
carboxamide 


Nootropic agent 


cognitive defect 


7 588 


CR)-l-alfa-[[2- 
(diethylamino)ethoxy 
Jmethy 1 jbenzo [b] thi o 
phene-5-methanol 
hydrochloride 


Nootropic agent, 

neurodegeneration 

protection 


cognitive defect 


VA045 


(3alpha,16alpha)- 
ebumamenine- 1 4- 
carboxylic acid 2- 
(nitrooxy)ethylester, 
apovincaminic acid 
derivative 


Nootropic agent, 
neuroprotective agent 


cognitive defect 


nebracetam; WEB 
1881; WEB 1881FU; 
MEMOLOG 


4-aminomethyl- 1 - 
ben2ylpyrroIidin-2- 
one hemifumarate 


Nootropic agent, 
unknown mechanism 


Alzheimer disease 


DQ-CER 


des-Gln2- 

rLeu5,Nle81-cerulein 


Nootropic agnet 


cognitive defect 


MCI 225 


4-(2-fluorophenyl)-2- 

methyl-6-(piperazin- 

l-yl)-3a,7a- 

dihydrothieno[2,3- 

d]pyrimidine 


Noradrenergic, 
serontonergic 
reuptake inhibitors 


cognitive defect; 
depression 


notch signalling 
pathway modulators 


tJnspecified 


notch signalling 
pathway modulators 


stroke; cognitive 
defect; cancer 


CPH 82; 

REUMACON; 

COMfflOG 


Unspecified 


NSAID 


inflammation; 
Alzheimer disease 


HCT 1026 


Unspecified 

■ 


NSAID; nitric oxide 
donor 


urinary incontinence; 
Alzheimer disease; 
osteoporosis 


quadazocine; WIN 
444413; WIN 44441 

■ 

I 
I 


[-)-(2R,6S,llS)-l- 

::yclopentyl-5- 

:i,2,3,4,5,6- 

iexahydro-8- 

iydroxy-3,6,11- 

Tomethyl-2,6- 

nethano-3- 

jenzazocin-l l-yl)-3- 

jentanone 


Dpiate antagonist; 
fc:appa antagonist 


cognitive defect 


MAb, OX 26-nerve I 
growth factor 
conjugate; MAb, OX 
26-NGF conjugate; 
OX 26-NGF 


Jnspecified ( 
f 


DX 26-nerve growth c 
actor conjugate 
nonoclonal antibody 


;ognitive defect 
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ACTH (4-10); 
SEMAX 


Unspecified v 


peptide 


cognitive defect; 
trauma; stroke 


Alzheimer disease 
therapy, 


Unspecified 


peptide 


Alzheimer disease 


beta-sheet breaker. 


Unspecified 


peptide 


Alzheimer disease 


Transglutaminase 
inhibitor 


Unspecified 


peptide; 

transglutaminase 
inhibitor 


psoriasis; Alzheimer 
disease 


KS 505a 


2,3,4,4a,4b,5,6,6a,6b, 
7,8,8a,8b,9,10,10a,16, 
16a,16b,17,18,18a,18 
b,19,2 

0,20a,20b,2 1,22,22a,- 
triacontahydro- 
8a, 10a- 

bis(hydroxymethyl)- 
1 4-(4-methoxy-l ,4- 
dioxobutyl)l ,4,4a,6,6 
a,16b,18b,20b- 
octamethyl-2-((2-0 - 
methyl-beta-D- 
glucop>Tanuronosyl)o 
xy)-lH- 

benzo(9,10)picen 
0(3 ,4-a)xanthene- 
1,15-dicarboxylic 
acid 


phosphodiesterase 
inhibitor 


cognitive defect 


Rolipram; 2K 62711; 
ME3167; ADEO 


4-[3- 

(cycIopentyIoxy)-4- 
methoxyphenyl]-2- 
pyrrolidinone 


ahosphodiesterase 
inhibitor 


cognitive defect; 
multiple sclerosis 


Propentofylline; 
HWA 285; 
HEXTOL; 

BRAINORM; VIVIQ 


3-methyl-l-(5-oxo- 

hexyl)-7- 

propylxanthine 


jhosphodiesterase 
inhibitor; xanthine 


Alzheimer disease 


Diethylnorspermine; 
DENSPM;CI 1006; 
DE 333 


N1,N11- 

diethylnorspermine 


oolyamine analogue 


:ancer; psoriasis; 
Alzheimer disease 


Dipropylnorspermine; 
DPNSPM 


Dipropylnorspermine 


jolyamine analogue 


liarrhea; Alzheimer 
disease 


linear polyamine 
analogue 


inear polyamine 
malogue 


jolyamine analogue 

c 


;ancer; Alzheimer 
iisease 


Polymerization 
inhibitor 


Jnspecified 

1 


jolymerization / 
nhibitor 


Mzheimer disease 
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Clausenamide 


(3R,4S,5S)-rel-3- 
hydroxy-5-[(R)- 
hydroxyphenylmethy 
] - 1 -methyl-4-phenyl- 
2-pyrrolidinone 


potassium channel 
blocker 

1 


cognitive defect 


Potassium channel 
modulators. 


Unspecified 


potassium channel 
modulator 


cognitive defect; 
attention deficit 
disorder; depression; 
asthma; diabetes 


Alzheimer's disease 
therapy 


Unspecified 


Presenilins 


Alzheimer disease . 


JTP 3399 


Unspecified 


prolyl endopeptidase 
inhibitor 


cognitive defect 


JTP4819 


[S-(R*,R*)]-2-[[2- 

(hydroxyacetyl)-l- 

pyrrolidinyljcarbonyl 

I-N-(phenylmethyl)- 

1- 

pyrrolidinecarboxami 
de 


prolyl endopeptidase 
inhibitor 


Alzheimer disease; 
cognitive defect 


ONO 1603 


(S)-N-[(4- 

chlorophenyl)methyl] 

-2-formyl-ganmia- 

oxo-1- 

3yrrolidinebutanamid 
e 


prolyl endopeptidase 
inhibitor 


Alzheimer disease 


S 17092 


Unspecified 


jrolyl endopeptidase 
inhibitor 


Alzheimer disease; 
cognitive defect 


Z321 


[4R)-3-(2-indanyI-2- 
ylacetyl)-4-(l- 
oyrrolidinylcarbonyl) 
-1,3-thiazoIidine 


)rolyl endopeptidase 
nhibitor 


cerebrovascular 
disease; cognitive 
defect; Alzheimer 
disease 


CEP 431 


Jnspecified 


proteinase inhibitor 


Alzheimer disease 


proteinase inhibitors. 


Jnspecified 


aroteinase inhibitor 


cognitive defect 


SIB T1980 


Jnspecified 


proteinase inhibitor 


Mzheimer disease 


azetirelin; YM 14673 ( 

£ 
I 

f 


S)-N-[(4-oxo-2- f 
izetidinyl)carbonyl]- 
^-histidyl-L- 
jrolinamide 


jrotirelin analogue c 


jognitive defect 


JTP 2942 ( 

c 
r 

-. ■ F 


lS-cis)-N-[(2- f 
nethyl-4- 

)xocyclopentyl)carbo 

iyl]-L-histidyl-L- 

>rolinamide 


>rotirelin analogue c 


ognitive defect 
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posatirelin; RGH 
2202 


(S)-N-[(6-oxo-2- 
piperidiny l)carbonyl] - 
L-leucyl-L- 
prolinamide 


protirelin analogue 


cognitive defect; 
obesity 


Alzheimer's disease 
therapy. 


Unspecified 


Serum amyloid p 
component 


Alzheimer disease 


igmesine; igmacine; 
JO 1784 


(+)-N-(l,4-diphenyl- 
3-butenyl)-N- 
methylcyclopropane 
meth an amine 


sigma agonist 


depression; cognitive 
defect; diarrhea 


SA4503 


l-[2-(3,4- 

dimethox)T5henyl)eth 
yl]-4.(3- 

phenylpropyl)piperazi 
ne dihydrochloride 


sigma agonist 


Alzheimer disease; 
depression; cognitive 
defect; stroke 


octreotide; octreotide 
acetate; SMS; SMS 
201995; SMS 
201995ac; SMS 995; 
SANDOSTATIN; 
SANDOSTATINE; 
SANDOSTATINA; 
LONGASTATINA; 
SAMILSTATINA 


[R-(R*,R*)]-D- 

phenylalanyl-L- 

cysteinyl-L- 

phenylalanyl-D- 

tiyptophyl-L-lysyl-L- 

threonyl-N-[2- 

hydroxy-1- 

(hydroxymethyl)prop 

yl]-L-cysteinamide 

cyclic (2-7)-disulfide 


somatostatin 
analogue; analgesic 


Alzheimer disease; 
cancer; viral 
infection; psoriasis; 
diarrhea; diabetes; 
pain; acromegaly 


NX D2858; NXD 
2858 


Unspecified 


Spherons, inhibition 
of spherons into 
plaques 


Alzheimer disease 


screening technology, 
ADAP 


Unspecified 


target based screening 


drug design 
technology; 
Alzheimer disease 


drug delivery system, 
thyroid stimulating 
hormone; 


Unspecified 


hyroid stimulating 
liormone delivery 
system 


cognitive defect 


thalidomide; NSC 
66847 


N-(2,6-dioxo-3- 
piperidyl)phthalimide 


rNF modulator; 
immunosuppressant 

■ 


HIV infection; Crohn 
disease; multiple 
sclerosis; Alzheimer 
disease; transplant 
■ejection 
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CEP 3265; CB 1093 


5-[[l-(2-ethoxy-6- 

ethyI-6-hydroxy- 1 - 

methyl-3- 

octynyl)octahydro- 

7a-methyI-4H-inden- 

4- 

ylidene]ethylidene]- 

4-methylene-l,3- 

cyclohexanediol 


transcription activato 


r neurodegeneration; 
Alzheimer disease 


ademetionine; FO 
1561; GUMB ARAL; 
DONAMET; 
IRANSMETIL; 
CERITAN; ERGEN; 
TWIN; SAMY R 


(3S)-5'-[(3-amino-3- 
carboxypropyI)methy 
Isulfonio]-5'- 
deoxyadenosine 
hydroxide inner salt 


transmethylator; 
NSAID 


inflammation; 
cognitive defect; 
cholestasis 


AIT 034; AIT 34 


1 ,6-dihydro-6-oxo-N- 

[3-(2-oxo-l- 

pyrrolidinyl)propyl]9 

H-purine-9- 

propanamide 


Unknown 


cognitive defect 


BTG 1640 


Heterocyclic 
compound 


unknown 


cognitive defect; 
Alzheimer disease 


cebaracetam; ZY 
15119. 


(+,-)-4-[[4-(p- 

chlorophenyl)-2-oxo- 

1- 

pyrrolidinyljacetyl]- 
2-piperazinone 


Unknown 




fatty acids, microalgal 


Unspecified 


Unknown 


lyperlipidemia; 
Parkinson disease; 
Alzheimer disease* 
3ye disease 


NBI 107 


Unspecified 

• 


/accine adjuvant; 
mmunostimulant; 
leuroactive steroid 


nfectious disease; 
Aklzheimer disease 


NBI 108 


Unspecified 

^ I 
r 


/accine adjuvant; 
mmunostimulant; i 
leuroactive steroid i 


Alzheimer disease; 
nfectious disease; 
nultiple sclerosis 


pregnenolone; NBI I 

n3 


Jnspecified \ 
i 
r 


p^accine adjuvant; i 
mmunostimulant; 
leuroactive steroid 


nfectious disease; 
Mzheimer disease 
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vinpocetine; AY 

27255; CAVINTON; 

CERACTON; 

AIRPACIL; 

MEDICHILL; 

NAIKINOL 

TEISAN; 

NAIKINOL IWAKI 


(3alpha,16alpha)- 
ebumamenine- 1 4- 
carboxylic acid ethyl 
ester 


vasodilator 


peripheral vascular 
disease; cognitive 
defect 


vasoactive intestinal 
peptide analogue; 
[stearyl 

norleucinel 7] VIP; 
rSt-Nlel71VIP 


Unspecified 


ViP agonist 


Alzheimer disease 



Product Name 


Chemical Name 


Action 


Indication 


PP 1 1 OHO 


IS ,lN-U.lIIlCLIiyi-^-|_H— 

[(phenylamino)methy 
l]-2-thiazolyl]-lH- 
indole-3 -ethanamine 


jxii agonisi, Dril I 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(pheny lmethyl)-2 - 
thiazolyl]- 1 H-indole- 
3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


F 12439 




5HT agonist; 5HT1A 
agonist 


depression; anxiety 


Flesinoxan; DU 
29373 


(+)-N-[2-[4-[2.3- 
dihydro-2- 

(hydroxymethyl)-l ,4- 
benzodioxin-5-yl]-l- 
pipe^azinyl]ethyl3-4- 
fluorobenzamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


Gepirone; gepirone 
hydrochloride; MJ 
13805; BMY 13805; 
BMY 138051 


4,4-dimethyl-l-[4-[4- 
(2-pyrimidinyl)-l - 
piperazinyl]butyl]- 
2,6-piperidinedione 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


Ipsapirone; BAY q 
7821; TVXq 7821 


2-[4-[4-(2- 
pyrimidinyl)-l- 
piperazinyl]butyl]- 
1 ,2-benzisothiazol- 
3(2H)-one 1,1- 
dioxide 


5HT agonist; 5HT1A 
agonist 


depression; anxiety 
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LY 228729 


4-(dipropylamino)- 
1,3,4,5- 

tetrahydrobenz[cd]in< 
ole-6-carboxamide 


5HT agonist; 5HT1A 
agonist 

1 


anxiety; depression 


ORG 13011 




5HT agonist; 5HT1A 
agonist 


depression 


S 14671 


N-[2-[4-(7-methoxy- 
1 -naphthalenyl)- 1 - 
piperazinyl] ethylj-l- 
thiophenecarboxamid 
e 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


U92016A 




5HT agonist; 5HT1A 
agonist 


anxiety; depression 


U 93385; U 93385E 


(3aR-cis)- 
2,3,3a,4,5,9b- 
hexahydro-3 -propyl- 
lH-benz[e]mdole-9- 
carboxamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


WY 48723 


octahydro-3-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyljbutyl]- 

l,5-methano-6,7,9- 

metheno-2H- 

pentaleno[l,2- 

a]azepin-2,4(3H,5H)- 

dione dihydrochloride 


5HT agonist; 5HT1A 
agonist 


depression 


SL 870765 




5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT1D 
antagonist 


anxiety; depression 


Adatanserin; 
adatanserin 
hydrochloride; WY 
50324; WAY SEB 
324; SEB 324 


N-[2-[4-(2- 
pyrimidinyl)-]- 
piperazinyl] ethyl]tric 
yclo[3.3.1.1(3,7)]deca 
le- 1 -carboxamide 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


FG 5865 


2-[4-[4,4-bis(4- 
Eluorophenyl)butyl]- 
l-piperazmyI]-3- 
jyridinecarbox ami de 
■nonohydrochloride 


5HT agonist; 5HT1A 
igonist; 5HT 
intagonist; 5HT2 
mtagonist 


inxiety; depression 


FG 5893; FG 5974 

1 

I 


2-[4-[4,4-bis(4- 
luorophenyl)butyl]- £ 
-piperazinyI]-3-^ £ 
jyridinecarboxylic e 
icid methyl ester) 


>HT agonist; 5HT1A i 
Igonist; 5HT 
intagonist; 5HT2 
intagonist 


inxiety; depression 
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AF2968 


(S)-[R-(R*,R*)]-2,3- 

2-[3-[4-(3- 

chlorophenyl)-2- 

methyl- 1 -piperazin 

yI]propyl]- 1,2,4- 

triazolo[4,3- 

a]pyridin-3(2H)-one 

dihydroxybutanedioat 

e(l:l) 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2A 
antagonist; 5HT2C 
antagonist 


depression 


Sunepitron; CP 
93393; CP 93393-1 


(7S-trans)-l- 

[[octahydro-2-(2- 

pyrimidinyl)-2H- 

pyrido[ 1 ,2-a]pyrazin- 

7-yl]methyl]-2,5- 

pyrrolidinedione 


5HT agonist; 5HT1A 
agonist; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
agonist 


depression; anxiety 


Aromatic triflates, 




5HT agonist; 5HT1D 
agonist 


depression; migraine 


GMC 2020 




5HT agonist; 5HT1D 
agonist 


depression; migraine 


GMC 2021 


trifluoromethanesulfo 
nic acid 3-[2- 
(dimethylamino)ethyl 
]-lH-indol-5-yl ester 
(1:1) ethanedioate 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


ORG 12962 




5HT agonist; 5HT2C 
agonist 


depression 


ORG 37684 




5HT agonist; 5HT2C 
agonist 


depression 


Ro 600175; Ro 60- 
0175 


(alphaS)-6-chloro-5- 
flubro-alpha-methyl- 
lH-indole-1- 
ethanamine (2E)-2- 
butenedioate (1:1) 


5HT agonist; 5HT2C 
agonist 


depression; obsessive 
compulsive disorder 


SR 57227; CM 57277 


l-(6-chloro-2- 

pyridinyl)-4- 

piperidinamine 


5HT agonist; 5HT3 
agonist 


depression 


5HT1B antagonists, 




5HT antagonist 


depression; anxiety 


BN 50156 

■ 


3-(4-chlorophenyl)- 
alfa-[3- 

[dimethylamino)- 1 - 

propenyl]-l,3- 

iihydro-7- 

[iydroxyfuro[3,4- 

:j]pyridine-6- 

methanol 


5HT antagonist . 


depression 


DU 123015 




5HT antagonist i 


mxiety; depression 
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DU 125530 




5HT antagonist 


depression; anxiety; 
psychosis 


Moxyfetin 




5HT antagonist 


depression 


SB 245570 




5HT antagonist 


depression 


5-HT antagonist, 
pindobind 


2-bromo-N-[4-[l-[[2- 
hydroxy-3-(lH-indoI- 
4- 

yloxy)propyI]amino]- 
l-methylethyl]-l- 
methy Icyclohexy 1] ace 
tamide 


5HT antagonist; 
5HT1A antagonist 


anxiety; depression 


Robalzotan; NAD 
299 


(3R)-3. 

(dicyclobutylamino)- 

8-fluoro-3,4-dihydro- 

2H-1 -benzop>Tan-5- 

carboxamide 

(2R,3R)-2,3- 

dihydroxybutanedioat 

e(l:l) 


5HT antagonist; 
5HT1 A antagonist 


anxiety; depression 


S 14063 


1 -(2-benzothia2oly 1)- 
N-[2-(2- . 

methoxyphenoxy)eth 
yl]-4- 

piperidinemethanami 
ne dihydrochloride 


5HT antagonist; 
5HT1 A antagonist 


depression 


S 15535 


l-(2,3-dihydro-l,4- 
benzodioxin-5-yI)-4- 
(2,3-dihydro-lH- 
inden-2-yl)piperazine 


5HT antagonist; 
5HT1 A antagonist 


anxiety; depression 


Buspirone 
hydrochloride; MJ 
40221; MJ 9022; 
BESPAR; BUSPAR; 
NORMATON; 
TUTRAN; NAROL; 
ANSIENON; 
ANSITEN; 
TRANBUS; 
SIMPLESS 


B-[4-[4-(2- 

Dyrimidinyl)-!- 

^iperaziny IJbutyl]- 8 - 

izaspiro[4,5]decane- 

7,9-dione 

lydrochloride 


5HT antagonist; 
5HT1A antagonist; 
iopamine agonist 


anxiety; depression; 
dermatitis 


Drug delivery system, 
transdermal 
buspirone; buspirone 
transdermal 


t 


)HT antagonist; e 
)HT1A antagonist; a 
Iopamine agonist c 


mxiety; depression; 
Lttention deficit 
lisorder 
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EF 7412 


N-3-[4-[4- 

(tetrahydro-1,3- 

dioxo-lH- 

pyrrolo[l,2- 

c]imidazol-2(3H)- 

yl)butyl]-l- 

piperazinyl]phenyl]et 

hanesulfonamide 


5HT antagonist; 
5HT1A antagonist; 
glutamate release 
inhibitor 


neurodegeneration; 
depression; cancer 


L 694247 


N-[4-[[5.[3-(2- 

aminoethyI)-lH- 

mdol-5-yl]- 1,2,4- 

oxadiazol-3- 

yl]methyl]phenyl]mel 

hanesulfonamide 


5HT antagonist; 
5HT1D antagonist 


depression 


GR 127935 


N-(4-methoxy-3-(4- 
methyl-1- 

piperazinyl)phenyl-2'- 
methyl-4'-(5-met hyl- 
1 ,2,4-oxadiazol-5-yI)- 
lH-indole-3- 
yl)ethylamine 


5HT antagonist; 

5HTlDbeta 

antagonist 


d^ression 


Flibanserin; BIMT 17 


l,3-dihydro-l-[2-[4- 

[3- 

(trifluoromethyl)phen 

yi]-i- 

piperazinyljethyl]- 

2H-benzimidazol-2- 

one 


5HT antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1A 
agonist 


depression 


HT90B 


(-)-N-[2-[t(2.3- 
dihydro-8-methyl- 

1 ,4-benzodioxin-2- 
yl)methyl]amino]ethy 
]tricyclo[3.3.1.13,7]d 
scane- 1 -carboxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1A 
agonist 


anxiety; depression 


Nefazodone; MJ 
13754; MS 13754; 
BMY 13754; BMY 
137541; SERZONE; 
DUTONIN; 
RESERIL; 
NEFADAR; 
NIFEREL; 
MENFA20NA; 
RULIVAN; 
DEPREFAX; 
SERZONIL 1 


2-[3-[4-(3- 
:hlorophenyl)-l- 
3ip eraziny 1 ]propy 1] - 
5-ethyl-2,4-dihydro- 
2-phenoxyethyl)- 
JH-l,2,4-triazol-3- 
me 


5HT antagonist; 
5HT2 antagonist; 
5HT reuptake 
nhibitor; alpha 
adrenergic antagonist; 
alpha 1 adrenergic 
mtagonist 


depression 



SanDiego-144144.1 Page 2056 



BNSDCMID; <WO .O0S0639A2J_> 



wo 00/50639 



PCT/USOO/01392 



Amesergide; 
amerserzide; LY 
237733 


8beta-N-cyclohexyI- 
6-methy]-l-(l- 
niethyIethyl)ergoIine- 
8-carboxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist 


sexual dysfunction; 
depression; anxiety 


Mirtazapine; 
mepirzepine; 
azamianserin; ORG 
3770; REMERON; 
ZISPIN 


1,2,3,4,10,14b- 
hexahydro-2- 
methyIpyrazino[2, 1 - 
a]pyrido[2,3- 
c][2]benzaz epine 


5HT antagonist; 
5HT2 antagonist; 
5HT3 antagonist; 
alpha2 adrenergic 
antagonist; alpha 
adrenergic antagonist 


depression 


Olanzapine; LY 
1 70053; ZYPREX; 
ZYPREXA; 
OLANZEK 


2-methyl-4-(4- 

methyl-1- 

piperazinyl)- 1 OH- 

thieno[2,3- 

b][l,5]benzodiazepi 

ne 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia; 
psychosis; depression 


ORG 37415 




5HT antagonist; 
5HT2C antagonist 


depression; anxiety 


SB 228357 


N-[3-fluoro-5-(3- 
pyridinyl)phenyl]- 
2,3-dihydro-5- 
niethoxy-6- 
(trifluoromethyl)- 1 H- 
indole- 1 -carboxamide 


5HT antagonist; 
5HT2C antagonist 


anxiety; depression 


Antidepressant 




5HT antagonist; 
5HT3 antagonist 


depression; anxiety 


5HT7 receptor 
antagonists. 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia; 
schizophrenia 


DR 4004 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia 


THE JL3; JL 3 

• 


10-(4-methyl-l- 

piperazinyl)- 

)yrido[4,3- 

3][ 1 ,4]benzothiazepin 


5HT antagonist; 
dopamine antagonist 




BMS 181101; BMY 
42569 

c 

I 


5-fluoro-3-[3-[4- 
1.4,5.6- 

etrahydropyrimidin- 
;-yI)-2,3- 
iihydropyrazin- 1 - 
^l]propyl3-2,3- 
iihydro- 1 H-indole 


5HT reuptake c 
nhibitor 


iepression 
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Cericlamine; JO 
1017(+,-); JO 1239(- 
); JO 1240(+) 


(+,-)-3,4-dichIoro- 
beta- 

(dimethylamino)- 
beta- 

methylbenzenepropan 
ol 


5HT reuptake 
inhibitor 


depression 


CGP 6085A 


4-(5,6-dimethyl-2- 
benzofuranyl)piperidi 
ne hydrochloride 


5HT reuptake 
inhibitor 


depression 


Citalopram; 

nitalopram; 

nitalapram; ZD 211; 

LU 10171; 

CIPRAMIL; 

SEROPRAM; 

CIPRAM; 

ELOPRAM; 

CELEXA 


l-[3- 

(dim ethyl am ino)prop 
yl]-l-4- 

fluorophenyl)-5- 

i sobenzofurancarboni 

trile 


5HT reuptake 
inhibitor 


depression 


Citalopram, (S); (+>- 
citalopram 


(S)-l-[3- 

(dimethylamino)prop 
yl]-l-4- 

fluorophenyl)-5- 

isobenzofurancarboni 

trile 


5HT reuptake 
inhibitor 


depression 


Dapoxetine; LY 
210448 


(S)-N,N-dimethyl- 

alpha-[2-(l- 

naphthalenyloxy)ethy 

IJbenzenemethanamin 

e 


5HT reuptake 
inhibitor 


depression 


Depression therapy, 




5HT reuptake 
inhibitor 


depression 


Dexfenflur amine; 
dexfenfluramine 
hydrochloride; S 
5614; IP 001; 
ISOMERIDE; 
ADIFAX; ARDIX; 
ISOLIPAN; SIRAN; 
OBESINE; FLURIL; 
DISPONDAL; 
REDUX 


CS)-N-ethyl-alpha- 
methyl-3- 

;trifluoromethyl)benz 
eneethanamine 


5HT reuptake 
inhibitor 


obesity; depression; 
nicotine withdrawal 
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Drug delivery system 

controlled release 

GEOMATRIX 

paroxetine; 

paroxetine 

GEOMATRIX; 

PAXIL CR 




5HT reuptake 
inhibitor 


depression 


FCE 25876 


(E)-N-methyl-3- 
phenyl-3-(4- 
trifluoromethylpheno 
xy)-2-propen- 1 -ami 
ne 


5HT reuptake 
inhibitor 


depression 


PI 4500 




5HT reuptake 
inhibitor 


depression 


PI 4501 




5HT reuptake 
inhibitor 


depression 


PI 4503 




5HT reuptake 
inhibitor 


depression 


Fluoxetine, (R)-; (R)- 
fluoxetine 


(R)-N-methyl- 

gamma-[4- 

(trifluoromethyl)phen 

oxyjbenzenepropana 

mine 


5HT reuptake 
inhibitor 


migrame; cognitive 
defect; depression 


Fluvoxaraine; . 

fluvoxamine maleate; 

DU 23000; MK 264; 

SME3110; 

FEVARIN; 

FLOXYFRAL; 

LUVOX; 

DUMYROX; 

DUMIROX; 

FLAVOXYL; 

FAVERIN; 

DEPROMEL 


5-methoxy-l-[4- 
(trifluoromethyl)phen 
yl]-l-pentanone (E)- 
0-(2- 

aminoethyl)oxime 


5HT reuptake 
inhibitor 


depression; anxiety; 
obsessive compulsive 
disorder 


Litoxetine; SL <■ 
810385 t 


K2- 

laphthalenylmethoxy i 
piperidine 


>HT reuptake c 
nhibitor 


iepression 


LY 280253 ( 


Jnspecified i 

i 


"HT reuptake c 
nhibitor 


epression 


LY 285974 [ 


Jnspecified f 

■ i 


HT reuptake □ 
nhibitor 


Iepression 
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Paroxetine 
hydrochloride; FR 
7051; BRL 29060; 
BRL 29060A; SI 
211103; SEROXAT; 
AROPAX; PAXIL; 
TAGONIS; 
FROSINOR; 
DEROXAT; 
SEREUPIN; 
MOTIVAN 


(3S-trans)-3-[(l,3- 

benzodioxol-5- 

yloxy)methyl3-4-(4- 

fluorophenyI)piper 

idine 


5HT reuptake 
inhibitor 


depression; obsessive 
compulsive disorder; 
anxiety 


Sertraline; CP 51974; 
CP 519741; CP 
5197401; LUSTRAL; 
ZOLOFT; 
ALTRULINE; 
TATIG; GLADEM 


(lS-cis)-4-(3,4- 

dichlorophenyl)- 

1 ,2,3,4-tetrahydro-N- 

methyl-l-naphthal 

eneamine 


5HT reuptake 
inhibitor 


depression; obsessive 
comj^ulsivc disorder' 
anxiety; sexual 
dysfunction; obesity 


Tianeptine; S 1574; 
STABLON 


7-[(3-chloro-6,ll- 
dihydro-6- 

methyldibenzo[c,f] [ 1 , 
2]thiazepin-l 1- 
yl)amino]heptanoic 
acid S,S-dioxide 


5HT reuptake 
inhibitor 


depression 


EMD 68843 


5-[4-[4_(5_cyano-3- 

indolyl)-butyl]-l- 

piperazinyl]benzofura 

n-2-carboxamide 

tiydrochloride 


5HT reuptake 
inhibitor; 5HT 
agonist; 5HT1A 
agonist 


depression 


YM 992; YM 35992 


(S)-2-[[(7-fluoro-2,3- 
dihydro- 1 H-inden-4- 
yl)oxy]methyl3morph 
oline hydrochloride 


5HT reuptake 
inhibitor; 5HT 
antagonist; 5HT2A 
antagonist 


depression 


A 80426 


(R)-N-methyl-N- 
;(l,2,3,4-tetrahydro- 
5-methoxy- 1 - 
naphthalenyl)methyl] 

-6- 

jenzofliranethanamin 
e 


5HT reuptake 
inhibitor; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
antagonist 


depression 


Antidepressants 




5HT reuptake 
inhibitor; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
antagonist 


depression 
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NS 2347 




5HT reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; cognitive 
defect 


NS 2389 




5HT reuptake 
inhibitor; dopamine 
reuptake inhibitor; 
noradrenalin reuptake 
inhibitor 


depression 


Drug delivery system 
OROS oral controlled 
release venlafaxine; 
venlafaxine OROS; 
EFFEXOR XL 




5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor 


depression 


Duloxetine; LY 
248686 


(S)-N-methyl- 

gamma-(l- 

naphthalenyloxy)-2- 

thiophenepropanamin 

e 


5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor 


depression; urinary 
incontinence 


Venlafaxine; WY 
45030; EFFEXOR; 
EFEXOR; EFFEXOR 
XR; EFFEXOR XL 


(+,-)-l-[2- 
(dimethy lamino)- 1 - 
(4- 

methoxyphenyl)ethyl] 
cyclohexanol 


5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; anxiety 


Ebalzotan; NAE 086 

• 


(R)-3,4-dihydro-N-(l- 

methylethyl)-3-[(l- 

niethylethyl)propyla 

mino]-2H-l- 

benzopyran-5- 

carboxamide 


5HT1A agonist; 5HT 
agonist 


depression 


L 0068; F 11440 

. 


4-methyl-2-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyljbutyl]- 

l,2,4-tria2ine- 

5,5(2H,4H)-dione 


5HT1 A agonist; 5HT 
agonist 


anxiety; depression 


LY 274600 ( 
t 

( 
c 
t 
1 


S)- 1,2,3,4- 

etrahydro-8- . 

methylthio)-N,N- 

lipropyl-2- 

laphthalenamine 

lydrochloride 


5HT1A agonist; 5HT 
igonist 


sexual dysfunction; 
depression; irritable 
30wel syndrome 


LY 274601 ( 
t 

( 

r 
t 


R)- 1,2,3,4- t 

etrahydro-8- £ 

niethylthio)-N,N- 

lipropyl-2- 

laphthalenamoine 

lydrochloride 


5HT1A agonist; 5HT s 
Igonist c 
fc 


exual dysfunction; 
iepression; irritable 
)owel syndrome 
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OPC 14523 


l-[3-[4-(3- 

chlorophenyl)- 1 - 

piperazinyljpropyl]- 

3,4-dihydro-5- 

methoxy-2(lH)- 

quinolinone 


5HT1A agonist; 

Qiomn nornnict" ^CWT 

agonist 


depression; anxiety; 
obsessive compulsive 
disorder 


F 12682; F 14258 


N-[4-methoxy-3-(4- 
niethy 1- 1 - 

piperazinyl)phenyl]- 
4-(2-phenylethyl)-l- 
piperazinecarboxamid 
e 


5HT1B/5HT1D 
inverse agonist 


depression 


GMC 5036 


Nlirtazepine analogue 


5HT2, 5HT3 
antagonist; alpha 2 
adrenergic antagonist; 
histaminergic 
antagonism; 


dcpFcssion 


Levoprotiline; levo- 
Qxaprotilinc; 
oxaprotiline, R-(-) 
enantiomer; CGP 
12103 A; 
CONSONAR 


(R)-alpha- 

[(methylamino)metliy 
I]-9,10- 

ethanoanthracene- 
9(10H)-ethanol 


5HT2A, 5HT2C 

J±L± i.rv dgijllldl aljpxict 

adrenergic agonist; 
5HT1D and 
histaminergic 
antagonist 


depression 


SB 243213 


2,3-dihydro-5- 

methyl-N-[(6-[(2- 

methyl-3- 

pyridinyl)oxy]-3- 

pyridinyl]-6- 

;trifIuoromethyl)-lH- 

mdole- 1 -carboxamide 


5HT2C antagonist; 
5HT antagonist 


depression; anxiety 


Zalospirone; WY 
47846 


(3aaifa,4beta,4aalfa,6 

aalfa,7beta,7aalfa)- 

3a,4,4a,6a,7,7a- 

hexaliydro-2-[4-[4-(2- 

jyrimidinyl)- 1 - 

siperazinyljbutyl]- 

4,7-etheno-lH- 

cyclobut[fjisoindole- 

l,3(2H)-dione 


5HT3 antagonist 


anxiety; depression 


Drug delivery system, 
adenosine; adenosine 
drug delivery system; 
adenosine prodrug 


adenosine 5'-(l,4- 

dihydrotrigoneliinate) 

-2',3'-0-bis-benzoate 


adenosine agonist 


anxiety; depression 
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Midaxifyliine; IRFI 
117 


8-(l- 

aminocyclopentyl)- 
3,7-dihydro-l,3- 
dipropyl- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect; 
depression; kidney 
disease 


MCI 225 


4-(2-fluorophenyl)-2- 

niethyl-6-(piperazin- 

l-yl)-3a.7a- 

dihydrothieno[2,3- 

djpyrimidine 


Adrenergic and 
serontemergic 
reuptake inhibitor 


cognitive defect' 
depression 


Adrafinil; adrafinai; 
CRL 40028; 
OLMIFON 


2- 

[(diphenylmethyl)sulf 
inyl]-N- 

hydroxyacetamide 


alpha adrenergic 
agonist 


neurological 
depression 


Modafinil; CRL 

40476; CEP 1538; 

MODIODAL; 

PROVIGIL; 

ALERTEC; 

MODASOMIL 


2- 

[(diphenylmethyl)sulf 
inyljacetamide 


alpha adrenergic 
agonist 


neurological 
depression 


SDZ NVI085 


(-)-(4aR,10aR)- 

3,4,4a,5,10,10a- 

hexahydro-6- 

methoxy-4-metiiyI-9- 

methylthio-2H- 

naphth[2,3,b]-l,4- 

oxazine 


alpha adrenergic 
agonist; alphal 
adrenergic agonist 


neurological 

depression; 

depression 


Imiloxan; RS 21361 


2-[(2,3-dihydro-l,4- 
benzodioxin-2- 
yl)methyl]-l-ethyl- 
LH-imidazole 


alpha adrenergic 
antagonist 


depression 


ORG 6906 




alpha adrenergic 
antagonist 


iepression 


Setiptiline; teciptiline; 
MO 8282; ORG 
8282; TECIPUL 


2,3,4,9-tetrahydro-2- 
nethyl-lH- 
libenzo[3,4;6,7]cyclo 
leptaH ,2-clpyridine 


alpha adrenergic ( 
antagonist 


iepression 


Atipamezole; MPV <■ 
1248; ANTISEDAN c 

\ 


t-(2-ethy 1-2,3- £ 
iihydro-lH-inden-2- , 
^'O-lH-imidazole i 


ilpha adrenergic s 
mtagonist; alpha2 £ 
idrenergic antagonist c 
t 
c 


>exual dysfunction; 
ilcoholism; 
iepression; 
lypotension; 
iabetes; anxiety 
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CH 38083 


[8aS- 

(8aalpha, 11 alpha, 12a 
alpha, 13aalpha)]- 
5,8,8a,9,10,l 1,12,12a, 
13,13a -decahydro- 
6H-benzo[g]-l,3- 
benzodioxolo[5,6- 
a]quinolizin-ll-oI 
hydrochloride 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


depression 


MK 912; L 657743 


(2S-trans)- 

l,3,4,5',6,6',7,12b- 

octahydro-r,3'- 

dimethylspiro[2H- 

benzofuro[2,3- 

a]quinolizine- 

2,4'(rH)-pyrimidin]- 

2'(3'H)-one 

monohydrochloride 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


depression 


Idazoxan; RX 
781094; RX 781094 
A 


2-(2,3-dihydro-l,4- 
benzodioxin-2-yI)- 
4,5-dihydro-lH- 
imidazole 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
antiproliferative agent 


Parkinson disease; 
depression; 
cardiovascular 
disease; retinopathy 


A 75200 


phenyl- 1 -[(6,7,8,9- 
tetrahydronaphtho[ 1 ,2 
-d]-r,3-dioxol-6- 
yl)methyl]pyrrolidine 


ilpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
inhibitor 


depression 


Napitane; ABT 200; 
A 75200 ' 


fR* R*V<'+ -V3- 
phenyl- 1 -[(6,7,8,9- 
tetrahydronaphtho[ 1 ,2 
-d]-l,3-dioxol-6- 
yl)methyllpyrrolidine 


ilpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
inhibitor 


depression - 


ORG 9768 


■ 


ilpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
nhibitor 


depression 


Reboxetine; FCE 
20124; FCE 21684; 
EDRONAX; 
PROLIFT 


rR* s*V2-r<'2- 

sthoxyphenoxy)phen 

/Imethyljmorpholine 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
nhibitor 


depression 


AMPA receptor 
modulators. 




AMPA receptor 
nodulators 


schizophrenia; 
depression 
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Dehydroepiandroster 
one analogues; 
DHEA analogues, 




landrogen 


atherosclerosis; 
depression 


Drug delivery system 
dehydroepiandrostero 
ne; 

dehydroepiandrostero 
ne delivery system; 
drug delivery system, 
DHEA 




androgen 


atherosclerosis; 
depression 


Adinazolam; 
adinazolam mesylate; 
adinazolam mesilate; 
U 41 123F;U 41123; 
DERACYN 


8-chIoro-N,N- 

dimethyl-6-phenyl- 

4H- 

(l,2,4)triazolo(4,3- 
a)( i ,4)benzodiazepine 
-1-methanamine 


benzodiazepine 


anxiety; depression 


Flumazenil; 

flumazepil; 

flumenazil; Ro 

151788; ANEXATE; 

MAZICON; 

LANEXAT; 

ROMAZICON 


8-fluoro-5,6-dihydro- 

5-methyl-6-oxo-4H- 

imidazo[l,5- 

^][ 1 ,4]benzodiazepine 

-3-carboxylic acid 

ethyl ester 


benzodiazepine 
antagonist 


neurological 
depression; liver 
disease 


Flerobuterol 


alpha- 
CEO, l,dimethylethyl)a 
mino]methyl]-2- 
fluorobenzenemethan 
ol 


Ijeta adrenergic 
agonist 


depression 


SR 56811; SR 
58611 A; SR 58611; 
ME 3411 


[R-(R*,S*)]-[[7-[[2- 

(3-chlorophenyI)-2- 

hydroxyethyljamino]- 

5,6,7,8-tetrahydro-2- 

naphthalenyl] oxy] ace 

tic acid ethyl ester 

tiydrochloride 


Deta adrenergic 
agonist; beta3 
adrenergic agonist 


rritable bowel 
syndrome; obesity; 
iepression 


fCP840 


diethyl 1,4-dihydro 
2,6-dimethyl-4-(3- 
sthynyl phenyl)-3,5- 
Dyridine-dicarboxylic 
icid 


:alcitmi antagonist 


schemia; depression 


ropiramate; KW 
6485; McN 4853; 
RWJ 17021; 
TOPAMAX 1 

E 


>,3:4.5-bis-0-(l- 
nethylethylidene)- i 
5eta-D- c 
Tuctopyranose / 
ulfamate ( 
i 


;arbonate dehydratase e 
nhibitor; sodium c 
;hannel blocker; 
\MPA antagonist; 
aABA agonist; 
;lutamate antagonist 


jpilepsy; psychosis; 
Iepression 
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CMI 477 


(lS-exo)-2-(6-chloro- 
3-p3^dinyl)-7- 
az.aLm^yt<ioj^z.z. i jnepi 


cholinergic agonist; 
nicotinic agonist; 
analgesic 


obesity; depression; 
Alzheimer disease; 
nicotine withdrawal 


Corticotropin 
releasing factor 
analogue 




L'iCr analogue 


anxiety; depression 


AXC 2219 




CRF antagonist 


: : 

depression; anxiety 


AXC 4007 




CRF antagonist 


depression; anxiety 


CRA 1000 


INDEX NAME NOT 
YET ASSIGNED 


CRF antagonist 


depression; anxiety 


CRA 1001 




CRF antagonist 


depression; anxiety 


CRF antagonist, 




CRF antagonist 


depression; anxiety 


CRP antagonists 




CRF antagonist 


depression; anxiety 


CRJF receptor 
antagonist; 
corticotropin 
releasing factor 
antagonist 




CRF antagonist 


depression 


CRF2 antagonists. 




CRF antagonist 


depression; anxiety 


NBIIOS 




CRF antagonist 


depression; eating 
disorder 


NBI 104 




CRF antagonist 


depression; stroke 


NBI 30545 


3-(2,4- 

liniethox3'phenyl)-N- 
(2-methoxyethyl)-2,5- 
iinicthyl-N- 
5ropylpyrazolo [ 1 ,5 - 
alpyrimidin-7-amine 


CRF antagonist 


anxiety; depression 


NBI 30775; R 121919 




CRF antagonist 


anxiety; depression; 
addiction 


NGD 981; NGD 98-1 




CRF antagonist 


depression; anxiety 


PD 171729 

£ 

e 


3utyl-[3[(2,4- 

■iiwjiiiui o-pncnyi 

iimethyl- 

Dyrazolo(l,5- 

i)pyrimidin-7-yl]- 

Jthyl-amine 


CRF antagonist 


anxiety; depression 


Pivagabine; PG 2; t 
TONERG c 

£ 


i-[(2,2-dimethyl-l- ( 
)xopropyl)amino]but 
moic acid 


DRF modulation c 


iepression 
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DMP 695 


N-(2-chloro-4,6- 

dimethylphenyl)- 1 - 

[2-methoxy-l- 

(inethoxyniethyl)ethy 

l]-6-methyl-lH-l,2,3- 

triazolo[4,5- 

c]pyridin-4-amine 

monomethanesulfonal 

e 


CRH antagonist 


anxiety; depression 


SA 627 


N-(2-bromo-4,6- 

dimethoxyphenyI)-N- 

ethyl-4-methyI-6-(4- 

morpholinyl)-l,3,5- 

triazin-2-aniine 


CRH antagonist 


depression; anxiety 


SC 241 




CRH antagonist 


anxiety; depression 


Etrabamine; JL 14839 


4,5,6,7-tetrahydro-N- 

methyl-6- 

benzothiazolamine 


dopamine agonist 


depression 


MR 708 


N-acetyl-DL- 
phenylalanine with 
tricyclo[3.3.1.13,7]de 
can-1 -amine (1:1) 


dopamine agonist 


depression 


Roxindole; EMD 
62100; EMD 49980; 
EMD 62080 


3-(4-(3,6-dihydro-4- 
phenyl-l(2H)- 
pyridyl)butyl)indol-5- 
ol 


dopamine agonist; 
5HT reuptake 
inhibitor 


d^ression 


Amisulpride; 

aminosultopride; 

AST; DAN 2163; 

SOCIAN; SOLIAN; 

ENORDEN; 

DENIBAN; 

SULAMID 


4- amino-N-[( 1 -ethyl- 
2- 

3yrrolidinyl)methyI]- 

5- (ethylsulfonyI)-2- 
tnethoxy benzamide 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
depression 


Pergolide; pergolide 

mesylate; LY 141B; 

LY 127809; 

PERMAX; 

CELANCE; 

PHARKEN; 

PARKOTIL 


8beta)-8- 

(methylthio)methyl] - 
5-propyIergoline 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease; 
depression 
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Pramipexole; 

pramipexole 

dihydrochloride; SNE 

919;U98528E; 

SND919CL2Y; PNU 

98528E; SIFROL; 

MIRAPEX; 

DAQUIRAN; 

MIRAPEXIN; 

FIROL 


(S)-2-amino-4,5,6,7- 
tetrahydro-6- 
>(propylamino)- 
benzothiazole 


dopamine agonist; 
dopamine D2 agonist 
dopamine D3 agonist 


Parkinson disease; 

schizophrenia; 

depression 


GYKJ 52895 


4- (8-methyl-9H-l,3- 
dioxolo[4,5- 
h][2,3]benzodiazepin- 

5- yI)-benzodiazepine 


dopamine reuptake 
inhibitor 


depression 


HOE 249 


(+)-2-[(3- 
chloropheny 1)- 1 H- 
imidazol-1- 
ylmethyl]tricyclo[3 .3 . 
l.l(3,7)ldecan-2-ol 


dopamine reuptake 
inhibitor 


depression 


NS 2200 




dopamine reuptake 
inhibitor 


Parkinson disease; 
depression; addiction 


OPC 14117 


N-(2,3-dihydro-7- 

hydroxy-2,2,4,6- 

tetramethyl-lH- 

inden-l-yl)-4-(3- 

methoxyphenyl)- 1 - 

piperazineacetamide 


free radical scavenger 


neurological 
depression 


GABA-based 
depression therapy. 




GABA agonist 


depression 


COP 35348 


(3- 

aminopropyl)(di ethox 

ymethyI)phosphinic 

acid 


GABA antagonist 


depression 


Suritozole; MDL 
26479 


2,4-dimethyl-5-(3- 
luoropheny I)-3H - 
l,2,4-tria2ole-3- 
hione 


GABA inverse 
agonist 


depression; cognitive 
defect 


Valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate;AB 50711; 
DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
icid sodium salt (2:1) 


GABA receptor 


spilepsy; migraine; 

schizophrenia; 

depression 
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Gabapentin; CI 945; 
GO 3450; GOE 2450 
NEURONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


GABA release; 
analgesic 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis* depression 


ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


BN 50043 


N-allyl N-isopropyl 

(p-chlorophenyl-4- 

piperidino)-2 

acetamide 

hydrochloride 


Imipramine binding 
site 


depression 


L 671776 


3',4',4'a,5',6',7',8',8'a- 

octahydro-4,6'- 

dihydroxy-6- 

(hydroxymethyl)- 

2',5',5',8'a- 

tetramethylspiro [benz 
ofuran-2(3H).r(2'H)- 
aaphthalene]-5- 
carboxaldehyde 


inositol 

monophosphatase 
inhibitor 


depression 


Befloxatone; MD 
370503 


(R)-5- 

(methoxymethyl)-3- 

(p-((R)-4,4,4- 

trifluoro-3- 

iydroxybutoxy)pheny 

)-2-oxazolidinone 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety; 
nicotuie withdrawal 


Brofaromine; CGP 
11 305 A; 
CONSONAR 


4-(7-bromo-5- 
niethoxy-2- 
>enzofuranyl)piperidi 
tie 


MAO A inhibitor; 
VIAO inhibitor 


depression 


BW 1370U87 


1 -ethylphenoxathiin 
10,10-dioxide 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety 


CS 8359; RS 8359 

_ 


+,.)-4_ [(6, y-dihydro- 

7-hydroxy-5H- 

:yclopentapyrimidin- 

/l)aminolbenzonitrile 


VIAO A inhibitor; 
VIAO inhibitor 




E2011 

( 
c 

1 

i 


R-(R*,S*)]-gamma- 

iydroxy-6-[5- 

methoxymethyl)-2- 

)xo-3-oxazolidinyl]- 

>. 

)enzothiazolebutanen 
trile 


VIAO A inhibitor; ( 
VIAO inhibitor 


iepressioh 
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Esuprone; LU 43839 


ethanesulfonic acid 
3 ,4-dimethyl-2-oxo- 
2H- 1 -benzopyran-7- 

yl ester 


MAO A inhibitor; 
MAO inhibitor 


depression 


Moclobemide; Ro 

111163; Ro 

111163/000; 

AURORIX; 

MANERIX; 

ACUILIX; 

MOCLAMINE 


4-chloro-N-[2-(4- 

morpholinyl)ethyl]be 

nzamide 


MAO A inhibitor; 
MAO inhibitor 


depression 


Pirlindole; pyrasidol; 
pyrazidol; pyrazidole; 
LIFRIL; 
PYRAZIDOL; 
EUTHYM 


2,3,3a,4,5,6- 
hexahydro-8-methyl- 
lH-pyrazino[3,2,l- 
jkjcarbazole 


MAO A inhibitor; 
MAO inhibitor 


depression 


Drug delivery system, 
controlled release 
selegiline; selegiline 




MAO B inhibitor; 
MAO inhibitor 


depression 


Drug delivery system, 
transdermal 
selegiline; selegiline 
transdermal 




MAO B inhibitor; 
MAO inhibitor 


Alzheimer disease; 
depression 


MDL 72145 


(E)-(beta- 

fluoromethylene)-3 ,4- 
dimethoxybenzeneeth 
anamine 
hydrochloride 


MAO B inhibitor; 
MAO inhibitor 


depression; Parkinson 
disease 


KP 157 




MAO inhibitor; MAO 
A inhibitor 


depression 


ECP9 




MAO inhibitor; MAO 
A inhibitor 


depression 


T794 

■ 


(R)-3-[6- 

(cyclopropylmethoxy 
)-2-naphthalenyl]-5- 
(methoxymethyl)-2- 
oxazolidinone 


MAO inhibitor; MAO 
A inhibitor 


depression 


SL 650477; SL 
65.0477 


[R-(R*,R*)]-5- 

(methoxymethyl)-3- 

;6-(4,4,4-trifluoro-3- 

iydroxybutoxy)-3- 

benzofuranyl]-2- 

oxazolidinone 


MAO inhibitor; MAO 
A inhibitor; MAO B 
nhibitor; 
Dxazolidinone 


depression; Parkinson 
disejise 


Agomelatine; S 
20098 


N-[2-(7-methoxy-l- 
naphthaleny l)ethy I] ac 
etamide | 


melatonin agonist 


depression; insomnia 
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Melatonin 
modulators; 
melatonin analogues 




Melatonin analogues 


depression; infertility 


Neuropeptide Y 
antagonists 




neuropeptide Y 
antagonist; 
neuropeptide Y2 
antagonist 


hypotension; obesity; 
depression 


RB 101 


N-[2-[[[2-amino-4- 
(methylthio)butyI]dit 
hio]methyl]- 1 -oxo-3- 
phenylpropyl]-L- 
phenylalanine 
phenyimethyl ester 


neutral endopeptidase 

illlilUilur 


addiction; depression 


EGYT 4201 


ethanesulfbnic acid 
compd. with 5- 
chloro-2-(2-imino-3- 
thiazolidinyl)benzami 


Nonm onio am inergi c 
action 


depression 


COR 3224 


4,5-dihydro-5-((4- 
phenyl-1- 

piperazinyl)methyl)- 
2-oxazolamine 


Nontricyclic action 


depression 


Minaprine; minaprine 
hydrochloride; 
minaprina; CB 
30038; 30038 CB; 
AGR 1240; 
CANTOR; 
KLANTOr! ALCAS; 
NORTIMIC; 
BRAlsTTUR; 
ISOPULSAN 


4-[2-[(4-methyl-6- 
phenyl-3- 

3yridazinyl)amino]et 
iyl]morpholine 


Nontricyclic action 


depression 


Amfebutamone; 

bupropion 

hydrochloride; 

bupropion; bupropin; 

BW 323U; 

WELLBUTRIN; 

ZYBAN 


[+,-)-l-(3- 
:hlorophenyl)-2- 

iimethylethyl)amino] 
•1-propanone 


noradrenalin reuptake 
mhibitor 


dqjression; nicotine 
withdrawal; obesity 


Beloxepin; ORG 
4428 

I 
[ 

, . c 


;is-2,10-dimethyl- 
l ,2,3,4,4a, 13b- 
lexahydrodibenz- 
2,3:6,7]oxepino [4,5- 
;]pyridin-4a-ol 


loradrenalin reuptake ( 
nhibitof 


iepression 
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Dexnafenodone; LU 
43706 


(S)-2-[2- 

(dimethylamino)ethyl 
]-3,4-dihydro-2- 
phenyl-l(2H)- 
naphthalenone 


noradrenalin reuptake 
inhibitor 


depression 


Hydroxynortriptyline 


(E)- 10-11 -dihydro-5- 
[3- 

(methylamino)propyli 
dene]-5H-dibenzo- 
[a,d]cyclohepten- 1 0- 
ol 


noradrenalin reuptake 
inhibitor 


depression 


Drug delivery system, 
sustained release 
milnacipran; 
milnacipran sustained 
release 




noradrenalin reuptake 
inhibitor; 5HT 
reuptake inhibitor 


depression 


Milnacipran; 
midalcipran; 
midacipran; F 2207; 
TN912; 

DALCIPRAN; IXEL 


cis-(+,-)-2- 
(aminomethyl)-N,N- 
di ethyl- 1- 

phenylcyclopropanec 
arboxamide 


noradrenalin reuptake 
inhibitor; 5HT 
reuptake inhibitor 


depression 


1555; 1555U88; BW 
1555U88 


[2S- 

(2alpha,3alpha,5alpha 
)]-2-(3,5- 

difluorophenyl)-3 ,5- 
dimethyl-2- 
morpholinol 
lydrochloride 


noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


attention deficit 
disorder; nicotine 
withdrawal; 
depression; psychosis 


Nalmefene; 
nalmetrene; JF 1 ; 
INCYSTENE- 
ARTHENE; 
FENARC; 

CERVENE; REVEX 


17- 

(cyclopropylmethyl)- 
4,5alpha-epoxy-6- 
methylenemorphinan- 
3,14-diol 


opiate antagonist; 
NSAID 


intoxication; 
alcoholism; pruritis; 
obesity; neurological 
depression; 
rheumatoid arthritis; 
cystitis; trauma 


Oxytocin antagonist 


■ 


Dxytocin antagonist; 
diuretic 

• 


anxiety; depression; 
Dbsessive compulsive 
disorder; epilepsy; 
heart failure 


NS 1546 




aotassium channel 
nodulator 


depression 


Potassium channel 
modulators 




Dotassiura channel 
■nodulator 

■ 


cognitive defect; 
attention deficit 
disorder; depression; 
asthma; diabetes 
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Igmesine; igmacine; 
JO 1784 


(+)-N-(l,4-diphenyI- 
3-butenyl)-N- 
methylcyclopropane 
methanamine 


sigma agonist 


depression; cognitive 
defect; diarrhea 


SA 4503 


l-r2-<'3 4- 

dimethoxyphenyl)eth 
vn-4-r3- 

phenylpropyl)piperaz 
ne dihydrochloride 


Sigma agomst 


Alzheimer disease; 
depression; cognitive 
defect; stroke 


GW 273293 




sodium channel 
blocker 


epilepsy; depression 


Lamotrigine; BW 
430C; LAMICTAL 


6-(2,3- 

dichlorophenyl)- 

l,2,4-triazine-3,5- 

diatnine 


sodium channel 
blocker 


epilepsy; psychosis; 
depression 


MK 869 




substance P 
antagoni st 


depression; anxiety; 
schizophrenia; emesis 


Sifaprazine; FI 4303 


l-(2- 

(phenylmethyl)phenyl 

)-4-methylpiperazine 

hydrochloride 


Tricyclic 

antidepressant 

activity 


depression 


Antidepressant 


N'-[5-[(2- 

chloropheny])methyle 

methyl-3- 

pyri daziny I J -N,N - 

dimethyl- 1,2- 

ethanediamine 


Unknown 


depression 


Antidepressant, PPRT 
152 


St. John's Wort 
herbal remedy extract 


Jnknown 


depression 


ATX 70 

■ 


(SP-4-2)-[[N,N'- 
[[7,12-bis[l- 
■decyloxy)ethyl]- 
3,8,13,17- 

tetramethyl-21H,23H- 
porphine-2, 1 8-diyl- 
cappaN2 1 ,kappaN22, 

3is(l -0X0-3,1- 
3ropanediyl)]bis[L- 
ispartato]](6-)]gallate 
3-) trihydrogen 


Unknown 


depression; cancer 


Bipenamoi; BW : 
647U ( 

] 
c 


2-[[2- \ 
aminomethyl)phenyl 
thio]b enzenemethan 
)1 


Jnknown c 


iepression 
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BW 403U76 




Unknown 


depression 


CGP 25454 




Unknown 


depression 


CS 2232 




Unknown 


depression 


Delfaprazine; FI 43 1 0 


l-(alpha2-phenyl-2,5- 
xylyl)-piperazine 


Unknown 


depressi on 


Depression therapy 




Unknown 


depression 


E5505 




Unknown 


depression 


ORG 12437 




Unknown 


depression 


ORG 20091 


tetrahydro- 1 -methyl- 
3-pyridinyl)-2- 
thiazolamine (Z)-2- 
butenedioate (2: 1) 


Unknown 


depression 


YKP IDA 




Unknown 


depression 


DGAVP; ORG 5667 


8-L-arginine-9- 

deglycinamidevasopr 

essin 


Vasopressin 


depression 


Vasopressin 
antagonist, 




vasopressin 
antagonist; diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
leart failure 



Product Name 


Chemical Name 


Action 


Indication 


MMPQ; SRC 820; 
SRC 820R 


2-methyl-3-(3- 

methyl-2-pyridinyl)- 

4(3H)-quinazolinone 


5HT neuromodulation 


epilepsy 


Adenosine regulating 
agents, epilepsy 


Unspecified 


adenosine regulating 
agent 


epilepsy 


Adenosine utilization 
inhibitors, epilepsy 


Unspecified 


adenosine regulating 
agent 


epilepsy 


GP3269;GP 13269 


7-(5-deoxy-beta-D- 

ribofuranosyl)-N-(4- 

fIuorophenyl)-5- 

phenyl-7H- 

pyrrolo[2,3- 

d]pyrimidin-4-amine 


adenosine regulating 
agent 


epilepsy 


SNAP 5114 


l-[2-[tris(4- 

niethoxyphenyl)meth 

oxy]ethyI]-3- 

piperidinecarboxylic 

acid 


amine uptake 
inhibitor 


epilepsy; anxiety; 
insomnia 
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LY 215490 


(3alpha,4aalpha,6beta 
, 8aalp}ia^~cl6caliydro~ 
6-[2-(lH-tetrazol-5- 
yl)ethyl]-3- 
isoquinolinecarboxyli 
c acid 


AMPA antagonist; 
glutamate antagonist 


epilepsy 


LY 293558 


[3S- 

(3 alpha,4aalpha, 6beta 
, 8 aalpha} J ~d ccaby dro - 
6-[2-(lH-tetraZol-5- 
vDethvll-S- 
isoqiiinolinecarboxyli 
c acid 


AMPA antagonist; 
glutamate antagonist 


heart ischemia; 
epilepsy 


SYM2189 


Unspecified 


AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


SYM 2206 


8-(4-aniinophenyI)-5- 
methyl-N-propyl- 1 ,3- 
dioxolo[4,5- 
g]phthaIazine-6(5H)- 
carboxamide 


AA^PA antagonist; 
glutamate antagonist 


stroke; epilepsy 


Pregabalin; CI 1008; 
PD 144723 


(S)-3-(aminomethyl)- 

5-methyl~hcxanoic 

acid 


analgesic 


q>ilepsy; pain 


mu-conopeptides 


Unspecified 


analgesic; peptide; 
sodium channel 
blocker 


pain; epilepsy 


ADD 196022 


4-[(4- 

ihlorophenyl)aniino] - 
6-methyl-2-oxo-3- 
cyclohexene-1- 
^arboxylic acid 
methyl ester 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


ADD 55051 


4- 

chlorobenzenesulfona 
tnide 


Antiepileptic agent 

wiLii U-ilojJwL/iliCU 

mechanism of action 


epilepsy 


AHN649 

. 


(9alpha, 1 3alpha, 1 4alp 
la)- 1 7-methyl- 
morphinan-3 -amine 


Antiepileptic agent 
mechanism of action 


spilepsy; neuropathy 


Ameltolide; LY 
201116; ADD 75073 


4-amino-N-(2,6- 

iimethylphenyl)benz 

amide 


Antiepileptic agent 
with unspecified 
mechanism of action 


spilepsy 


Anticonvulsant 


:R)-7-[1-(4- 
:hlorophenoxy)ethyl] 
[l,2,4]triazolo[l,5- 
i]pyrimidine 


Antiepileptic agent 
ivith unspecified 
nechanism of action 


epilepsy 
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Anticonvulsants 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Antiepileptic 


4-phenoxy-2-(4- 
propyl-1- 

piperazinyl)quinazoli 
ne 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Antiepileptic 


(S)-2-amino-4,5- 
dihydro-5-(2- 
methylpropyl)-4-oxo- 
lH-imidazole-1- 
carboxy lie acid 
phenylmethyl ester 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Antiepileptics 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


B 9 74 


N-(alpha, alpha, alpha- 
trifluoro-m- 
tolyl)pipera2ino-2- 
acetamido-4- 
tnethylthiazole 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Benzoidazoxan 


6,7-benzoidazoxan 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Carabersat; SB 
204269; SB 
204269EO 


(3R-trans)-N-(6- 

acetyl-3,4-dihydro-3- 

hydroxy-2,2- 

dimethyl-2H-l-be 

nzopyran-4-yl)-4- 

fluorobenzamide 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


CGS 18416 


Jnspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


CHF 2993 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


CHF 3381 


Jnspecified 


Antiepileptic agent 
with imspecified ' 
mechanism of action 


spilepsy 


D 20443 


;2-amino-4-[[(4- 
luorophenyl)methyl] 
amino]phenyl]carbam 
c acid ethyl ester 
iihydrochloride 


Antiepileptic agent 
with imspecified 
mechanism of action 


spilepsy 
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D2624 


Unspecified 


Antiepileptic agent 
with unspecified 
mschanism of action 


epilepsy 


Endixaprine; SR 
41378 


l-[6-(2,4- 
dichIorophenyl)-3- 
pyridazinyl]-4- 
piperidinol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


F721 


5-[4. 

^trifluoroniethyl)phen 
yI]-3-(diethylamino)- 
2,2-dimethylpropyl 2- 
furancarboxylic acid 
ester hydrochloride 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


FCE 23819 


Unspecified 


Antiepileptic agent 

Willi uil^jJwL/lllCU 

mechanism of action 


epilepsy 


Harkoseride; ADD 
234037 


Unspecified 


Antiepileptic agent 
with unspecified 

illwL'llaiiiaiil L>i dULlOn 


epilepsy 


Lodaxaprine; CM 
40907 


l-(6-(2- 

chlorophenyl)-3- 

pyridazinyI)-4- 

piperidinol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Loreclezole; R 72063 


(Z)-l-[2-chIoro-2- 
(2,4- 

iichlorophenyl)ethen 
yll-lH-l,2,4-triazole 


Antiepileptic agent 
with unspecified 
nechamsm of action 


epilepsy 


LY 193453 


Ameltotide derivative 


Antiepileptic agent 
vitii uiisj)6ci^6cl 
mechanism of action 


epilepsy 


LY 228721 


Bentamide amelotide 
derivative 


Antiepileptic agent 
vith unspecified 
mechanism of action 


epilepsy 


LY 274959 


Unspecified 


Antiepileptic agent 
ivith unspecified 
■nechanism of action 


spilepsy 


MS 16056 


soxazolyl)-3-(l- 
midazolyl)- 
Tiethylindole 
lydrochloride 


Antiepileptic agent 
ivith unspecified 
nechanism of action 


spilepsy 


NFS 1776 


Jn^ecified 

\ 
t 


Antiepileptic agent e 
vith vmspecified 
nechanism of action 


spilepsy 
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Oxcarbazepine; CGP 
47680; KIN 493; GP 
47680; TRILEPTAL; 
TOXECAR 


10,11-dihydro-lO- 
OXO-5H- 

dibenz[b,f]azepine-5- 
carboxamide 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy; diabetes; 
neuropathy 


Ro 70213 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


RWJ 37868 


2-(4-chlorobenzoyl)- 
4-[(l- 

piperidinyl)acetyl}- 
1 ,3,5-trimethylpyrrole 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


RX 751067 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


SL 900571 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Soretolide; D 2916 


2,6-dimethyl-N-(5- 
methyl-3- 

isoxazolyl)benzamide 
; aryl-isoxazole 
carboxamide 
derivative 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Stiripentol; BCX 
2600 


4,4-dimethyl-l-[(3,4- 
methylenedioxy)phen 
yl]-l-penten-3-ol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


rv 141 . 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


TV 1901 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


Epilepsy 


Clobazam; HR376; 
H 4723; LM 2717; 
NH 15; FRISrUM; 
CLIDIZAN; 
GRIFOCLOBAM; 
URBADAM; 
FRISIN; URBANYL; 
URBANIL; 
MYSTAN 


7-chloro-l-methyl-5- 
phenyl-lH-1,5- 
)enzodiazepine-2,4- 
[3H,5H)-dione 


jenzodiazepine 


anxiety; epilepsy 


GYKl 52466 


1 -(4-aminophenyl)-4- 

'nethyl-7,S- 
nethylenedioxy-SH- 
2,3 -benzodiazepine 


oenzodiazepine 


epilepsy 
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Midazolam; Ro 

213981/001; Ro 

213981/003; 

HYPNOVEL; 

VERSED; 

DORMICUM 


8-chloro-6-(2- 

fluorophenyl)- 1 - 

methyl-4H- 

imidazo[l,5- 

a] [ 1 ,4]benzodiazepin 


benzodiazepine 


anxiety; epilepsy 


Ro 417812 


Unspecified 


benzo di azepine 


epilepsy 


Ro 428773 


Unspecified 


benzodiazepine 


epilepsy 


FG 8205; L 663581 


7-chloro-4,5-dihydro- 

5- methyl-3-[5-(l- 
tnethyl ethyl)- 1 ,2,4- 
oxadiazoI-3-yl]-6H- 
imidazo[l,5- 

^] [ 1 ,4]benzodiazepin- 

6- one 


benzodiazepine 
partial agonist 


epilepsy; anxiety 


CNS 1067 


Unspecified 


calcium antagonist 


epilepsy 


U 54494A 


cis-3 4-dichloro-N- 

methyl-N-[2-(l- 

pyrrolidinyl)cyclohex 

yljbenzamide 

monohydrochloride 


calcium antagonist 


epilepsy 


NPS 846 


Unspecified 


calcium antagonist; 
analgesic 


stroke; epilepsy; pain 


Flunarizine; R 14950; 

FLUZINA; 

SIBELIUM; 

ZINASEN; 

SESNARBO; 

RIZENA; 

SINAZINE; 

HEADACHE; 

FLORIRATO; 

DffiSPRUDEL 


Unspecified 


calcium antagonist; 
vasodilator 


peripheral vascular 
disease; 
cerebrovascular 
disease; migraine; 
epilepsy 


CNS 2103 


Jnspecified 


calcium antagonist; 
venom 


spilepsy 


CPC 8027 


Unspecified 


:alcium channel 
blocker 


stroke; epilepsy 


CPC 8029 


Unspecified 


;alcium channel 
blocker 


stroke; epilepsy 


NS 696 


Jnspecified 

I 


:alcium channel e 
5locker 


jpilepsy 


drug delivery system, \ 
conopeptides 


Jnspecified c 

t 
c 

f 
t 


calcium channel t 
jlocker; sodium c 
channel blocker; t 
)otassium channel 
>locker; analgesic 


spilepsy; Parkinson 
iisease; stroke; pain; 
)rain ischemia 
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DP 16 


Acylglycerol 
derivative of BAPTA 


Calcium chelation 


epilepsy; stroke; heart 
ischemia 


AO 78 


Tetronic acid 

derviative, 

unspecified 


Calcium ion 
modulator 


epilepsy 


Topiramate; KW 
6485; McN 4853; 
RWJ 17021; 
rOPAMAX 


2,3:4,5-bis-0-(l- 

methylethylidene)- 

beta-D- 

fructopyranose 

sulfamate 


carbonate dehydratase 
inhibitor; sodium 
channel blocker; 
AMPA antagonist; 
GABA agonist; 
glutamate antagonist 


epilepsy; psychosis; 
depression 


Losigamone; AO 33 


5-[(2- 

chlorophenyl)hydrox 
ymethyI)-4-methoxy- 
2(5H)-furanon; 
tetronic acid 
derivative 


Chloride ion influx by 
GABA sensitive 
mechanism at a site 
distant from GABA 


epilepsy 


Levetiracetam; 
etiracetam, (S); UCB 
L059 (S); SIB SI (S); 
UCB L060 (R); UCB 
6474 (no stereo, 
etiracetam) 


(S)-alpha-ethyl-2- 
oxo-1- 

pyrrolidineacetamide 


cholinergic agonist 


epilepsy 


Dopamine D4 
receptor ligands 


Unspecified 


dopamine antagonist; 
dopamine D4 
antagonist 


attention deficit 
disorder; epilepsy; 
addiction 


ADD 17014 


4-[l-(4- 

chlorophenyl)-4,5- 
dihydro-lH- 1,2,3- 
triazol-5-yllpyridine 


excitatory amino acid 
antagonist 


epilepsy 


Excitatory amino acid 
antagonists 


Unspecified 


sxcitatory amino acid 
antagonist 


epilepsy; Alzheimer 
disease; stroke 


NPC 18123 


Unspecified 


3xcitatory amino acid 
antagonist; glutamate 
mtagonist 


epilepsy; stroke 


Dezinamide; AN 051; 
AHR 11748; ADD 
94057 


3-[(3- 

trifluoromethyl)pheno 
jcy]-l- 

azetidinecarboxamide 
[desmethyyl 
metabolite of 
Eluzinamide) 


Fluzinamide 
ierviative 


spilepsy 


1 -decpyrrolidinone 


-decanoyl-2- 
Dyrrolidinone 


jrABA agonist 


epilepsy 


1 -dodecpyrrolidinone 


I -dodecanoyl-2- ( 
ayrrolidinone | 


jABA agonist 


;pilepsy 
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GABA agonist, XR 
368 series 


(2aR*,5aR,7E,llE,14 

aS*,14bS*,14cS*)- 

2a,5a,6,9,10,13,14,14 

a, 1 4b, 1 4c-decahydro- 

4-hydroxy-5a,9,9, 1 2- 

tetramethyl-1,5- 

dioxacyclopenta[cd]c 

ycloundec[f]inden- 

3(2H)-one 


GABA agonist 


anxiety; epilepsy 


Ganaxolone; CCD 
1042 


(3alpha,5alpha)-3- 
hydroxy-3-methyl- 
pregnan-20-one 


GABA agonist 


epilepsy; migraine 


MDL 27192 


5-(4-chlorophenyl)-4- 
ethyl-2,4-dihydro-3H- 
1 ,2,4-triazo]-3-one 


GABA agonist 


epilepsy 


PD 144550 


(R)-3-(aminomethyl)- 
5 -methylhexanoic 
acid 


GABA agonist 


epilepsy 


R7621 


Nl-(3- 

trifluoromethylphenyl 
)N2-nicotinoyl 
piperazine 
hydrochloride 




epilepsy ■ 


Vigabatrin; gamma 
vinyl GABA; GYG; 
RMI 71754; MDL 
71754; RMI 71890; 
RMI 71894; 
SABRIL; 
SABRILEX 


4-amino-5-hexenoic 
acid 


GABA agonist 


epilepsy; addiction 


ZK 95962; ZK 45962 

■ 


ethyl 5-isopropyloxy- 
4-methoxymethyl- 
)eta-carboline-3- 
:arboxylate 


GABA agonist 


epilepsy; cognitive 
defect 


Milacemide; CP 
15525; CP 1552S 


2- 

Ij3entylamino)acetami 
le 


GABA agonist; MAO 
3 inhibitor MAO 
nhibitor 


spilepsy; Parkinson 


CGP 36742 


3- 

miinopropyl)butylph 
jsphinic acid 


GABA antagonist 

. 


epilepsy; Alzheimer 
iisease 


Rufinamide; CGP 
33101; RUF 331 


U[(2.6- 

lifluorophenyl)methy 

]-lH-l,2,3-triazole- 

kcarboxamide 


SABA antagonist 


spilepsy 
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Gabapentin; CI 945; 
GO 3450; GOE 2450; 
NEXJRONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


GAB A modulation 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


NNC 138119 


3-(5-cyclopropyl- 
1 ,2,4-oxadiazol-3-yl)- 
5,6-dihydro-5- 
methyl-6-oxo-4H- 
imidazo( 1 ,5-a)( 1 ,4) 
benzodiazepine; 
benzodiazepine 
derivative 


GABA modulation 


epilepsy; anxiety 


AWD 131138; AWD 
131-138 


1 -(4-chlorophenyI)- 
l,5-dihydro-4-(4- 
morpholinyl)-2H- 
imidazol-2-on e 


GABA modulator 


epilepsy; anxiety 


Co 21068 


(3aipha,5beta)-3-[(4- 

acetylphenyl)ethynyl] 

-21-(3-carboxy-l- 

oxopropoxy)-3- 

iydroxypregnan-20- 

one sodium salt 


GABA modulator 


epilepsy 


NNC 140189 


3 -( 5 -cy clopropyl- 

1 ,2,4-oxadiazol-3-yl)- 

7-fluoro-5-(4-methyl- 

1-piperazinyl)- 

imidazo[l,5- 

alquinazoline 


GABA modulator 


epilepsy 


NS 2552 


Unspecified 


GABA modulator 


anxiety; epilepsy 


NS 2608 


Unspecified 


GABA modulator 


epilepsy; anxiety 


NS 2664 


Unspecified 


GABA modulator 


epilepsy 


Retigabine; D 23129; 
GKE841 


2-amino-4-[[(4- 
!luorophenyl)methyI] 
amino]pheny I] carbam 
c acid ethyl ester 


GABA modulator; 
jotassium channel 
activator 


epilepsy 


Co 21970 

■ 


(3alpha,5aIpha)-3- 
hydroxy-3- 
trifluoromethyl)- 
pregnan-20-one 


GABA partial 
agonist; neuroactive 
steroid 


epilepsy 


Valproate 
magnesium; 
magnesium valproate; 
DEPAMAG; 
VALPAMAG 


2-propylpentanoic 
acid magnesium salt 


GABA release 


epilepsy 
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Valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; ABBOTT 
507 11; DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sodium salt (2:1) 


GABA release 


epilepsy; migraine; 

schizophrenia; 

depression 


Valproate sodium; . 
sodium valproate; 
NIK 240; SENITA; 
SELENICA 


2-propylpentanoic 
acid sodium salt 


GABA release 


Alzheimer disease; 
epilepsy 


CI 966 


l-[2-[bis[4- 

(trifluoromctiiyl)pli,cn 

yl]methoxy]ethyl]- 

l,2,5,6-tetrahydro-3- 

pyridinecarboxylic 

acid 


GABA uptake 
inhibitor 


epilepsy 


NNC711 


1,2,5,6-tetrahydro-l- 
[2- 

[[(diphenylmethylene 
)amino]oxy]ethyl]-3- 
pyridinecarboxylic 
acid 

monohydrochloride 


GABA uptake 
inhibitor 


epilepsy 


riagabine; tiagabine 
hydrochloride; NO 
050328; A 70569; 
NO 328; NNC 
050328; NNC 328; 
NN 301; ABT 569; 
GABITRIL; TIABIX 


(R)-l-[4,4-bis(3- 
methyl-2-thienyl)-3- 

-/liiciiyij" j~ 

piperidinecarboxylic 
acid 


GABA uptake 
inhibitor 


epilepsy 


3-isobutyl GABA 


3-(aminoethyl)-5- 
methylhexanoic acid 


glutamic acid 
decarboxylase 


ipilepsy 


SNAP 5294 


Jnspecified 


GATl transporter 


spilepsy; anxiety; 
nsomnia 


SNAP 5258 


Unspecified 


GAT3 transporter 


spilepsy; anxiety; 
nsomnia 


NNC 079202; FG 
9202 


l,2,3,4-tetrahydro-6- 
[iitro-2,3-dioxo- 
Denzo(f)quinoxaline- 
7-sulfon amide 


glutamate antagonist 


spilepsy; stroke 

• 
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Talampanel; LY 
300164 


(R)-7-acetyl-5-(4- 

aminopheny ])- 8 , 9 - 

dihydro-8-methyl- 

7H-l,3-dioxolo[4,5- 

h][2,3]benzodiazepin 

e 


glutamate antagonist; 
AMPA antagonist 


epilepsy; amyotrophic 
lateral sclerosis 


Excitatory amino acic 
antagonists 


Unspecified 


glutamate antagonist; 
excitatory amino acid 
antagonist; NMDA 
antagonist 


epilepsy; 

neurodegeneration 


CNS2 


Unspecified 


glutamate antagonist; 
mGluR antagonist 


epilepsy 


NPS 2390 


Unspecified 


glutamate antagonist; 
mGIuR antagonist 


pain; epilepsy 


ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


Dizocilpine; 
dizocilpine maleate; 
MK 801 


(-H)-10,ll-dihydro-5- 
methyl-5H- 
dibenzo[a,dJcyclohept 
en-5,10-imine 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke; 
neuropathy 


drug delivery system, 
felbamate; felbamate 
drug delivery system 


unspecified 


glutamate antagonist; 
NMDA antagonist 


epilepsy 


Felbamate; W 554; 
ADD 03055; 
FELBATOL; 
FELBAMYL; 
TALOXA 


2-phenyl-l ,3- 

propanediol 

dicarbamate 


glutamate antagonist; 
NMDA antagonist 


epilepsy 


GPI 3000; NPC 
17742 


[IR- 

alpha-amino-2-(2- 
3hosphonoethyl)cyclo 

acid 


glutamate antagonist; 
MM^DA antagonist 


epilepsy; stroke; 
neuropathy 


L 701324 


7-chloro-4-hydroxy- 
3-(3-phenoxyphenyl)- 
1 H^-Cjuino linone 


glutamate antagonist; 
NMDA antagonist 


spilepsy; stroke 


MDL 27266 

■ ■ 


5-(4-chlorophenyl)-4- 
sthyl-2,4-dihydro-2- 
cnethyl-3H- 1,2,4- 
triazol-3-one 


glutamate antagonist; 
*'JMDA antagonist 


spilepsy 


RPR 118723 


Unspecified 


glutamate antagonist; 
MMDA antagonist 


epilepsy 
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YKP 509 


Unspecified 


glutamate antagonist; 
NMDA antagonist 




Metabotropic 
glutamate receptor 
modulators 


Unspecified 


Glutamate receptor 
modulation 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


CNS1145 


N,N'-bisacenaphth-5- 
ylguanidine 


glutamate release 
inhibitor 


epilepsy 


glycine transporter 
modulator 


Unspecified 


glycine antagonist 


epilepsy; cognitive 
defect 


MDL 100458 


3- 

(beiizoylmethylamino 
)-6-chloro-lH-indole- 
2-carboxylic acid 


glycine antagonist 


epilepsy 


L 687414 


(3R-cis)-3 -amino- l- 
hydroxy-4-methyl-2- 
pyrrolidone 


glycine partial agonist 




hBGTl transporter 
modulator 


Unspecified 


hBGTl transporter 
modulator 


cpilcpsy^' Hiixicty 
insomnia 


AQ 0145 


4-[l-[(adamant-3- 

yl)iniinomethyl]piperi 

din-4-yllimidazole 


histamine antagonist; 
histamine H3 
antagonist 


epilepsy 


m-NBA 


2-aniino-3-(3- 
nitrobenzoyl)propano 
ic acid 


kynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease; Alzheimer 
disease 


FCE 26743 


(S)-2-[[[4-[(3- 
fluorophenyl)methox 
y]phenyl]methyl]ami 
no]propanamide 


MAO B inhibitor; 
MAO inhibitor 


epilepsy 


Remacemide, (-); 
FPL 14145; PR 

1032646; PR 1032- 
646 


(-)-2-amino-N-(l- 
methyl-1,2- 
diphenylethyl)acetam 
de 


NMDA antagonist 


epilepsy 


NMDA antagonists 


Jnspecified 


^JMDA antagonist; 
analgesic; glutamate 
antagonist 


schemia 


ACEA 1011 


Jnspecified 


^^"IDA antagonist; 
glutamate antagonist 


schemia; epilepsy 


CGP 37849 


[E)-(+,-)-2-amino-4- 
Tiethyl-5-phosphono- 
3-pentenoic acid 


NMDA antagonist; 
glutamate antagonist 


spilqjsy 


CGP 39551 

e 


E)-(+,-)-2-amino-4- 
nethy 1 -5 -phosphono- 
J-pentenoic acid 1- 
jthyl ester 


^MDA antagonist; 
glutamate antagonist 


epilepsy 
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CGP 401 16 


[R-(E)]-2-amino-4- 
methyl-5-phosphono- 
3-pentenoic acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


D-CPP 


(R)-4-(3- 

phosphonopropyl)-2- 
piperazinecarboxylic 
acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


FR 115427 


C+)- 1 -methyl- 1 - 
phenyl- 1,2,3, 4- 
tetrahydroisoquinolin 
e hydrochloride 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


L 701252 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


L 703717 


7-chloro-4-hydroxy- 
3-[3-(4- 

methoxyphenyl)meth 

yI]phenyl]-2(lH)- 

quinolinone 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


L 708541 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


LY 233536 


(3R- 

(3alfa,4aalfa,6beta,8a 

alfa))-decahydro-6- 

(lH-tetrazol-5- 

ylmethyl)-3- 

i so quinolin ecarboxy li 

c acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


LY 235723 


(2R-cis)-4-(lH- 

tetrazol-5-ylmethyl)- 

2- 

piperidinecarboxylic 
acid 


!^JMDA antagonist; 
glutamate antagonist 


epilepsy 


LY 274614 


(3 alpha,4aalpha,6beta 
8aalpha)-decahydro- 
6- 

[phosphonomethyl)- 
3- 

soquinolinecarboxyli 
z acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy; neuropathy 


MDL 100453 


'l-oxo-5-phosphono- 
D-norvaline 


MMDA antagonist; 
glutamate antagonist 


spilepsy; neuropathy; 
stroke 


MDL 104653 

■ 


7-chloro-4-hydroxy- 

3-phenyl-2(lH)- 

3|uinolinone 


h^MDA antagonist; 
glutamate antagonist 


epilepsy 
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MDL 105519 


(E)-3-(2-carboxy-2- 
phenylethenyl)-4,6- 
dichloro- 1 H-indole-2 
carboxylic acid 


NMDA antagonist; 
glutamate antagonist 


anxiety; epilepsy 


MDL 29814 


5,7 dichlorokynurenic 
acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


NMDA antagonist 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke; 
neuropathy 


NPS 1387 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


Remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
methyl-1,2- 

ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 
disease; 

neurodegeneration 


RPR 104632; RPR 
110754 


2-[(3- 

bromophenyl)methyl] 
-6,8-dichloro-3,4- 
dihydro-2H- 1,2,4- 
oenzothiadiazine-3- 
carboxylic acid 1,1- 
di oxide 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


ACEA 1416; 
NMCQX 


5-nitro-6-methyl-7- 

chloro-2,3- 

q uinoxalinedione 


NMDA antagonist; 

7llltflTrkSlt^ ant sacrrtnTcf • 
^iui,aillalw allldgUIlISL, 

analgesic 


epilepsy; pain; brain 
ischemia 


Conantokins 


Unspecified 


NMDA antagonist; 
glutamate antagonist; 


epilepsy; stroke; 
schizophrenia; pain; 
schemia 


ADCI; SGB017; 
ADCI 


10,ll-dihydro-5H- 
libenzo[a,d]cyclohept 
sn-5,10-imine-5- 
:^arb oxami de 


NMDA antagonist; 
glutamate antagonist; 
sodium channel 
) locker 


epilepsy; stroke 


oxytocin antagonist 


Unspecified 


axytocin antagonist; 
diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
tieart failure 


Conantokin G 


Jnspecified 


peptide; glutamate 
antagonist; NMDA 
mtagonist 


stroke; brain 
schemia; epilepsy 



SanDiego.144144.1 Page 2087 



BNSDOCID: <WO 0050639A2_I_> 



wo 00/50639 



PCT/USOO/01392 



Fosphenytoin; 
fosphenytoin sodium; 
prophenj^oin; ACC 
9653; CI 982; PD 
135711-15B; 
CEREBYX; PRO- 
EPANUTIN 


5,5-diphenyl-3- 

[(phosphonooxy)metl 

yl]-2,4- 

imidazohdinedione 


Phgnytoin prodrug; 
I fosphenytoin 
converted to 
phenytoin by 
endogenous 
phosphatases 


epilepsy 


proline transport 
inhibitors 


Unspecified 


Proline transporter 
inhibitor 


epilepsy; stroke 


INK 3 inhibitors 


Unspecified 


signal transduction 
inhibitor 


epilepsy 


Zonisamide; 
fenisoxine; AD 810; 
CI 912; PD 110843; 
EXCEGRAN; 
EXEGRAN; 
ZONEGRAN 


1 ,2-benzisoxazole-3- 
methansulfonamide 


Sodium and calcium 
voltage sensitive 
channel blockade 


epilepsy 


534U87; BW 534U87 


Unspecified 


sodium channel 
blocker 


epilepsy 


AWD 140190 


4-(4-bromophenyl)-3- 
(4-morphoIinyl)- 1 H- 
pyrrole-2-carboxylic 
acid, methyl ester 


sodium channel 
blocker 


epilepsy 


Co 102862 


2-[[4-(4- 

fluorophenoxy)pheny 
l]methylene]hydrazin 
ecarboxamide 


sodium channel 
alocker 


epilepsy 


GW 273293 


Unspecified 


sodium channel 
blocker 


epilepsy; depression 


Lamotrigine; BW 
430C; LAMICTAL 


6-(2,3- 

dichlorophenyl)- 

l,2,4-triazine-3,5- 

diamine 


sodium channel 
jlocker 


epilepsy; psychosis; 
depression 


PlsnJ151774E 

■ 

■ 


[2S)-2-[[[4-[(3- 

fluorophenyl)methox 

y]phenyl]methyl]ami 

nojpropanamide 

-nonomethanesulfonat 


sodium channel 
blocker; calcium 
shamiel blocker; 
MAO B inhibitor; 
MAO inhibitor 


spilepsy; Parkinson 
disease; brain 
schemia 


taurine transporter 
modulator 


Unspecified 


raurine transporter 
nhibitor 


epilepsy; brain 
schemia 


MDL 27531 

•■ 


^-methyl-3- 
methylsulphonyI)-5- 
Dhenyl-4H- 1,2,4- 
Tiazole 


riazole ( 


^ilepsy 
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A 76895; ABBOTT 
76895 


Unspecified 


Valproic acid 
derivative 


epilepsy 


Anticonvulsants 


Unspecified 


Valproic acid 
derivative 


epilepsy 


Antiepileptics 


Unspecified 


Valproic acid 
derivative 


epilepsy 


CHF 1504 


Unspecified 


Valproic acid 
derivative 


epilepsy 


ElAP-valproic acid; 
DP VPA 


Unspecified 


Valproic acid 
derivative 


epilepsy 


ABS 103; ABS-103R 


Unspecified 


Valproic acid 
derviative 


epilepsy 


CHF 1355 


Unspecified 


Valproic acid 
derviative 


epilepsy 


Vasopressin 
antagonist 


Unspecified 


vasopressin 
antagonist; diuretic 

■ 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
lieart failure 



Table 30. Current Candidate Therapeutic Interventions for the Treatment of 
Huntington's Disease 



Product Name 


Chemical Name 


Action 


Indication 


Neurodegenerative 
disease therapy 


Unspecified 


apoptosis inhibitor 


Neurodegeneration 


Brain-derived 
neurotrophic factor; 
BDNF; 


BDNF, and 
derivatives 


BDNF, growth factor; 
neurotrophic factor 


amyotrophic lateral 
sclerosis; neuropathy 


Dopamine release 
inhibitor 


Unspecified 


Calcium antagonist 


schizophrenia 


Cardiotrophin-1 
secreting implant; 
cardiotrophin-1 
secreting implant 


Cardiotrophin-1 and 
derivatives 


Cardiotrophin-1; 
growth factor 


amyotrophic lateral 

sclerosis; 

neurodegeneration 


Tacrine; THA; 
tetrahydroaminacrine; 
CI 970; COGNEX 


l,2,3,4-tetrahydro-9- 
acridinamine 


cholinesterase 
inhibitor 


Alizheimer disease 


AXOKINE 


Ciliary neurotrophic 
factor derivative 


CNTF, growth factor 


amyotrophic lateral 
sclerosis; obesity; eye 
disease 


Ciliary neurotrophic 
factor; CNTF; CNTF 
delivery system 


CNTF and derivatives 


CNTF, growth factor 


amyotrophic lateral 
sclerosis; neuropathy 
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Estrogens 


Estrogen and 
derivatives 


estrogen 


neuropathy; 
Alzheimer disease 


SYM2101 


Unspecified 


glutamate agonist; 
AMPA partial a^onis 


neurological 


SYM 2250 


Unspecified 


glutamate agonist; 
AMPA partial agonisi 


neurological 


SYM 2007 


Unspecified 


glutamate agonist; 
kainate partial agonist 


neurological 


SYM 2192 


Unspecified 


glutamate agonist; 
kainate partial agonist 


neurological 


SYM 1010 


Unspecified 


glutamate agonist; 
NMDA partial 
agonist 


neurological 


SYM 2315 


Unspecified 


glutamate agonist; 

NMDApartial 

agonist 


neurological 


Riluzole; PK 26124; 
RP 54274; RJLUTEK 


6-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


MAb, major 
histocompatibility 
complex I; F(ab')2, 
MHCI 


Monoclonal antibody 
fragment 


Immunomodulation 


transplant rejection 


Nerve growth factor 
secreting implant 


NGF and derivatives 


NGF, growth factor 


Neurodegeneration; 
neuropathy 


Remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
methyl-1,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 
disease; 

neurodegeneration 


Idebenone; CV 2619; 
AVAN; 

LUCEBANOL; 

GENICERAL; 

MNESIS; DARUMA; 

NEMOCBBRAL; 

KEDANON; 

ARZKAT; 

DAYSTROM 


2-(l 0-hydroxydecyl)- 
5,6-dimethoxy-3- 
methyl-2,5- 
cyclohexadiene- 1 ,4- 
iion e 

— — 


Nootropic agent 


cognitive defect 


Neu.rotrophin-3 
secreting implant 


nT-3 and derivatives 


^T-3, growth factor 


A-Izheimer disease; 
*arkinson disease; 
leuropathy 


Neurotrophin-4; NT-4 


MT-4 and derivatives 


NT-4, growth factor 


leuropathy; diabetes 
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Nalmefene; 
nalmetrene; JF 1 ; 
[NCYSTENE; 
ARTHENE; 
FEN ARC; 

CERVENE; REVEX 


17- 

(cyclopropylmethyl)- 

4,5alpha-epoxy-6- 

methylenemorphinan- 

J, I *t— UlOl 


opiate antagonist; 
NSAID 


intoxication; 
alcoholism; pruritis; 
obesity; neurological 
depression; 
rheumatoid arthritis; 
cystitis; trauma 


Synthetic opioid 
alkaloids 


Unspecified 


Opioid ligand 


Neurodegeneration 



Product Name 


Chemical Name 


Action 


Indication 


ALX 0646 


r Tn cn p'f* 1 ■fi t^A 


jxii agonist 


migraine 


CP 122288 


(R)-N-niethyl-3-[(l- 
methyl-2- 

pyrrolidinyl)methyl]- 
methanesulfonamide 


5HT agonist 


migraine 


IS 159 


Unspecified 


5HT agonist 


migraine 


avitriptan; avitriptan 
fumarate* BMS 
1 80048; BMS 
1 8004802 


3- [3-[4-(5-methoxy- 

4- pynmidinyl)- 1 - 
piperazinyI]propyl]- 

M-Tnf»tV>vl-1 H-inHr»1p_ 
i>( • iiiciii^ I- 1 jn-iiiuoic- 

5- 

methanesul fonamide 


5HT agonist; 5HT1 
agonist 


migraine 


BW 324C91 


Unspecified 


5HT agonist; 5HT1 
agonist 


migraine 


CP 110330 


N,N-dimethyl-5-[4- 
r(phenylaniino)methy 
I]-2-thiazolyl]-lH- 
indole-3-ethananiine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(phenylmethyl)-2- 
thiazolyl]- 1 H-indol6- 
3-ethanamine 


5HT agonist; 5HT1 
agonist 


migrame; anxiety; 
depression 


D 1997 


2- 

quinolineethanamine 


5HT agonist; 5HTI 
agonist 


migraine 


GR 127607 


Unspecified 


5HT agonist; 5HT1 
agonist 


migraine 


GR 40370 


Unspecified 


5HT agonist; 5HT1 
agonist 


migraine 
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Naratriptan; 
naratriptan 
hydrochloride; GR 
85548; GR 85548A; 
GR 85548X; 
NARAMIG; 
AMERGE 


N-methyl-3-(l- 
methyl-4- 
piperidinyl)-lH- 
indole-5- 

ethanesulfonamide 


5HT agonist; 5HT1 
agonist 


migraine 


Sumatriptan; GR 
43175; GR 43 175X; 
GR 43 175 A; GR 
43175C; SN308;GW 
102; IMIGRAN; 
IMITREX; 
SUMADOL; 
IMIJECT; 
ARCOIRAN 


3-[2- 

(dimethylamino)ethyl 

]-N-methyl-lH- 

indole-5- 

methanesulfonamide 


5HT agonist; 5HT1 
agonist 


migraine 


tonabersat; SB 
220453 


(3S-cis)-N-(6-acetyl- 

3,4-dihydro-3- 

hydroxy-2,2- 

dimethyl-2H-l-benz 

pyran-4-yl)-3-chjoro- 

4-fluorobenzamide 


5HT agonist; 5HT1 
agonist 


migraine 


CP 93129 


l,4-dihydro-3- 
( 1,2,3, 6-tet^ahyd^o-4- 
pyridinyl)-'5H- 
Dyrrolo[3,2-b]pyridin- 
5 -one 


5HT agonist; 5HT1B 
agonist 


migraine 


Frovatriptan; VML 
251; SB 209509; 
MIGUARD 


(R)-2,3,4,9- 
tetrahydro-3- 
(methylamino)- 1 H- 
carbazole-6- 
carboxamide 


5HT agonist; 5HT1B 
agonist; 5HT1D 
agonist 


migraine 


rizatriptan; rizatriptan 
benzoate; rizatriptan 
sulfate; MK 462; 
MAXALT 


M,N-dimethyl-5-(lH- 
1,2,4-triazol-l- 
ylmethyl)- 1 H-indole- 
3-ethananiine 


5HT agonist; 5HT1B 
agonist; 5HT1D 
agonist 


migraine 


Almotriptan; LAS 
31416 


l-[[[3-[2- 

dimethylamino)ethyl 
-lH-indol-5- 
/l]methyl]sulfonyl]py 
Tolidine 


5HT agonist; 5HT1D 
agonist 


migraine 
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alniditan; R 91274; 

PASMIGREN; 

PASMIGRINE 


CR)-N-[(3,4-dihydro- 
2H- 1 -benzopyran-2- 
yl)methyl]-N'- 
(1,4,5,6- 

tetrahydropyrimidin- 

2-yl)propane-l,3- 

diamine 


|5HT agonist; 5HT1D 
agonist 


migraine 


AT V 1 OOO 

A_LX 1323 


Unspecified 


5HT agonist; 5HT1D 
agonist 


migraine 


aromatic triflates, 


Unspecified 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


eletriptan; UK 
1 16044; RELPAX 


(R)-3-[(l-methyl-2- 

pyrrolidinyl)methyl]- 

5-[2- 

(phenylsulfonyl)ethyl 
]-lH-indole 


5HT agonist; 5HT1D 
agonist 


migraine 


GMC 2020 


Unspecified 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


GMC2021 


Trifluoromethanesulf 
onic acid 3-[2- 
(dimethylamino)ethyl 
]-lH-indol-5-yI ester 
(1:1) ethanedioate 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


L 741519 


3-(l-methyl-4- 
piperidinyl)-5-(4H- 
l,2,4-triazol-4-yl)- 
IH-indole 


5HT agonist; 5HT1D 
agonist 


migrame 


L 741604 


N[,N-dimethyl-5-(4H- 
l,2,4-triazoI-4-yl)- 
lH-indole-3- 
sthanamine 


5HT agonist; 5HT1D 
agonist 


migrame 


LAS 31727 


Jnspecified 

'c 


5HT agonist; 5HT1D i 
igonist 


nigraine 


VS 395 : 
c 

f 

1 

r 

; 


J-[3-[4-(5,6- f 

iimethoxy-4- e 

)yrimidinyl)-l- 

ip eraziny IJpropy 1 ] - 

vf-methyl- 1 H-indole- 

lethanesulfonamide 


5HT agonist; 5HT1D t 
Igonist 


nigrame 
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F 1 1356; L 0076 


l-[[[3-(2- 
aminoethy 1)- 1 H- 
indol-5- 

yl]oxy]acetyl]-4-(4- 

cyanopheny])piperazi 

ne 

monohydrochlcride 


5HT agonist; 5HT1D 
agonist; 5HT1B 
agonist 


migraine 


Zolmitriptan; 
311C90; BW 
311C90; ZOMIG 


(S)-4-[[3-[2- 

(diniethylamino)ethyl 

]-lH-indo]-5- 

yl]methyl]-2- 

oxazolidinone 


5HT agonist; 
SHTlDalpha agonist; 
SHTlDbeta agonist; 
5HT1B agonist 


migraine 


LY 334370 


4-fluoro-N-[3-(l- 
methyl-4- 
piperidinyl)-lH- 
indo]-5-y]]ben2amide 


5HT agonist; 5HTIF 
agonist 


migraine 


selective serotonin IF 
receptor agonists. 


Unspecified 


5HT agonist; 5HT1F 
agonist 


migraine 


Sergolexole; 
LY281067 


trans-4- 

methoxycyclohexyl 
l-isopropyl-6- 
methylergoline-Sbeta- 
carboxylate 


5HT antagonist; 
5HT2 antagonist 


migrame 


tropoxin 


0-(3,4,5- 

trimethoxybenzoyl)ox 
ime-8-methyl-8- 
azabicyclo[3.2. 1 ]octa 
n-3-one 

monohydrochloride 


5HT antagonist; 
5HT2 antagonist 


migrame 


dotarizine; FI 6026 


1 -(dipheny Imethyl)- 
4-[3-(2-phenyl-l,3- 
dioxolan-2- 
yl)propyllpiperazine 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist; 
calcium antagonist 


migraine 


Bemesetron; MDL 
72222 

■ 


3,5-dichlorobenzoic 
acid, endo-8-methyl- 
3- 

a2abicyclo[3.2.1]oct- 
3-yl ester 


5HT antagonist; 
5HT3 antagonist 


5mesis; migraine 


LY 53857 ( 

( 
I 

I 

1 

t 
e 
i 


8beta)-6-methyl-l- 
1- 

nethylethyl)ergoline- 
?-carboxylic acid 2- 
lydroxy- 1 - 
nethyipropyl 
;ster,(Z)-2- 
mtenedioate (1:1) 


5HT antagonist; i 
/asodilator 


nigraine 
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fluoxetine, (R)-; (R)- 
fluoxetine 


(R)-N-methyl- 

gamma-[4- 

(trifluoromethyl)phen 

oxy]benzenepropana 

mine 


5HT reuptake 
inhibitor 


migraine; cognitive 
defect; depression 


fluoxetine, (S)-; (S)- 
fluoxetine 


(S)-N-methyl- 

gamma-[4- 

(trifluoromethyl)phen 

oxyjbenzenepropana 

mine 


5HT reuptake 
inhibitor 


migraine 


5HT4 human 
neuroreceptor; 
neuroreceptor, 5HT4 


Unspecified 


5HT4 human 
neuroreceptor; 


Irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


drug delivery system, 
transdermal lidocaine; 
PAINTROL TW; 
PAINTROL HM; 
PAINTROL TV 


unspecified 


analgesic 


pain; migraine 


CNS5161 


N'-[2-chloro-5- 

(methylthio)phenyl]- 
N-methyl-N-[3- 
(methylthio)phenyl]g 
uanidine 

monohydrochloride 


analgesic; NMDA 
antagonist; glutamate 
antagonist 


pain; migraine; 
neuropathy 


nebivolol; narbivolol; 
R 67555; R 65824; 
ME 3255; R 67138; R 
67145; R 065824; 
NEBILET; 
LOBIVON 


[2R*[R*[R*(S*)]]]- 
alpha,alpha'- 
iminobis(methylene) 
bis[6-fluoro-3,4- 
dihydro-2H-l- 
Denzopyran-2- 
methanoll 


beta adrenergic 
antagonist; betal 
adrenergic antagonist; 
nitric oxide activator; 
vasodilator 


hypertension; 
migraine; heart 
failure 


drug delivery system, 

intranasal 

propranolol; 

propranolol 

intranasal; 

MIGRASTAT 


Unspecified 


Deta adrenergic 
mtagonist; beta2 
idrenergic antagonist 


nigraine 


Bradykinin 
antagoni st/mu 
agonist, 


Jnspecified [ 

I 
i 

£ 
I 


jradykinin 

mtagonist; mu t 
igonist; opiate 
igonist; analgesic;' 
srSAID 


nflammation; pain; 
nigraine 
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calcitonin gene- 
related peptide 
(CGRP) receptor 
modulators, 


Unspecified 


Calcitonin gene 
related peptide 
modulation 


migraine; diabetes 


Nimodipine; BAY e 

9736; BAY N 5248; 

BAY N 5427; 

NIMOTOP; 

NIMOTAP; NIVAS; 

IROPOCER; 

EUGERIAL; 

NIMODILAT; 

CEBROFORT; 

KENESIL; 

GENOVOX 


l,4-dihydro-2,6- 
dimethyl-4-(3- 
nitrophenyl)-3,5- 
pyridinedicarboxylic 
acid 2-methoxyethyl 
1 -methylethyl ester 


calcium antagonist 


migraine; cognitive 
defect; Alzheimer 
disease; brain 
ischemia 


Flunarizine; R 14950; 

FLUZINA; 

SIBELIUM; 

ZINASEN; 

SESNARBO; 

EUZENA; 

SINAZINE; 

HEADACHE; 

FLORIRATO; 

DIESPRUDEL 


Unspecified 


calcium antagonist; 
vasodilator 


peripheral vascular 
disease; 

cerebrovascular 
disease; migraine; 
epilepsy 


Lomerizine; KB 
2796; TERRANAS 

XATD. ■N/TT/^CTC' 

1 A±>, JVLiVjoIo 


l-[bis(4- 

£luorophenyl)methyl] 
-4-[(2,3,4- 

trimethoxyphenyl)me 
thyl]piperazine 


calcium antagonist; 
vasodilator 


hypertension; 
migraine 


BIBN 4096 


Unspecified 


CGRP antagonist 


migraine 


botulinum toxin type 
A; Clostridium 
botulinum toxin type 
A; OCULINUM; 
dU 1 UX 


jotulin A 


cholinergic 
antagonist; muscle 
relaxant 


muscle spasm; eye 
disease; migraine 


Ganaxolone; CCD 
1042 

.. 


(3alpha,5alpha)-3- 
hydroxy-3 -methyl- 
pregnan-20-one 


GABA agonist 


epilepsy; migraine 


valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; ABBOTT 
50711; DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sodium salt (2:1) 


GABA releasing 
agent 


epilepsy; migraine; 

schizophrenia; 

depression 



San Diego-144144. 1 Page 2096 



BNSDOCID: <WO ^00S0639A2J_> 



wo 00/50639 



PCT/USOO/01392 



4991W93 


Unspecified 


Inflammation 
inhibitor 


migraine 


FK888 


trans-4-hydroxy- 1 - 

[( 1 -methyl- 1 H-indoI- 

3-yl)carbonyl]-L- 

propyl-N- methyI-3- 

(2-naphthalenyI)-N- 

(phenylmethyl)-L- 

alaninamide 


neurokinin antagonist 


asthma; migraine 


lanepitant; LY 
303870 


(R)-N-[2-acetyl[(2- 
methoxyphenyl)meth 
yI]amino3-l-(lH- 
indol-3- 

ylmethyl)ethyl]-[l,4'- 

bipiperidine]-!'- 

acetamide 


neurokinin 
antagonist; analgesic; 
neurokinin 1 
antagonist 


asthma; pain; 
migraine 


GR 205171 


(2S-cis)-N-[[2- 
methoxy-5-[5- 
(trifluoromethyl)-lH- 
tetrazol-l- 

yl]phenyl]methyl]-2- 

phenyl-3- 

piperidinamine 


neurokinin 
antagonist; 
neurokinin 1 
antagonist 


emesis; migraine 


neutral 

endopeptidase; NEP 


Unspecified 


neutral 

endopeptidase; 

proteinase; 

metalloproteinase 


cancer; migraine; 
inflammatory bowel 
disease; 
mflammation; 
asthma; respiratory 
disease 


nitric oxide inhibitor. 


unspecified 


aitric oxide inhibitor 


migraine 


diclofenac potassium; 

CGP 45840B; 

CATAFLAM; 

CATAFLAN; 

DICLOFEN; 

VOLTAREN 


potassium (o-(2,6- 

iichloroanilino)- 

phenyl)acetate 


NSAID 


[nflammation; 
migraine; surgery 


dapitant; RPR 100893 

[ 

r 
c 
c 
i 


3aS- £ 
2(R*),3aalpha,4beta, i 
7aalpha] ] -octahy d ro- 
t-(2-methoxyphenyI)- 
l-[2-(2. 

nethoxyphenyl)- 1 - 
)xopropyl]-7,7- 
iiphenyl-lH- 
soindoI-4-ol 


ubstance P £ 
mtagonist; NSAID i 
r 


isthma; 

nflammation; 

nigraine 
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BMS 182246 


Unspecified 


Sumitripan-like 
activity 


migraine 


ALX 0625 


Unspecified 


Unspecified 


migraine 


BMS 181885 


3-[[3-[3-[4-(5- 

methoxy-4- 

pyrimidinyl)-l- 

piperazinyljpropyl]- 

lH-indol-5- 

yI]amino]-4-methyl- 

3-cyclobutene-l,2- 

dione 


Unspecified 


migraine 


drug delivery system, 
solid liquid polymer, 
migraine therapy 


Unspecified 


Unspecified 


migraine 


migraine therapy 


Unspecified 


Unspecified 


migraine 


Parthenolide 


Unspecified 


Unspecified 


migraine 


SB 218842 


Unspecified j 


anspecified 


migraine 



Table 32. Current Candidate Therapeutic Interventions for the Treatment of Multiple 
Sclerosis 



Product Name 


Chemical Name 


Action 


Indication 


RG 13577 


(4- 

hydroxyphenoxy)acet 
ic acid, polymer v^ith 
formaldehyde 
monoammoniate 


angiogenesis 
inhibitor; FGF 
antagonist 


restenosis; multiple 
sclerosis 


VLA4 integrin 
antagonist. 


unspecified 


cell adhesion 
inhibitor; integrin 
antagonist; VLA 4. 
antagonist; NSAID 


asthma; rheumatoid 
arthritis; multiple 
sclerosis 


drug delivery system, 
corticotropin; 
corticotropin delivery 
system; drug delivery 
system, ACTH 


Unspecified 


Corticotropin; 
hormone 


multiple sclerosis 


interferon agonists, 


Unspecified 


cytokine agonist; 
NSAID 


cancer; viral 
infection; infectious 
disease; multiple 
sclerosis 


gene therapy, 
cytokines. 


Unspecified 


cytokine; 

immunosuppressant 

■ 1 


autoimmune disease; 
rheumatoid arthritis; 
diabetes; multiple 
sclerosis | 
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Interleukin-lO; IL-10 
cytokine synthesis 
inhibitory factor; 
CSIF; SCH 52000; 
TENOVIL 


; interleukin 1 0 (huma 
clone pH15C) 


1 cytokine; vaccine 
adjuvant; 

immunosuppressant; 
NSAID 


autoimmune disease; 
inflammatory bowel 
disease; rheumatoid 
arthritis; multiple 
sclerosis; psoriasis; 
HIV infection; viral 
infection 


Spirogermanium; 
NSC 192965; SPIRO 
32 


8,8-diethyl-N,N- 
■dimethyl-2-aza-8- 
gennaspiro[4.5]decan 
e-2-propanamine 


DMARD; NSAID 


malaria; multiple 
sclerosis; rheumatoid 
arthritis; cancer 


SRI 62834 


(+,-)- 2- 

[[hydroxy[[tetrahydro 
-2- 

[(octadecyloxy)methy 
l]-2- 

furanyl]methoxy]pho 
sphinyI]oxy]-N,N,N- 
trimethyl- 
ethanamium, inner 
salt. 


ether lipid 


cancer; multiple 
sclerosis 


Transforming growth 
factor beta 2; TGF 
beta2; FOVALIN; 
BetaKine 


Unspecified 


growth factor; 
cicatrizant 


retinopathy; 
osteoporosis; skin 
ulcer; multiple 
sclerosis 


GPI 1046 

■ 


l-(3,3-ciiniethyl-l,2- 
dioxopentyl)-L- 
proline 3-(3- 
pyridinyDpropyl ester 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
i'arkinson disease; 
multiple sclerosis; 
neuropathy 


NIL-A 


Unspecified 


growth factor; 
neurotrophic factor 

■ 


(\lzheimer disease; 
Parkinson disease; 
nultiple sclerosis; 
leuropathy 


neural progenitor 
regulatory factor 


Jnqjecified 

i 


^owth factor; i 
jeptide; neurotrophic t 
actor t 


nultiple sclerosis; 
rauma; 

leurodegeneration 


AG 284 

I 


VIHC molecule with I 
nyelin basic protein 


mmunomodulation t 


nultiple sclerosis 


Multiple sclerosis ( 
therapy ^ 


Z;himeric virus I 
) articles 


mmunomodulation r 


nultiple sclerosis 


Oligodendroglial I 
trophic factor; OTF 


'eptide I 


mmunomodulation r 


nultiple sclerosis 


RecepTox-MBP c 


>eptide; fusion toxin I 


mmunomodulation r 


nultiple sclerosis | 



SanDiego-144144.1 Page 2099 



BNSDOCID: <WO 0050a3SA2J_> 



wo 00/50639 



PCT/USOO/01392 



MAb, 23F2G; MAb, 
leukointegrin; Hu 
23F2G; LeukArrest 


23F2G; MAb, 
leukointegrin 
monoclonal antibody 


Immunomodulation; 


multiple sclerosis; 
cardiovascular 
disease; myocardial 
infarction; stroke 


MAb, OX40-ricin A; 
immunotoxin OX40- 
ricin A 


Immimotoxin 
monoclonal antibody; 


Immunomodulation; 


multiple sclerosis 


MAb, alpha4betal 
integrin; AN 100226; 
ANTEGREN 


Unspecified 


Immunomodulation; 
monoclonal antibody 


multiple sclerosis; 
Crohn disease; 
ulcerative colitis 


MAb, Ml 


Unspecified 


Immunomodulation; 
monoclonal antibody 


trauma; multiple 
sclerosis 


MAb, humanized, 
leukemia; MAb, 
IgG2B; LDP 03; BW 
7U; CAMPATH; 
CAMPATH-IH 


Unspecified 


Immunomodulation ; 
monoclonal antibody; 
NSAID 


rheumatoid arthritis; 
cancer; multiple 
sclerosis; transplant 
rejection 


ABR 215062 


Unspecified 


Immunomodulator 


multiple sclerosis 


Glatiramer acetate; 
copolymer 1 ; COP 1 ; 
COPAXONE 


L-giutamic acid 
polymer with L- 
alanine, L-lysine and 
L-tyrosine, acetate 
(salt) 


[mmunomodulator 


multiple sclerosis 


PA 1093 


Herpes virus 6 protien 
derivative 


Immunomodulator 


multiple sclerosis 


Roquinimex; LS 

2616;FCF89; 

LINOMIDE 

• 


l,2-dihydro-4- 
hydroxy-N,l- 
dimethyl-2-oxo-N- 
phenyl-3- 

quinolinecarboxamid 

e 


immunostimulant 


multiple sclerosis 


AI 101 


Unspecified 


immunosuppressant . 


multiple sclerosis 


AI 102 


Unspecified 


mmunosuppressant 


multiple sclerosis 


GalaptinL-14-1; 
immunomodulatory 
lectin- 1;IML-1 


Unspecified 


immunosuppressant 


transplant rejection; 
multiple sclerosis 


PEPTIMER 


Unspecified 


immunosuppressant 


autoimmune disease; 
multiple sclerosis; 
rheumatoid arthritis; 
diabetes 


AI 100; MYLORAL 


Jnspecified 


mmunosuppressant 


multiple sclerosis 
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Gusperimus; 
gusperimus 
hydrochloride; 
deoxyspergualin, 15-, 
desoxyspergualin; 
DSG;NKT01; NSC 
356894; BMS 
181173; BMY 42215- 
1; SPANIDIN; 
SUPANIDIN 


(+,-)-7- 

[(aminoiminomethyl) 

amino]-N-[2-[[4-[(3- 

aminopropyl)amino]b 

utyl]amino]-l- 

hydroxy-2- 

oxoethyljheptanamid 

e 


immunosuppressant 


transplant rejection; 
multiple sclerosis; 
cancer 


MAb, gamma 
interferon, 

humanized; SMART 

anti-gamma 

interferon 


Unspecified 


immunosuppressant 
monoclonal antibody; 


systemic lupus 
erythematosus; 
multiple sclerosis 


Lymphocyte 
activation gene 3 
protein; LAG 3 
protein 


Unspecified 


immunosuppressant; 
biotechnology 


transplant rejection; 
multiple sclerosis 


MP 4 


Unspecified 


immunosuppressant; 
biotechnology; 
apoptosis inducer 


multiple sclerosis 


ATP 012; TP 12 


Unspecified 


immunosuppressant; 

oiotechnology; 

peptide 


multiple sclerosis 


MAb, T cell antigen 
receptor; ATM 027; 
TM 27 


Unspecified 


Immunosuppressant; 
monoclon^ antibody; 


multiple sclerosis 


Priliximab; MAb, 
humanized CD4; cM- 
T412; CEN 000029; 
CENTARA 

■ 

( 


Immunoglobulin Gl 
human-mouse 
monoclonal cm-T412 
inti-human antigen 
3D 4), disulfide with 
luman-mouse 
nonoclonal cm- 
r4 1 2 .kappa, -chain, 
limer 


immunosuppressant; 
monoclonal antibody; 
NTSAID 


multiple sclerosis; 
autoimmune disease; 
rheumatoid arthritis 


Lenercept; tumor I 
necrosis factor 
receptor fusion 
protein; TNF receptor 
fusion protein; Ro 
452081; TENEFUSE 


Jnspecified i 
I 


mmunosuppressant; r 
s[SAID £ 
r 


heumatoid arthritis; 
isthma; septic shock; 
nultiple sclerosis 
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MAb, CD40 ligand; 
5C8; ANTOVA 


Unspecified 


immunosuppressant; 
NSAID 


inflammation; 
systemic lupus 
erythematosus; 
multiple sclerosis 


Autoimmune disease 
therapy. 


Unspecified 


immunosuppressant; 
NSAID 


rheumatoid arthritis; 
multiple sclerosis; 
systemic lupus 
eiythematosus 


Cladribine; 2-CdA; 
NSC 105014F; RWJ 
26251; LEUSTATIN; 
LEUSTAT; 
MYLINAX 


2-chloro-2'- 
deoxyadenosine 


immunosuppressant; 
nucleoside analogue; 
NSAID 


cancer; multiple 
sclerosis; rheumatoid 
arthritis 


ZAP inhibitors, Ariad 


unspecified 


immunosuppressant ; 
protein kinase 
inhibitor; tyrosine 
kinase inhibitor; 
NSAID 


transplant rejection; 
rheumatoid arthritis; 
inflammatory bowel 
disease; systemic 
lupus erythematosus; 
multiple sclerosis 


alpha4betal integrin 
antagonist 


Unspecified 


integrin antagonist; 
cell adhesion 
inhibitor; alpha4 
betal integrin 
antagonist 


multiple sclerosis 


VLA-4 antagonists, 
inflammatory 
diseases; BIO 1211 


N-[[4-[[[(2- 

methylphenyl)amino] 

carbonyl] aminojphen 

yI]acetyl]-L-leucyl-L- 

alpha-aspartyl-L- 

valyl-L-proline 


integrin antagonist; 
VLA 4 antagonist 


asthma; multiple 
sclerosis 


Interferon beta- la; 
IFN beta; AVONEX 


interferon beta- la 


mterferon 


viral infection; 
multiple sclerosis; 
lancer 


Interferon beta- la; 
interferon beta; IFN- 
beta; REBIF 


Unspecified 


nterferon 


:ancer; viral 
nfection; multiple 
sclerosis; 

nflammatory bowel 
disease 


Interferon beta- lb; 
interferon beta-serine; 
SH 579; ZK 157046; 
BETASERON; 

beneseronI 
betaferon 


Z-166-interferon beta 
I (human fibroblast 
■educed) 


nterferon 

c 


iiultiple sclerosis; 
;ancer; viral infection 


Interferon tau 


Jnspecified i 


nterferon t 


nultiple sclerosis 
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alpha interferon, 

natural; 

OMNIFERON 


Unspecified 


interferon 


multiple sclerosis; 
viral infection 


Interferon beta; 
FRONE 


Unspecified 


interferon 


inultiple sclerosis; 
cancer; eye disease 


Solimastat; BB 3644 


(2S,3R)-3-[[)lS)-2,2- 

dimethyl-l-(2- 

pyridylcarbamoyl)pro 

pyI]carbamoyl]-2- 

methoxy-5- 

methylhexanohydrox 

amic acid 


matrix 

metalloproteinase 
inhibitor; TNF 
inhibitor; proteinase 
inhibitor 


multiple sclerosis; 
rheumatoid arthritis; 
inflammatory bowel 
disease; cancer 


LG21101 


Unspecified 


NSAID 


inflammation; 
multiple sclerosis 


NBI 116 


Unspecified 


NSAID 


multiple sclerosis; 
rheumatoid arthritis 


PKC-RACK 
interaction inhibitors. 


Unspecified 


NSAID, PKC-RACK 
interaction inhibitors 


arthritis; multiple 
sclerosis; asthma 


white blood cell 
migration inhibitors. 


Unspecified 


NSAID, white blood 
cell migration 
inhibitors, 


inflammation; 
multiple sclerosis 


Neurotactin blockers 


Unspecified 


NSAID; chemokine 
antagonist; gene 


multiple sclerosis; 
inflammation 


Lexipafant; BB 882; 
DO 6; GR 167089; 
ZACUTEX 


N-methyl-N[[4-(2- 

methyl-lH- 

imida2o[4,5- 

c]pyridin-l- 

yl)methyl]phenyl3sulf 

onyl]-L-leucine ethyl 

ester 


PAF antagonist 


thrombosis; endotoxic 
shock; pancreatitis; 
eye disease; multiple 
sclerosis 


Ginkgolide B; BN 
52021 


bexacyclic trilactone 


RAF antagonist; 
platelet antiaggregant 


thrombosis; 
dermatitis; asthma; 
multiple sclerosis; 
septic shock 


CGP 77116 


Unspecified" 


Deptide 


multiple sclerosis 


Multiple sclerosis 
therapy 


Unspecified 


aeptide 


Tiultiple sclerosis 


Multiple sclerosis 
therapy 


Unspecified 


peptide 


nultiple sclerosis 


Multiple sclerosis 
therapy 


Unspecified 


3eptide i 


nultiple sclerosis 


NBI 114 I 


Jnspecified f 


jeptide t 


nultiple sclerosis 


NBI 115 \ 


Jnspecified i 


jeptide t 


nultiple sclerosis 
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NBI 5788; MSP 771 


D-ala-L-lys-L-pro-L- 

val-L-val-L-his-L- 

leu-L-phe-L-ala-L- 

asp-L-ile-L-val-L-thr- 

L-pro-L-arg-L-thr-L- 

pro 


peptide 


multiple sclerosis 


rD-mPGPtide 


Unspecified 


peptide; 

immunosuppressant 


transplant rejection; 
multiple sclerosis 


TNF receptor 
antagonist; TNF 
receptor antagonist. 


Unspecified 


peptide; NSAID 


rheumatoid arthritis; 
multiple sclerosis 


rolipram; z»iv o2 / 1 1 ; 
ME3167; ADEO 


4-[3- 

(cyclopentyloxy)-4- 
methoxyphenyl]-2- 
pyrrolidinone 


phosphodiesterase 
inhibitor ' 


cognitive defect; 
multiple sclerosis 


SH 636 


Unspecified 


phosphodiesterase 
inhibitor; 

phosphodiesterase IV 
inhibitor 


multiple sclerosis 


drug delivery system, 

•■■I i-'^O xcuiipx lUlIlC, 

fampridine IPDAS 


Unspecified 


potassium channel 
blocker 


multiple sclerosis; 
neuropathy 


Fampridine; EL 970; 
AVITROL 


4-pyridinamine 


potassium channel 
3locker 


multiple sclerosis 


adapalene; CD 271; 
DIFFERIN 


6-(4-methoxy-3- 
tncyclo[3.3. 1 . 1 (3,7)]d 
ec-l-ylphenyI)-2- 
napthalenecarboxylic 
acid 


retinoid agonist; 
retinoid; RAR 
agonist; RARbeta 
agonist 


acne; multiple 
sclerosis 


drug delivery system, 
biodegradable 
micellar paclitaxel; 
paclitaxel micellar 


Unspecified 


Taxane; DMARD; 
MSAID; 

microtubule inhibitor 


rheimiatoid arthritis; 
multiple sclerosis 


CC 1080 


Unspecified 

• 


FNF inhibitor; 
nTSAID 


arthritis; cancer; 
multiple sclerosis 


MNX 160 


Unspecified 


IW inhibitor; 
NfSAID 


rheumatoid arthritis; 
diabetes; multiple 
sclerosis 


Thalidomide; NSC 
66847 


t>I-(2,6-dioxo-3- 
3iperidyl)phthalimide 


TNF modulator; 
mmunosuppressant 

c 
t 


HIV infection; Crohn 
disease; multiple 
sclerosis; Alzheimer 
disease; transplant 
ejection 
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Mitoxantrone; CL 
232315; NSC 
279836; NSC 
301739; DHAQ; 
DHAD; 

NOVANTRONE; 
NOVATRON 


1 ,4-dihydroxy-5,8- 
bis[[2-[(2. 

hydroxyethyl)aniino] 

ethyl]amino]-9,10- 

anthracenedione 


Topoisomerase 
inhibitor 


cancer; multiple 
sclerosis 


TCR peptide, 
multiple sclerosis 


Vaccine 


vaccine 


multiple sclerosis 


vaccine, activated T 
cells; vaccine, 
multiple sclerosis 


Vaccine 


vaccine 


multiple sclerosis 


vaccine, multiple 
sclerosis; vaccine, 
Vbeta6.2/6.5 T cell 
receptor; AI 208; IR 
208 


Vaccine 


vaccine 


multiple sclerosis 


NBI 108 


Unspecified 


vaccine adjuvant; 
immunostimulant; 
neuroactive steroid 


Alzheimer disease; 
infectious disease; 
multiple sclerosis 


VCAM antagonists 


Unspecified 


vascular cell adhesion 
molecule inhibitor; 
NSAID 


atherosclerosis; 
rheumatoid arthritis* 
multiple sclerosis 


TBC 609 


Unspecified 


vascular cell adhesion 
molecule inhibitor; 
NSAID; peptide 


atherosclerosis; 
rheumatoid arthritis; 
multiple sclerosis 


TBC 772 


Unspecified 


vascular cell adhesion 
molecule inhibitor; 
NSAID; peptide 


atherosclerosis; 
rheumatoid arthritis; 
multiple sclerosis 


ZD 7349 


Unspecified 


VLA 4 antagonist; 
integrin antagonist; 
NSAID; cell adhesion 
inhibitor 


multiple sclerosis; 
arthritis 



Product Name 


Chemical Name 


Action 


Indication 


anpirtoline 


4-[(6-chloro-2- 

pyridyl)thio]piperidin 

e 


5HT agonist; 5HT1B 
agonist; analgesic 


pain 


5HT antagonists 


Unspecified 


5HT antagonist; 
5HT1A antagonist; 
analgesic 


pain 


SP 186 


Unspecified 


5HT reuptake 
inhibitor; analgesic 


pain 
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AAL 13 


2-[4-(3. 

chloropropyl)-l- 
piperazinyllquinoline 


5HT reuptake 
inhibitor; analgesic; 
NSAID 


inflammation; pain 


GR 79236 


(lS-trans)-N-(2- 

hydroxycyclopentyl)a 

denosine 


adenosine agonist; 
adenosine Al agonist 


pain; coronary artery 
disease 


UP 20232 


Unspecified 


adenosine agonist; 
analgesic 


pain; neuropathy 


adenosine analogues 


Unspecified 


adenosine analogues 
analgesic 


pain 


analgesic adenosine 
regulating agents 


Unspecified 


adenosine regulating 
agent 


pain 


GP 1683 


Unspecified 


adenosine regulating 
agent; analgesic 


pain 


adrenergic alpha2 
human 

neuroreceptors; 
neuroreceptors, 
adrenergic alpha2 
human 


Unspecified 


adrenergic alpha2 
human neuroreceptors 
analgesic 


research tool; pain; 

hypertension; 

glaucoma 


S 18616 


8-chloro-3,4- 
dihydrospiro[naphthal 
ene-2(lH),4'(5'H)- 
oxazoll-2'-amine 


alpha adrenergic 
agonist; alpha2 
adrenergic agonist; 
analgesic 


pain 


SNAP 5143 


Unspecified 


alpha adrenergic 
agonist; alpha2 
adrenergic agonist; 
analgesic 


pain; glaucoma 


RWJ 52807 


Unspecified 


alpha2 adrenergic 
agonist; alpha 
adrenergic agonist; 
analgesic 


3ain 


ABT594 


tR)-2-chloro-5-(2- 

azetidinylmethoxy)py 

ridine 


analgesic 


pain 


analben 


Unspecified 


analgesic 


rheumatoid arthritis; 
pain 


analgesic, 

■ 


2-phenylimida2o[2, 1 - 
t)]benzothiazole-3- 
oropanoic acid 9,9- 
iioxide 


inalgesic 


pain 


analgesic, 

■ 


?-phenyl-9H- 

Jiioxanthen-9-ol 

aropanoate 


malgesic 


aain 
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analgesic 


N-[4-(4-methyl-2- 
thiazolyl)-l-[2-(lH- 
pyrazol- 1 -yI)ethy]]-4- 
piperidinyl]N- 
phenylpropanamide 


analgesic 


pain; anesthesia 


analgesic. 


Unspecified 


analgesic 


pain 


analgesic 


(R)-3-amino-2.3,4,9- 
tetrahydrothiopyrano( 
2,3-b)indole 


analgesic 


pain 


analgesic 


(R)-3-methylamino- 
2,3,4,9- 

tetrahydrothiopyrano( 
2,3-b)indole 


analgesic 


pain 


analgesic 


(R)- 3 -dimethy lamino- 
2,3,4,9- 

tetrahydrothiopyrano( 
2,3-b)indole 


analgesic 


pain 


analgesic, 


Unspecified 


analgesic 


pain 


analgesic 


5- (4-methylbenzoyI)- 

6- (methylthio)-l,2- 
dihydro-3H- 
pyrrolo(l ,2-a)pyrrole- 
l-carboxylic acid 


analgesic 


pain 


analgesics 


Unspecified 


analgesic 


pain 


Analgesics 


Unspecified 


analgesic 


pain; neuropathy 


BCH 1788 


Unspecified 


analgesic 


pain 


buprenorphine + 
naloxone; naloxone + 
buprenorphine 


Unspecified 


analgesic 


pain 


capsaicin; ZOSTRIX; 
ZOTRIX HP; 
THERAGEN; 
THERAGEN HP; 
CAPSIDOL; 


(E)-N-[(4-hydroxy-3- 
cnethoxyphenyl)meth 
yl]-8-methyl-6- 
lonenamide 


analgesic 


pain; neuropathy; 
diabetes 


cizolirtine; E4018 


Nf,N-dimethyl-2-[(l- 
nethyl-lH-pyrazol-5- 
/l)phenylmetiioxy]eth 
mamine 


analgesic 


pain 


D 20450 


Jnspecified 


malgesic 


3ain 


D21151 


1 -phenoxyphthalazine . 


malgesic 


sain 


dexpemedolac; PEM 
^^J.\J, WAY trhM. 42U 

( 

c 
i 


lS-cis)-l-ethyl- 
,3 ,4,9-tetrahyd^o-4- 
phenylmethyl)pyran 
5[3,4-b]indole-l- 
icetic acid 


malgesic 


sain 
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dezocine; WY 16225; 
DALGAN 


[5R- 

(5alfa,llalfa,13S*)]- 

13-amino- 

5,6,7,8,9,10,11,12- 

octahydro-5-methyl- 

11- 

methanobenzocyclod 
ecen-3-ol 


analgesic 


pain 


F 9004T 


Unspecified 


analgesic 


pain 


FED 072021 


3-atropanyl 2-(4- 
chlorophenoxy) 
butyrate maleate 


analgesic 


pain; cognitive defect 


filenadol; FI 2024 


(R*,S*)-(+,-)-beta- 
l,3-benzodioxol-5-yl- 
alpha-methyl-4- 
morpholineethanol 


analgesic 


pain 


flubichin 


Unspecified 


analgesic 


pain 


flupirtine; D 998; W 
2964M; 

KATADOLON 


[2-amino-6-[[(4- 
fluorophenyI)methyl] 
amino]-3-pyridinyI]-, 
ethyl ester, carbamic 
acid 


analgesic 


pain; neurological 


gapxavanyl; DA 
5018; DA 50018; KR 
25018 


4-(2-aminoethoxy)- 
N-[3-(3,4- 

dimethylphenyl)prop 
yl]-3- 

methoxybenzeneaceta 

mide 


analgesic 


pain 


GW 275919 


Unspecified 


analgesic 


pain 


JTC 801 


Unspecified 


analgesic 


pain 


KR 25018 


4-(2-aniinoethoxy)- 
N-[3-(3,4- 

dimethylphenyl)prop 

yl]-3-methoxy- 

jenzene^etamide 


analgesic 


pain 


pain therapy 


Unspecified 


analgesic 


pain 


pain therapy 


Unspecified 


Einalgesic 


pain 


pemedolac; AY 
30715 


cis-(+,-)-l-ethyl- 
l,3,4,9-tetrahydro-4- 
(phenylmethyl)pyran 
o[3,4-b]indole-l- 
acetic acid 


analgesic 


3ain 


peripheral nervous 
system therapy 


Unspecified 


malgesic 


pain; urinary tract 
disorder 
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phenaridine; fenaridii 


iN-[2,5-dimethyl-l-(2 
phenylethyl)-4- 
piperidinyl]-N- 
phenylpropanamide 


- analgesic 


pain 


pregabalin; CI 1008; 
PD 144723 


(S)-3-(aminomethyl)- 

5-methyl-hexanoic 

acid 


analgesic 


epilepsy; pain 


Ro 158081 


Unspecified 


analgesic 


pain 


ruzadolane; UP 2691 


3-[[2-[4-{2,4- 

difluorophenyl)-l- 

piperazinyl]ethyI]thio 

]-l,2,4-triazolo[4,3- 

a]pyridine 


analgesic 




S 01 


5,6-dihydro-9,10,14- 

trimethoxy-8H- 1 ,3- 

dioxolo[4,5- 

h]isoindolo[l,2- 

b][3]benzazepine-8- 

one 


analgesic 


pain 


S 14080 


benzoyl-6 dihydro- 
2,3-benzotiiiazole 


analgesic 


pam 


S 8117 


Unspecified 


&ri2.I ^6S1 c 


pain 


sameridine; LPB 139 


N-ethy 1- 1 -hexy I-N- 
methyl-4-phenyl-4- 
Diperidinecarboxamid 
e 




local anesthesia; pain 


S J 2321 


Unspecified 


analgesic 


'' 


SYM 2081 


(:4R)-4-methyl-L- 
?lutamic acid 


analgesic 


lain — 


tramadol analogues 


Jnspecified 


analgesic 


oain 


UP 52204 


Jnspecified 


analgesic 




V2 


Jnspecified 


analgesic 


3ain 


NC 164 


Jnspecified 


analgesic 


}ain 


dynoiphin A; 
dynorphin A (1-13) 


Jnspecified 


uioxgcaio, pcpuuc 


3ain 


bradykinin [ 
antagonists 


Jnspecified t 
I 


jradykinin f 
mtagonist; analgesic; s 
NfSAID 


lain; inflammation; 
eptic shock 


bradykinin 1 
antagonist/mu 
agonist, Cortech 


Jnspecified fc 

a 
a 
a 

^ 


>radykinin i 
mtagonist; mu r 
gonist; opiate 
gonist; analgesic; 
sfSAID 


nflammation; pain; 
nigraine 
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CP 0880; CP 880 


N-[[3-[[l-oxo-3-[4- 
[(1- 

oxopropyl)phenylami 

no]-l-(2- 

phenylethyl)-3- 

piperidinyl jpropy 1] air 

ino]phenyl]acetyI]- 

beta-alanyl-D- 

arginyl-L-arginyl-L- 

prolyl-(4R)-4- 

hydroxy-L- 

proIylglycyl-3-(2- 

thienyl)-L-alanyl-L- 

seryl-(3R)-l,2,3,4- 

tetrahydro-3- 

isoquinolinecarbonyl- 

N-cyclohexylglycyl- 

L-arginine 


bradykinin 
antagonist; mu 
agonist; opiate 
agonist; analgesic; 
NSAID 


inflammation; pain 


FR 173657 


(E)-3-[6- 

(acetylaniino)-3- 

pyridinyl]-N-[2-[[2,4- 

dichloro-3-[[(2- 

methyl-8- 

quinolinyl)oxy]methy 
l]phenyl]methylamin 
o]-2-oxoethyl-2- 
propenamide 


bradykinin 
antagonist; NSAID; 
analgesic 


asthma; 

inflammation; pain 


NPS 846 


Unspecified 


calcium antagonist; 
analgesic 


stroke; epilepsy; pain 


ziconotide; SNX 111; 
CI 1009 


omega-conotoxin 
MVIIA 


calcium antagonist; 
analgesic; peptide 


stroke; pain; brain 
ischemia 


AM 336 


Unspecified 


calcium channel 
> locker; analgesic 


pain 


calcium channel 
blockers. 


Unspecified 


calcium channel 
blocker; analgesic 


jain 


SNX 239 


Jnspecified 


calcium channel 
blocker; analgesic 


pain; neuropathy 


drug delivery system, 
conopeptides 


Unspecified 


calcium channel 
blocker; sodium 
channel blocker; 
potassium channel 
blocker; analgesic 


spilepsy; Parkinson 
disease; stroke; pain; 
Drain ischemia 


NE 21610 

■ 


:Z)-N-[[4-(2- 
aminoethoxy)-3- 
■nethoxyphenyl]meth 
/l]-9-octadecenaniide 


capsaicin analogue; 
analgesic 


Dain 
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L 365031 


4-bromo-N-(2,3- 
dihydro- 1 -methy 1-2- 
oxo-5-phenyl- 1 H- 1 ,4 
ben2odiazepin-3- 
yl)benzamide 


cholecystolcinin A 
antagonist; 
cholecystokinin 
antagonist 




L 156586 


Unspecified 


cho 1 ecystokinin 
antagonist 


pain 


L 156587 


14,15-didehydro-14- 
deoxyvirginiamycin 
Ml 


cholecystokinin 
antagonist 


gastrointestinal ulcer; 


L 156588 


14- 

deoxyvirginiamycin 
Ml 


cholecystokinin 
antagonist 


gastrointestinal ulcer* 
pain 


L 156906 


Unspecified 


cholecystokinin 
antagonist 


gastrointestinal ulcer; 
pain 


devazepide; L 
364718; MK 329 


(S)-N-(2,3-dihydro-l- 

methyl-2-oxo-5- 

phenyl-lH-1,4- 

benzodiazepin-3-yI)- 

lH-indole-2- 

carboxamide 


cholecystokinin 
antagonist; 
cholecystokinin A 
antagonist; analgesic 


pain 


L 365260 


(R)-N-(2,3-dihydro-l- 
methyl -2 -oxo-5- 
phenyl-lH-1,4- 
3enzodiazepin-3-yl)- 
N'-(3- 

methylphenyl)urea 


cholecystokinin B 
sntagonist; 
cholecystokinin 
antagonist; analgesic 


pain 


vedaclidine; NNC 
11 1053; LY 297802 


(S)-3-[4-(butylthio)- 
1 ,2,5-thiadiazol-3-yl]- 
1- 

azabicyclo[2.2.2]octa 
ne 


cholinergic agonist; 
muscarinic agonist; 
analgesic 




CMI 980 


Jnspecified 


cholinergic agonist; 
licotinic agonist; 
analgesic 


pain 


nicotinic agonists 


Unspecified 


cholinergic agonist; 
licotinic agonist; 
analgesic 


cognitive defect; 
)ain; nicotine 
ivithdrawal 


SIB Tl 887 


Unspecified 

• 


;holinergic 
■mtagonist; nicotinic 
mtagonist; analgesic 


aain 


RU 54808 


Unspecified 

■ 

1 


::0X inhibitor; 5 

ipoxygenase 

nhibitor 


3ain 
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drug delivery system, 
transdermal 
ketorolac; ketorolac 
transdermal 


Unspecified 


COX inhibitor; 
analgesic 


pain 


ketorolac; ketorolac 
trometamol; BPPC; 
RS 37619; RS 
3761900313; 
TORADOL; 
TARASYN; 
TORATEX; 
ACULAR; 
LIDIXOL; TORA 
DOL; TORA-DO; 
rONUM; 
KETRODOL 


(+,-)-5-benzoyl-2,3- 
dihydro-lH- 
pyrrolizine-l- 
carboxylic acid 


COX inhibitor; 
analgesic 


pain 


meloxicam; UH 
AC62; UH AC26XX; 
MOBIC; MOBICOX; 
MOBEC; MOVALIS; 
MOVATEC 


4-hydroxy-2-methyl- 
N-(5-methyl-2- 
thiazolyl)-2H-l,2- 
benzothiazine-3-car 
boxamide 1,1 -dioxide 


COX inhibitor; 
analgesic; COX 2 
inhibitor; NSAID 


rheimiatoid arthritis; 
inflammation; pain; 
osteoarthritis 


AHR 10037 


2-amino-3-(4- 

chlorobenzoyl)benzen 

eacetamide 


COX inhibitor; 
analgesic; NSAID 


inflammation; pain 


D 1367 


Unspecified 


COX inhibitor; 
analgesic; NSAID 


pain; inflammation 


1614 


N-[3-(fonnylamino)- 
4-oxo-6-phenoxy-4H- 
1 -ben2opyran-7-y 1]- 
methanesulfonamide 


COX inhibitor; 
analgesic; NSAID; 
DMARD 


inflammation; pain 


GR 253035 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain; Alzheimer 
disease 


L 783003 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


}ain 


parecoxib; SC 
69124A 


N-[[4-(5-methyl-3- 
)henyl-4- 

soxazolyl)phenyl]sul 
ibnyllpropanamide 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain 


celecoxib; SC 58635; 
YM 177 

• 


4-[5-(4- 

tnethylphenyl)-3- 
[trifluoromethy 1)- 1 H- 
jyrazol-l- 
yl]benzenesulfo 
tiamide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


arthritis; pain; cancer 
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jCT3 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic, 
NSAID 


pain; inflammation 


JTE522 


4-(4-cyclohexyl-2- 
methyl-5-oxazolyl)-2 
fluorobenzenesulfona 
mide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


L 745337 


N-[6-[(2,4- 

difluorophenyl)thio]- 

2,3-dihydro- 1 -oxo- 

lH-inden-5- 

yljmethanesulfbnami 

de 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


pain; inflammation 


L 752860 


unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


MK663 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


NS 398 


N-[2- 

(cyclohexyloxy)-4- 

nitrophenyljmethanes 

ulfonamide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


Rofecoxib; MK 966; 
VIOXX 


4-[4- 

(methylsulfonyl)phen 

yl]-3-phenyl-2(5H)- 

Eursnone 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; 
rheumatoid arthritis; 
osteoarthritis; pain; 
Alzheimer disease 


Valdecoxib; SC 
65872 


4-(5-methyl-3- 
phenyl-4- 

CO V 51 1 vl T f^n ^ci 1 1 
1 A. o^^^ 1 y 1 ^ M wl 1 ws> U 1 

"onamide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
SfSAID 


arthritis; pain 


COX 2 inhibitors, 


Jnspecified 


COX inhibitor; COX 
2 inhibitor; NSAID; 
analgesic 


inflammation; 
Dsteoarthritis; pain 


Lomoxicam; 
chlortenoxicam; Ro 

1 TOOQ"?. 1 1 A- 

1 ji/zy /, 1 i> i lu, 
CTX; SAFEM; 
XEFO; LORCAM 


6-chloro-4-hydroxy- 

2-methyl-N-2- 

)yridinyl-2H- 

hieno[2,3-e]-l,2- 

hiazin e-3- 

ijarboxamide 1,1- 

lioxide 


COX inhibitor; 
NSAID; analgesic 


inflammation; pain 


E 5090 


Z)-3-[4-(acetyloxy)- 
5-ethyl-3-methoxy- 1 - 
iaphthalenyl]-2- 
nethyl-2-propenoic 
icid 


cytokine inhibitor; 
inalgesic; NSAID 
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TAN 67 


trans-3- 

(1,3,4,5,12,12a- 

hexahydro-2- 

niethylpyrido[3,4- 

b]acridin-4a(2H)- 

yl)phenol 


delta agonist; opiate 
agonist; analgesic 


pain 


Prinomide; prinomide 
tromethamine; CGS 
10787; CGS 10787B 


aipha-cyano-1- 
methyl-beta- 
oxopyrrole-2- 
propionanilide with 
2-amino- 2- 
(hydroxymethyl)-l ,3- 
propanediol 


DMARD; analgesic; 
immunosuppressant; 
NSAID : 


inflammation; pain; 
rheumatoid arthritis 


FR 64822 


N-(3,6-dihydro- 

l(2H)-pyridinyl)-N'- 

4-pyridinylurea 


dopamine agonist; 
dopamine D2 agonist; 
analgesic 


pain 


BW 443C 


L-t>Tosyl-D- 
arginylglycyl-4-nitro- 
L-phenyialanyl-L- 
prolinamide diacetate 
(salt) 


enkephalinase 
inhibitor; analgesic 


asthma; pain; cough 


KK3 


[S-(R*,R*)]-alfa- 

amino-4-hydroxy-N- 

[4-[[l- 

(hydroxymethyl)-2- 
phenylethyl]amino]- 
4-oxobutyI]-N- 
methyl- 

benzenepropanamide 


enkephalinase 
inhibitor; analgesic 


pain 


ONO 9902 

■ 


[1S-[1R*[R*(R*)]]]- 

4- [E2-[[(l,3-dihydro- 
3-oxo-l- 

sobenzofuranyl)thio] 
methyl]- l-oxo-3- 
phenyIpropyl]amino]- 

5- 0XO-5- 

j)henylamino)pentan 
Die acid 


enkephalinase 
inhibitor; analgesic 


pain 


Excitatory amino acid 
antagonist 


Unspecified 


sxcitatory amino acid 
antagonist; analgesic 


Dain 


COP 29030A 

c 

■ 

t 
[ 
t 


l-[2-(4- 

;hiorophenyl)ethyl]- 
K3,5- 

iimethoxybenzoyl)- 

5iperazine, 

nonohydrochloride 


SABA agonist; 
analgesic 


3ain 
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Gabapentin; CI 945; 
GO 3450; GOE 2450 
NEURONTTN 


1- 

(ammomethyl)cycloh 
exaneacetic acid 


GAR A release 
analgesic 


epilepsy; anxiety; 
pain; neuropathy; 


galaninl antagonists, 


Unspecified 


Galanin 1 antagonists 


obesity; pain; 
cognitive defect 


galanin modulators. 


Unspecified 


Galanin modulation 
analgesic 


obesity; diabetes; 
cognitive defect; pain 


Mipragoside; AGF 4^ 


[R-[R*,S*-(E)]]-N- 

[l-[[[0-[N-acetyl-l- 

(l-methylethyl)-alfa- 

neiiraminosyl]-(2-3)- 

0-[0-beta-D- 

galactopyranosyl-(l - 

3) -2-(acetylamino)-2- 
deoxy-beta-D- 
gaIactopyranosyl-( 1 - 

4) -0-beta-D- 
galactopyranosyI-( 1 - 
4)-beta-D- 
glucopyranosyljoxy] 
methyl]-2-hydroxy-3- 
heptadecenyl]octadec 
anamide 


ganglioside analogue; 
analgesic; NSAID 


inflammation; pain 


LY 379268 


(lR,4R,5S,6R)-4- 
amino-2- 

oxabicyclo[3. 1 .0]hex 
ane-4,6-dicarboxylic 
acid 


mGluR agonist; 
analgesic 


neurodegeneration; 
pain 


BW 524C79 


Unspecified 


glutamate antagonist; 
analgesic 


pain . 


NPS 2390 


Unspecified 


glutamate antagonist; 
mGluR antagonist 




SIB 1757 


Unspecified 


glutamate antagonist; 
nGluR antagonist; 
malgesic 


3ain; neurological; 
leurodegeneration 


Sm 1893 


Unspecified 

1 


glutamate antagonist; 
nGluR antagonist; 
malgesic 


3ain; neurological; 
leurodegeneration 


GV 196771; GV ] 
196771 A c 

f 
\ 
c 
r 


3-4,6-dichloro-3-[(2- j 
)xo-l-phenyl-3- 
)yrrolidinylidene)met £ 
iyl]-lH-indole-2- 
.arboxylic acid 
nonosodium salt 


jlutamate antagonist; f 
""TMDA antagonist; 
malgesic 


jain 
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CP 331; CP 6 


1 -(4-chlorobenzoy I)- 
5-methoxy-2-methyl- 
1 H-indoIe-3-acetic 
acid 2-[[2-oxo-2-[[3- 
[3-(l- 

piperidinylmethyl)ph 
enoxyjpropyljamino] 
ethyllthio]ethyl ester 


histamine antagonist; 
histamine H2 
antagonist; analgesic; 
NSAID 


inflammation; pain 


Melanocortin 
receptor- 1 modulators 


Unspecified 


melanocortin agonist; 
melanocortin MCI 
agonist 


asthma; pain; 
nephritis 


Metabotropic 
glutamate receptor 
modulators 


Unspecified 


metabotropic 
glutamate receptor 
modulators analgesic 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


remifentanil; GI 
87084; GI 87084B; 
GI 87084X; ULTIVA 


4-(methoxycarbonyl)- 

4-[(l- 

oxopropyl)phenylami 
no]-l- 

piperidinepropanoic 
acid methyl ester 


mu agonist; opiate 


pain 


trefentanil; trefentanil 
hydrochloride; A 
3665 


N-(l-(2-(4-ethyl-4,5- 
dihydro-5-oxo- lH- 
tetrazol-l-yl)ethyI)-4- 
phe^yl-4- 
3iperadinyl)-N-(2- 
fluorophenyl)propana 
mide 

monohydrochloride 


mu agonist; opiate 
agonist; analgesic 


pain 


BCH 150 


Unspecified 


mu agonist; opiate 
agonist; peptide; 
analgesic 


pain 


mirfentanil; 
mirfentanil 
hydrochloride; A 
3508 


N-[l-(2-phenethyl)-4- 
)iperidinyl]-N- 
pyrazinyl-2- 
lirancarboxmide 


mu antagonist; opiate 
intagonist; analgesic 


anesthesia; pain 


Narcotics 


Unspecified 


Narcotics analgesic 


sain; addiction; 
ntoxication 


WIN 64.821 

• 

■ 


2alpha,2'beta,5beta,5 
alpha)-2,5:2',5'- 
lide(epidithio)-3 ,3'- 
iidemethyl-19,19•- 
iideoxy-19,19'- 
iiphenylchaetocin 


leurokinin 
antagonist; analgesic 


sain 
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GR 82334 


|9-deglycine-10-[(5S) 

6-oxo-L-alfa~(2- 

ni sthy Iprop y 1 ) - 1 , 7 - 

dia2aspiro[4.4]nonan 

-7-acetic acid]-l 1-L- 

tryptophanamidephys 

alemin 


neurokinin 
antagonist; analgesic; 
neurokinin 1 
; antagonist 


pain 


lanepitant; LY 
303870 


(R)-N-[2-acetyl[(2- 
methoxyphenyl)meth 
vllaminol-l -^1 H- 
indol-3- 

ylmethyl)ethyl]-[l,4'- 

bipiperidine]-!'- 

acetamide 


neurokinin 

antagonist; analgesic; 
neurokinin 1 
antagonist 


asthma; pain; 
migraine 


L 733060 


(2S-cis)-3-[[3,5- 

bi s(tri fluoromethyI)p 

henyl]methoxy]-2- 

phenylpiperidine 


neurokinin 

antagonist; analgesic; 
neurokinin 1 
antagonist; NSAID 


inflammation; pain; 
asthma 


CP 96345 


(2S,3S)-cis-2- 
(diphenylmethyl)-N- 

niethoxyphenyl)meth 
yl]-l- 

azabicyclo[2.2.2]octa 
ti-3-amine 


neurokinin 
antagonist; analgesic; 
neurokinin 1 
antagonist; NSAID; 
substance P 
antagonist 


inflammation; 
pruritis; pain . 


saredutant; SR 48968 


(S)-N-[4-(4- 

phenyl- 1 - 
piperidinyI)-2-(3,4- 
dichlorophenyl)butyl] 
-N-methyl-benzamide 


neurokinin 
antagonist; analgesic; 
neurokinin 2 
antagonist 


asthma; pain; urinary 
incontinence 


neurokinin 
antagonists 


Unspecified 


neurokinin 
antagonist; analgesic; 
NSAID 


pain; inflammation 


CP 99994 

■ 


[2S-cis)-N-[(2- 
tnethoxyphenyl)meth 
/l]-2-phenyl-3- 
aiperidinamine 


neurokinin 
antagonist; 
leurokinin 1 
antagonist; analgesic 


asthma; pain 


SR 144190 

• 

I 

I 
f 


R)-4-benzoyl-2-(3,4- 
iifluorophenyI)-2-[2- 
4- 

[(dim ethy lamino) car 

5onyl]amino]-4- 

3henyl-l- 

jiperidinyl]ethyl]mor 
jholine 


leurokinin 
mtagonist; 

leurokinin 2 { 
mtagonist; analgesic 


isthma; urinary 
ncontinence; asthma; 
jain 
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aeuropeptide Y 
antagonists 


Unspecified 


neuropeptide Y 
antagonist; analgesic 


obesity; 
cardiovascular 
disease; anxiety; pain 


JMV 449 


(S)-l-de-L-Iysine-2- 
[N2-(2,6- 
diaminohexyI)-L- 
lysinejneuromedin N 
(pig spinal cord) 


neurotensin analogue 
analgesic 




nitroglycerin; 
glyceryl trinitrate; 
trinitrin; ANOGESIC 


Unspecified 


nitrate; cicatrizant; 
analgesic 


skin ulcer; angina; 


memantine; D 145; 
NMI 131; 
AKATINOL 


3,5-dimethyl-l- 
adamantan amine 


NMDA antagonist; 

finsilo'PClP* crliifcifvi of 
«*il»igColt», giUl<uIld.lC 

antagonist 


cognitive defect; 
pain; glaucoma; 
neuropathy 


NMDA antagonists 


Unspecified 


NMDA antagonist; 
analgesic; glutamate 
antagonist 


epilepsy; pain; brain 
ischemia 


CNS 5161 

■ 


N'-[2-chloro-5- 

(methylthio)phenyl]- 

N-methyl-N-[3- 

(methylthio)phenyl]g 

uanidine 

monohydrochloride 


NMDA antagonist; 


pain; migraine; 
neuropathy 


ACEA 1328 


5-nitro-6,7-dimethyl- 
2,3-quinoxalinedione 


NMDA antagonist; 
glutamate antagonist* 
analgesic 


pain 


ACEA 1416; 
NMCQX 


5 -nitro-6-methyl-7- 

chloro-2,3- 

quinoxalinedione 


NMDA antagonist; 
glutamate antagonist; 
uialgesic 


epilepsy; pain; brain 
ischemia 


aptiganel; CNS 1102; 
CDD 25 15 A; 
CERESTAT 


N-(3-ethylphenyl)-N- 
tnethyl-N'-l- 
laphthalenyl- 
guanidine 


NMDA antagonist; 
glutamate antagonist; 

anal of*cir» 


stroke; neuropathy; 
trauma; Parkinson 
disease; pain 


budipine; budipine 
hydrochloride; BY 
701;PARKINSAN 


iimethylethyl)-4,4- 
iiphenylpiperidine 


NTMDA antagonist; 
glutamate antagonist* 
analgesic 


^arkinson disease; 


NMDA antagonists, 


Jnspecified 


f^DA antagonist; 

^lutcuiiu-tw olildgLllilot, 

inalgesic 


Dain 


conantokins 


Jnspeciiied 

I 
f 


^^^'IDA antagonist* ^ 
glutamate antagonist; s 
jeptide; £inaigesic i 


jpilepsy; stroke; 
chizophrenia; pain; 
schemia 


nociceptor blockers, 
NB 1 


Jnspecified t 

£ 


lociceptor blockers f 
malgesic 


)ain 


non-narcotic I 
analgesic 


Jnspecified r 

£ 


lon-narcotic f 
inalgesic analgesic 


)ain 
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2-halopyridine 


Unspecified 


KSAID 


inflammation; pain; 
insomnia 


Analgesic 


3-methyl-5- 

oxobenzo(b)thieno(2, 

3-d)thiazolo(3,2- 

a)pyrimidine-2-ca 

rboxylic acid ethyl 

ester 


NSAID 


pain; inflammation; 
gastrointestinal ulcer 


BN 50370 


l,3-dihydro-3,6- 
dimethy 1- 7-hydroxy- 
furo(3,4)pyridine 
hydrochloride 


NSAID 


inflammation; pain 


Diaveridine; EGIS 
5645 


5.[(3,4- 

dimethox>phenyl)met 
hyl]-2,4- 

pyrimidinediamme 


NSAID 


inflammation; pain 


drug delivery system, 
hydrogel diclofenac; 
diclofenac hydrogel; 
DICLOFENAC 

ill V^V/iV[^~X\. 


Unspecified 


NSAID 


pain; inflammation 


drug delivery system, 
OSAT diclofenac; 
diclofenac sustained 
release 


Unspecified 


NSAID 


pain; inflammation 


drug delivery system, 
OSAT ibuprofen; 
ibuprofen sustained 
release 


Unspecified 


NSAID 


pain; rheumatoid 
arthritis; 
osteoarthritis; 
inflammation 


drug delivery system, 
sustained release 
microsphere 
flurbiprofen; 

sustained release 


Unspecified 


NSAID 


pain; inflammation 


DTA 


r-methyl-[l,r:3M"- 

erphenyl]-5'-acetic 

acid 


NSAID 


inflammation; pain 


FA 401 


5-methoxy-2-methyl- 
1 H-indole-3 -aceti c 
acid carboxymethyl 
3ster 




jain; inflammation 
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Flurbiprofen axetil; 
LFP 83; ROPION; 
LIPFEN 


2-fluoro-alpha- 
niethyl-(l,r- 
bipheny])-4-acetic 
acid, 1- 

(acetvloxy)ethyl ester 


NSAID 


pain; inflammation 


HU239 


(6aR-trans)-3-(l,l- 

dimethylheptyl)- 

6a,7,10,10a- 

tetrahydro-l- 

hydroxy-6,6- 

dimethyl-6H- 

dibenzo[b,d]pyran-9- 

carboxylic acid 


NSAID 


inflammation; pain 


LA 351 


5H-(1). 

benzopyrano(2;3- 
b)pyridin-5-one 


NSAID 


inflammation; pain; 
asthma 


M 5011; T 3788 


alpha-2-[4-(3-methyl- 
thieny l)pheny I]propi o 
nic acid 


NSAID 


inflammation; pain 


Proglumetacin; 
protacine; CR 604; 
IMPETIN; PROXIL; 
PROXATIL; 
AFLOXAN; 
TOLINDOL; 
BRUXEL; 
MIRIDACIN 


1 -(4-chIorobenzoyl)- 
5-methoxy-2-methyl- 
lH-indoIe-3-acetic 
acid 2-[4-[3-[[4- 
(ben2oylainino)-5 - 
(dipropylamino)- 1 ,5- 
dioxopentyl]oxy]prop 
yl]-l- 

piperazinyl] ethyl . 
ester, (+,-)- 


NSAID 


inflammation; pain 


RP 67580 


;3aR-cis)-octahydro- 

2-[l-imino-2-(2- 

niethoxyphenyl)ethyl] 

-7,7-diphenyl-4H- 

soindol-4-one 


NSAID 


pain; inflammation 


SC 107 


Unspecified 


NSAID 


arthritis; pain 


TZI 41078 


Unspecified 


NSAID 


nflammation; pain 


Aceclofenac; YT 919; 

AIRTAL; GERBIN; 

FALCOL; 

BRISTAFLAM; 

PRESERVEX; 

BIOFENAC; 

BARRACAN 


2-[(2,6- 

li chloropheny l)amino 
benzeneacetic acid, 
Darboxymethyl ester 


NSAID; analgesic 


)ain; inflammation 
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Amtolmetin guacil; 
ST 679; MED 15; 
ARTROMED; 
EUFANS 


N-[[l-methyl-5-(4- 
tnetiiylbenzoyl)- IH- 
pyrrol-2- 

yljacetyljglycine 2- 
methoxypheny] ester 


NSAID; analgesic 


arthritis; rheumatoid 
arthritis; 

inflammation; pain 


bromfenac; 
bromfenac sodium; 
AHR 10282; 
DURACT 


2-amino-3-(4- 
bromobeilzoyl)benze 
neacetic acid 


NSAID; analgesic 


inflammation; pain 


CHF 2003 


Unspecified 


NSAID; analgesic 


pain; inflammation 


Dexketoprofen 
trometamol; LM 
1158.TRIS; D 1158; 
ENANTYUM; 
QUIRALAM; 
KETESSE 


(S)-3-benzoyI-alpha- 
methylbenzeneacetic 
acid cpd with 2- 
amino-2- 

(hydroxymethyl)- 1 ,3- 
propanediol (1:1) 


NSAID; analgesic 


pain; inflammation 


Esflurbiprofen; 
flurbiprofen, (S)-; 
(S)-flurbiprofen; BTS 
24332 


(S)-2-fluoro-aIpha- 
methyl-4- 
biphenylacetic acid 


NSAID; analgesic 


pain 


florifenine; FI 2522 


2-(l- 

pyrrolidinyl)ethyl-N- 
[7-(trifluoromethyl)- 
4- 

quinolyllanthranilate 


NSAID; analgesic 


inflammation; pain 


flosulide; ZK 38997; 
CGP 28238; CGS 
28238; SH 459 


N-[6-(2,4- 

difluorophenoxy)-2,3 - 
dihydro- 1 -oxo- 1 H- 
inden-5- 

yljmetlianesulfonaini 
de 


NSAID; analgesic 


inflammation; pain 


FS 205397 


6-ethoxy-2,3-dihydro- 

3,3-dimethyl-lH- 

ndole 

tnethanesulfonate 


NSAID; analgesic 


sain 


HAI 105 


5,ll-dihydro-2- 
tnethoxy-alpha- 
methyI-11- 

3xodiben2[b,e]oxepin 
3 -acetic acid 


NSAID; analgesic 


3ain; inflammation 


HN3392 

I 


sj.(4-(4- 

Tiethoxyphenyl)-5 - 
jhenylthiazolyl) 


STSAID; analgesic i 


nflammation; pain 


mofezolac; N 22; : 
DISOPAIN i 
1 


i,4-bis(4- I 
nethoxyphenyl)-5- 
soxazoleacetic acid 


•^SAID; analgesic i 


nflammation; pain 
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Nabumetone; BRL 

14777; RELIFEN; 

RELIFEX; 

LISTRAN; 

PRODAG; 

BALMOX; 

NABUMETON; 

RELAFEN 


4-(6-methoxy-2- 
naphthyl)-2-butanone 


NSAID; analgesic 


pain; inflammation 


olvanil; oluvanil; NE 
19550 


N-vanillyloleamide 


NSAID; analgesic 


pain; inflammation; 
viral infection 


Pelubiprofen; CS 
670; RS 2131 


alpha-methyl-4-[(2- 
oxocyclohexyllidene) 
methyljbenzeneacetic 
acid 


NSAID; analgesic 


inflammation; pain 


piroxicam betadex; 

piroxicam 

cyclodextrin; CHF 

1 194; BREXIN; 

BREXINE; 

BREXIDOL; 

CYCLADOL; 

BREXICAM; 

BREXINIL 


4-hydroxy-2-methyl- 
N-(2-pyridinyl)-2H- 
l,2-benzothiazine-3- 
carboxamide 1,1- 
dioxide compound 
with beta- 
cyclodextrin 


NSAID; analgesic 


pain; inflammation 


Polyunsaturated fatty 
acids, PUFA 


Unspecified 


NSAID; analgesic 


inflammation; pain 


Tenosal;MR Y134 


2- 

thiophenecarboxylic 
acid, ester with 
salicylic acid 


NSAID; analgesic 


pain 


Tifurac;RS 82917; 
RS 82917030 


7-[4. 

(methylthio)benzoyl]- 
5 -benzofuranacetic 
acid 


NSAJD; analgesic 


mflammation; pain 


Tilnoprofen arbamel; 
Y 23023 

■ 


[+/-)-alpha-2-methyl- 
5H- 

r 1 ]benzopyran[2,3- 
D]pyridine-7-acetic 

acid, 2- 

dimethylamino)-2- 
Dxoethyl ester 


NfSAID; analgesic 


nflammation; pain 


HCT 3012 


Jnspecified 


^SAID; nitric oxide 
ionor 


Dain; inflammation 


HCT 6015 


Jnspecified 


^SAID; nitric oxide 
ionor 


jain 
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NCX4016 


2-(acetyloxy)benzoic 
acid, 2- 

[(nitrooxy)methyl]ph 
enylester 


NSAID; nitric oxide 
donor; platelet 
antiaggregant; 
analgesic 


thrombosis; pain 


HP 228 


N-acetyl-Nleu-Gln- 

His-Phe-Arg-Trp- 

Gly-amide 


NSAID; peptide; 
melanocortin agonist 


pain; inflammation; 
asthma; cachexia 


Samarium 153 Sm 
lexidronam; Sm 153- 
EDTMP; samarium 
153-EDTMP; 
samarium EDTMP; 
CYT 424; 


(OC-6-2 !)-[[[ 1,2- 

ethanediylbis[nitrilobi 

s(methylene)]tetrakis[ 

phosphonato] ] (8-)- 

N,N',OP,OP',OP",OP' 

']-samarate(5-)- 

153Sm 


NSAID; 

radiotherapeutic 


cancer; pain; 
rheumatoid arthritis 


Analgesic, human 
serum albumin 
conjugated opioid 
peptide 


Unspecified 


opiate agonist 


pain 


AXC 3742 


Unspecified 


opiate agonist 


pain 


AXC 3943 


Unspecified 


opiate agonist 


pain 


drug delivery system, 
hydrogel pethidine; 
pethidine hydrogel 


Unspecified 


opiate agonist 


pam 


Oxycodone + 
ibuprofen; ibuprofen 
+• oxycodone 


Unspecified 


opiate agonist 


sain 


ADL 21294 


Unspecified 


opiate agonist; 
analgesic 


pain; corneal abrasion 


Analgesic 


Unspecified 


opiate agonist; 
analgesic 


pain 


Brifentanil; A3331 

• 


(+,-)-cis-N-[l-[2-(4- 

Bthyl-5-oxo-2- 

tetrazolin- 1 -yl)ethyl]- 

3-methyl-4- 

piperidyl]-2'-fluoro-2- 

methoxyacetanilide 


opiate agonist; 
analgesic 


pain 


drug delivery system, 
ANCHOR opioid 
agonist 


Unspecified 


Dpiate agonist; 
analgesic 


aain 
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drug delivery system, 
transdermal fentanyl; 
TTS-fentanyl; 
fentanyl transdermal; 
KJK 4263; 
SUBLIMAZE; 
DURAGESIC; 
DUROGESIC 


Unspecified 


opiate agonist; 
analgesic 


pain 


LEF 576; BCH 3963 


Unspecified 


opiate agonist; 
analgesic 


pain 


ocfentanii; A3217 


N-(2-fluorophenyl)-2- 
niethoxy-N-[l-(2- 
phenylethyl)-4- 
piperidinyljacetamide 


opiate agonist; 
analgesic 


pain 


TRK820 


(2E)-N- 

[(5alpha,6beta)-17- 

(cyclopropylmethyl)- 

4,5-epoxy-3,14- 

dihydroxymorphinan- 

6-yl]-3-(3-furanyl)-N- 

methyI-2- 

propenamide 

monohydrochloride 


opiate agonist; 
analgesic; kappa 
agonist 


pain 


BW 373U86 


[l(S*),2aIfa,5beta]- 

(+,-)-4-[[2,5- 

dimethyl-4-(2- 

propenyl)-!- 

3iperazinyl](3- 

iydroxyphenyl)methy 

I3-N,N- 

diethylbenzamide 


opiate agonist; delta 
agonist; analgesic 


pain 


SB 235863 


Unspecified 


opiate agonist; delta 
agonist; analgesic 


pain 


SNF 8912 


[H2N-(CH2)7-CO- 
NH)Asp-Tyr-(N- 
Me)Nle-Gly-Trp-(N- 
Me)Nle-Asp-Phe- 

mi2 


Dpiate agonist; delta 
agonist; analgesic 


)ain 


SNF 9007 


L-alpha-aspartyl-L- 

yrosyl-D- 

Dhenylalanylglycyl- 

L-tryptophyl-N-me 

hy 1 -L-norleucy 1-L- 

ilpha-aspartyl-L- 

jhenylalaninamide 


Dpiate agonist; delta 
igonist; analgesic 


3ain 
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opioid mimetic 
peptides 


Unspecified 


opiate agonist; delta 
agonist; analgesic; 
peptide 


pain; addiction 


. Apadoline; RP 
60180; RP 601 80A; 
RPR 60180 


(R)-10-[l-methyl-2- 
(1- 

pyrrolidinyl)ethyl]-N- 
propyl-lOH- 
phenothiazine-2- 
carboxamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


BRL 53001A 


(2S)-l-(l-oxo-3,4- 

dihydro-(2H)-naphth- 

6-yl)acetyl-2- 

dimethyl- 

aminomethyl 

piped dine 

hydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


CL 891601 


Unspecified 


opiate agonist; kappa 
agonist; analgesic 


pain 


DUP 747 


trans-(+,-)-3,4- 

dichloro-N-methyl-N - 

[1 ,2,3,4-tetrahydro-5- 

methoxy-2-(l- 

pyrrolidinyl)-l- 

naphthalenyl]benzene 

acetamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


E 2078; 66A078 


N-methyl-L- 

tyrosylglycylglycyl- 

L-phenylalanyl-L- 

leucyl-L-arginyl-N2- 

methyl-L-arginyl-N- 

ethyl-D-leucinamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


EMD 60400 


N-methyl-N((lS))-l- 
phenyl-2-((3S)-3- 
lydroxypyrrolidine- 
1 -yl)-ethyl-2-amino- 
phenylacetamide 


opiate agonist; kappa 
agonist; analgesic 




GR 102908 


Unspecified 


opiate agonist; kappa 
agonist; analgesic 


oain 


GR 107537 


[S-(R*,R*)]-5-[(3,4- 

ciichlorophenyI)acetyl 

-4,5,6,7-tetrahydro- 

4-[(3-hydroxy-l- 

oyrrolidinyl)methyl]f 

iiror3,2-clpyridine 


Dpiate agonist; kappa 
agonist; analgesic 


3ain 
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ICI 197067 


(S)-3,4-dichloro-N- 

methyl-N-[2-methyl- 

1-(1- 

pyrroIidinylmethyI)pr 
opyl]benzeneacetami 
de 

monohydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


[CI 204448 


(+,-)-[3-[l-[[(3,4- 
dichlorophenyI)acetyl 
jmethy lamino]-2-( 1 - 
pyrrolidinyI)ethyl]phe 
noxyjacetic acid 
monohydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


R 84760 


(3R)-4-[[(lS)-5.6- 

dichIoro-2,3-dihydro- 

lH-inden-1- 

yl]carbonyl]-3- (1- 

pyrroIidinylmethyI)th 

iomorpholine 

monohydrochlorid e 


opiate agonist; kappa 
agonist; analgesic 


pain 


Asimadoline; EMD 
61753 


[S-(R*,R*)]-N-[2-(3- 

hydroxy-1- 

pyrrolidinyl)-l- 

phenylethyl]-N- 

methyl-.alpha.- 

phenyl-, 

Denzeneacetamide 


opiate agonist; kappa 
agonist; analgesic; 
NSAID 


pain 


opiate analgesic, 


Unspecified 


opiate agonist; mu 
agonist 


pain 


BCH 2687; LEF 553 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
hydrogel morphine; 
morphine hydrogel; 
MORAXEN; 
MORPHINE 
HYCORE-R 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
oral sustained release 
morphine; morphine 
sustained release; 
KLAPANOL; 
KADIAN; MORCAP 
SR 


Unspecified 


Dpiate agonist; mu 
agonist; analgesic 


3ain 
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drug delivery system, 
oral transmucosal 
fentanyl; fentanyl 
OTFC; ACTIQ; 
FENTANYL 
ORALET 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


anesthesia; pain 


drug delivery system, 
OROS oral controlled 
release hydrocodone; 
hydrocodone OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OROS oral controlled 
release 

hydromorphone; 
hydromorphone 
OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OROS oral controlled 
release morphine; 
morphine OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OSAT morphine; 
morphine sustained 
release 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
subcutaneous 
hydromorphone; 
hydromorphone 
subcutaneous implant 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


3ain 


drug delivery system, 
sustained release 
DepoFoam morphine; 
morphine DepoFoam; 
C0401; 
DepoMorphine 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


3ain; cancer 


drug delivery system, 

transdermal 

buprenorphine; 

buprenorphine 

transdermal 


Jnspecified 


Dpiate agonist; mu 
igonist; analgesic 


}ain 


drug delivery system, \ 
transdermal fentanyl; 
fentanyl transdermal 


Jnspecified c 

£ 


jpiate agonist; mu f 
igonist; analgesic 


)ain 
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HP 736 


cis-7-bromo- 

l,2,3,3a,8,8a- 

hexahydro-l,3a,8- 

trimethylpyrrolo[2,3- 

b ]indoI-5-ol (E)-2- 

butenedioate (1:1) 

(salt) 


opiate agonist; mu 
agonist; aiialgesic 


pain 


tnorphine-6- 
glucuronide; CEE 
04410; HN 33169; 
CAP 


morphine-6- 
glucuronide 


opiate agonist; mu 
agonist; analgesic 


pain 


pentamoiphone; RX 
77989; A 4492 


7,8-didehydro-4,5a- 
epoxy-3-hydroxy- 1 T- 
methyl-14- 
(pentylamino)morphi 
nan-6-one 


opiate agonist; mu 
agonist; analgesic 


pain 


DPI 3290 


[2S- 

[l(S*),2alpha,5beta]]- 

3-[[2,5-dimethyl-4- 

(2-propenyl)-l- 

piperazinyl](3- 

hydroxyphenyl)methy 

l]-N-(3- 

fluorophenyl)-N- 
m ethy lb enzamide 
monohydrochloride 


opiate agonist; mu 
agonist; delta agonist; 
analgesic 


pain 


OHM 3295; ANQ 
3295 


Unspecified 


opiate agonist; mu 
agonist; kappa 
agonist; analgesic 


sain 


SK 9709 


Tyr-D-Ala-Phe-Leu- 

Arg(CH2NH) Arg- 
NH2 


opiate agonist; mu 
agonist; kappa 
agonist; peptide 


pain 


naloxone + 
pentazocine; 
pentazocine + 
naloxone 


Jnspecified 


opiate agonist; opiate 
antagonist; analgesic 


3ain; cancer 


tonazocine; WIN 
42156; WIN 42156 2 

■ 


(+.-)- 

(2alfa,6alfa,llS*)-l- 
[1,2,3,4,5,6- 
iexahydro-8- 
liydroxy-3,6,] 1- 
rimethyl-2,6- 
methano-3- 
benzazocin-l 1 -yl)-3- 
Dctanone 


opiate agonist; opiate 
antagonist; mu 
agonist; delta agonist; 
analgesic 


pain 
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picenadol; LY 
150720 


trans-(+,-)-3-(l,3- 

dimethyl-4-propyl-4- 

piperidinyl)phenoI 


opiate agonist; opiate 
antagonist; mu 
agonist; mu 
antagonist; analgesic 


pain 


acetylmethadol; 
levomethadyl acetate 
hydrochloride; L- 
alpha acetylmethadol; 
LAAM; methadyl 
acetate; LAAM; MK 
790; ORLAAM 


beta-[2- 

(dimethylartiino)prop 
ylj-alfa-ethyl-beta- 
phenylbenzeneethano 
1 acetate (ester) 


opiate antagonist; 
analgesic 


pain; addiction 


SNC 80 


[2S- 

[l(S*),2alpha,5beta]]- 
4-[[2,5-dimethyl-4- 
(2-propenyl)-l -piper 
a2inyl](3- 

methoxyphenyI)met 

hyl]-N,N-diethyl- 

benzamide 


opiate antagonist; 
delta antagonist; 
analgesic 


pain 


ibuprofen + propiram; 
propiram + ibuprofen; 
DIRATAB 


Unspecified 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


propiram; propiram 
fimiarate; BAY 4503; 
FBA 4503; 
DIRAME; ALGERIL 


N-(l-methyl-2- 
piperdinoethyl)-N-2- 
pyridy 1 -propionamide 
fumarate 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


propiram + 
paracetamol; 
propiram -t- 
acetaminophen; 
paracetamol + 
propiram; 
acetaminophen + 
propiram; 
DIRAMAX 


Unspecified 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


drug delivery system, 

transdermal 

buprenorphine; 

buprenorphine 

transdermal 


Unspecified 


Dpiate partial agonist; 
analgesic 


)ain 


MR 2264 


Jnspecified 


opiate partial agonist; 
malgesic 


sain 


analgesics. 


Jnspecified 


jeptide 


3ain 


CEE 04420 


Jnspecified 


peptide j 


}ain 


CEE 04421 


Jnspecified 


5eptide f 


3ain 
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drug delivery system, 
analgesic, oral 
transmucosal 


Unspecified 


peptide 


pain 


drug delivery system, 

Polyfunctional 

Molecular 

Modification, 

enkephalin; 

enkephalin 

Polyfunctional 

Molecular 

Modification 


Unspecified 


peptide; analgesic 


pain 


MERW8020 


Unspecified 


peptide; analgesic; 
NSAID 


inflammation; pain 


drug delivery system, 
MICROPUMP oral 
controlled release 
aspirin; aspirin 
MICROPUMP; 
ASACARD 


Unspecified 


platelet antiaggregant; 
thromboxane 
synthetase inhibitor; 
analgesic; NSAID 


thrombosis; pain; 
inflammation 


ZD 4953 


Unspecified 


prostaglandin 
antagonist; 
prostaglandin 
endoperoxide 1 
antagonist 


pain 


ZD 6416 


Unspecified 


prostaglandin 
endoperoxide 1 
antagonist; analgesic 


pain 


ZD 6804 


Unspecified 


prostaglandin 
endoperoxide 1 
antagonist; analgesic 


pain 


limaprost; limeprost; 
limaprost alfadex; OP 
1206; ONO 1206; 
OPALMON; 
PRORENAL 
• 


(E)-7-[(lR,2R,3R)-3- 
hydroxy-2-[(E)- 
(3S,5S)-3-hydroxy-5- 
methyl- 1 -nonenyl}-5- 
oxocyclopentyl]-2- 
leptenoic acid 


prostanoid; analgesic 

■ 


cardiovascular 
disease; pain 


SC 42867 

■ 


8- 

=hlorodibenz[b,f|[l,4] 
Dxazepine- 1 0( 1 1 H)- 
2arboxylic acid 2-[3- 
:ethylsulfonyl)-l- 
Dxopropyllhydrazide 


prostanoid; analgesic 


Dain 
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SCH 34826 


N-[N-[2-[(2,2- 

dimethyl-1-3- 

dioxolan-4- 

yl)methoxy]-2-oxo- 1 - 

(phenylmethyl)ethyl]- 

L-phenylalanyl] -beta- 

alanine 


proteinase inhibitor; 
analgesic 


pain; hypertension 


117m Sn DTPA; 
pentetate 1 1 7m Sn 


Unspecified 


radiotherapeutic; 
analgesic 


cancer; pain 


rhenium Re 1 86 
etidronate; 186-Re 
HEDP; 186-Re 
HEDP; BETAMET 


Unspecified 


radiotherapeutic; 
analgesic 


pain; cancer 


Sm 153 

hydroxyapatite; Sm 
153 HA; samarium 
1 53 hydroxyapatite 


Unspecified 


radiotherapeutic; 
analgesic 


pain 


strontium-89 

chloride; 

METASTRON 


strontium chloride 
(89SrCI2) 


radiotherapeutic; 
analgesic 


pain; cancer 


PD 144418 


l,2,3,6-tetrahydro-5- 
'3-(4-methylphenyl)- 
5-isoxazolyl]-l- 
propylpyridine 


sigma antagonist; 
analgesic 


pain 


mu-conopep tides 


Unspecified 


sodium channel 
blocker 


pain; epilepsy 


4030W92; BW 
4030W92 

.■ 


(5R)-5-(2,3- 
dichlorophenyl)-6- 
'fluoromethyl)-2,4- 
oyrimidinediamin e 


sodiimi channel 
blocker 


pain 


GW 286103 


Unspecified 


sodium channel 
blocker; analgesic 


3ain 


LTA 


Jnspecified 

■ 


sodium chaimel \ 
blocker; analgesic 


5ain 


sodium clisririd 
blockers 


Jnspecified s 
I 


>odium channel f 
5locker; analgesic 


jain 


sodium channel I 
blockers 


Jnspecified s 
I 


►odium channel i 
)locker; analgesic 


>ain 
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Octreotide; octreotide 
acetate; SMS; SMS 
201995; SMS 
201995ac; SMS 995; 
SANDOSTATIN; 
SANDOSTATINE; 
SANDOSTATINA; 
LONGASTATINA; 
SAMILSTATINA 


[R-(R*,R*)]-D- 

phenylialanyl-L- 

cysteinyl-L- 

phenylalany]-D- 

tryptophyl-L-lysyl-L- 

threonyl-N-[2- 

hydroxy-1- 

(hydroxymethyl)prop 

yl]-L-cysteinamide 

cyclic (2-7)-disulfide 


somatostatin 
analogue; analgesic 


Alzheimer disease; 
cancer; viral 
infection; psoriasis; 
diarrhea; diabetes; 
pain; acromegaly 


Vapreotide; 
octastatin; RC 160; 
BMY 41606 


D-Phe-Cys-Trp-D- 
Trp-Lys-Val-Cys- 
rrp-NH2 


somatostatin 
analogue; analgesic 


cancer; pain 


NKT343; SDZNKT 
343 


l-[[(2- 

nitrophenyl)amino]ca 

rbonyl]-L-prolyl-N- 

tnethyI-3-(2- 

naphthalenyl)-N- 

(phenylmethyl)-L- 

alaninamide 


substance P 
antagonist; analgesic 


pain 


Etanercept; tumor 
necrosis factor 
receptor; TNFr; TNR 
001; 


LJnspecified 


TNF inhibitor; 
immunosuppressant; 
NSAID; analgesic 


rheumatoid arthritis; 
heart failure; 
diabetes; pain; 
endometriosis; 
autoimmune disease 



Table 34: Current Candidate Therapeutic Interventions for the Treatment of Parkinson's 
Disease 



Product Name 


Chemical Name 


Action 


Indication 


KF 17837 


(E)-8-[2-(3,4- 
dimethoxypheny 1 ) eth 
enyl}-3,7-dihydro-7- 
methyl- 1 ,3-dipropyl- 
lH-purine-2,6-dione 


adenosine antagonist 


Parkinson disease 


KW 6002 


LJnspecified 


adenosine antagonist 


Parkinson disease 


Parkinson's disease 
therapy 


Unspecified 


adenosine antagonist 


Parkinson disease 


SCH 58261 


2-(2-furanyI)-7-(2- 

phenylethyl)-7H- 

pyrazolo[4,3- 

e][l,2,4]triazolo[l,5- 

clpyrimidin-5-amine 


adenosine antagonist; 
adenosine A2 
antagonist 


Parkinson disease 
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Idazoxan; RX 
781094; RX 781094 
A 


2-(2,3-dihydro-l,4- 
ben2odioxin-2-yI)- 
4,5-dihydro-lH- 
imidazole 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 
antiproliferative aE;en 


Parkinson disease; 

depression; 
; cardiovascular 
t disease; retinopathy 


alpha2 adrenoceptor 
antagonists, 


Unspecified 


alpha2 adrenergic 
antagonist; alpha 
adrenergic antagonist 


Parkinson disease 


SR 57667 


Unspecified 


Antineurodegenerativ 
e 


Alzheimer disease; 
Parkinson disease 


Parkinson's disease 
therapy. 


Unspecified 


antioxidant 


Parkinson disease 


VANTOX 


Unspecified 


antioxidant; NSAID 


asthma; Parkinson 
disease; Alzheimer 
disease; stroke 


CNS therapy, IDUN; 
CNS therapy 


Unspecified 


apoptosis inhibitor; 
caspase inhibitor 


stroke; Parkinson 
disease; amyotrophic 
lateral sclerosis 


CNS 1237 


N-5-acenaphthylenyl- 
N'-(4-methoxy- 1 - 
naphthalenyl)- 
guanidine 


Calcium channel 
blocker; glutamate 
release inhibitor 


brain ischemia; 
Parkinson disease; 
neuropathy 


drug delivery system, 
conopeptides 


Unspecified 


calcium channel 
blocker; sodium 
channel blocker; 
jotassium channel 
blocker; analgesic 


enileDsv ParVinQnn 
disease; stroke; pain; 
brain ischemia 


SIB 1508Y 


(S)-3-ethynyl-5-(l- 
methyl-2- 

pyrrolidinyl)pyridine 


cholinergic agonist; 
nicotinic agonist 


Parkinson disease 


SIB S 1663; S 1663 

• 

■ 


2,3,3a,4,5,9b- 
hexahydro-7- 
cnethoxy- 1 -methy 1- 
lH-pyTTolo[3,2- 
i]isoquinoline 


cholinergic agonist; 
nicotinic agonist 


Parkinson disease 


CGP 28014 


Sr-(l,6-dihydro-6- 
3XO-2-pyridinyI)- 

iipropylmethanimida 
nide 


^OMT inhibitor 


'arkinson disease 


Entacapone; OR 611; 
COMTAN; c 
COMTESS t 
c 
f 


E)-2-cyano-3-(3,4- ( 

iihydroxy-5- 

iitrophenyI)-N,N- 

iiethyl-2- 

jropenamide 


"OMT inhibitor 


^arkinson disease 
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Tolcapone; Ro 
407592; TASMAR 


(3,4-dihydroxy-5- 
nitrophenyI)(4- 
methylphenyl)methan 
one 


COMT inhibitor 


Parkinson disease 


drug delivery system, 
controlled release 
carbidopa + 
levodopa; carbidopa 
+ levodopa 


Unspecified 


decarboxylase 
inhibitor; dopamine 
agonist 


Parkinson disease 


Dopaminergic 
neurotrophic factor; 
DNTF 


Unspecified 


DNTF growth factor 


Parkinson disease 


lA 116a; JA 116 


1,2,6,7,8,8a- 
hexahydro-1- 
acenaphthylenamine 
hydrochloride 


dopamine agonist 


Parkinson disease 


levodopa methyl; 
CHF 1301 


Unspecified 


dopamine agonist 


Parkinson disease 


levodopa methyl + 
carbidopa; carbidopa 
+ levodopa methyl; 
CHF 1512 


Unspecified 


dopamine agonist 


Parkinson disease 


Moxiraprine; 4- 
hydroxyminaprine; 
CM 30366 


p-[5-methyl-6-[(2- 

morpholinoethyl)ami 

no]-3- 

pyridazinyllphenol 


dopamine agonist 


Parkinson disease 


naxagolide; PHNO; 
dopazinol; MK 458; 
L 647339 


(4aR-trans)- 
3,4,4a,5,6,10b- 
hexahydro-4-propyl- 
2H-naphth[l,2-b]- 
1 ,4-oxazin-9-ol 


dopamine agonist 


Parkinson disease 


U86170F 


(R)-5. 

(dipropylamino)-5,6- 

dihydro-4H- 

imidazo[4,5,l- 

j ] quinolin-2( 1 H)-one 

monohydrobromide 


dopamine agonist 


Parkinson disease 


WAY 124486 


[S)-3-[[[3-(3- 
aminophenoxy)propyl 
amino]methyl]-2,3- 
iihydro-1,4- 
t)enzodioxin-6-o] 


dopamine agonist 


Parkinson disease 
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Quinclorsnc^ 
quinelorane 
hydrochloride; LY 
163502 


5,5a,6,7.8.9,9a,10- 
octahydro-6- 
propylpyrido[2,3- 
glquinazolin-2-amine 


dopamine agonist 


Parkinson disease; 

hyperprolactinemia; 

hypertension 


HW 165 


11 olio \ *l ) 

l,2,3,4,4a,5,6,10b- 
octahydrobenzo(f)qui 
nolin-7-ol, 
hydrobromide 


dopamine agonist 


Parkinson disease; 
schizophrenia 


Apomorphine; 
apomorphine 
hydrochloride; 
UPRIMA 


(R)-5,6,6a,7- 

tetrahydro-6-methyl- 

4H- 

dibenzo[de,g]quinolin 
e-10,ll-diol 
hydrochloride hydrate 


dopamine agonist 


sexual dysfunction; 
Parkinson disease 


talipexole; BHT 920; 
DOMINE; DOMIN 


6-allyl-2-amino- 
5,6,7,8-tetrahydro- 
4H-thiazolo[4,5- 
dlazepine 


dopamine agonist; 
alpha adrenergic 
agonist; alpha2 
adrenergic agonist 


Parkinson disease; 
glaucoma 


drug delivery system, 
benserazide + 
levodopa; benserazide 
■H levodopa, levodopa 
+ benserazide; 
MADOPAR DR 


Unspecified 


dopamine agonist; 

decarboxylase 

inhibitor 


Parkinson disease 


A 68930 


(1R,3S)-1- 
aniinomethyl-5 ,6- 
dihydroxy-3- 
phenylisochroman 


dopamine agonist; 
dopamine Dl agonist 


ij^ertension; 
Parkinson disease 


A 77636 


(IR-cis)-l- 
;aminomethyl)-3 ,4- 

tricyclo[3.3.1.13,7]de 
c-l-yl-lH-2- 
>enzopyran-5 ,6-diol 
hydrochloride 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


A 86929 


trans-4,5,5a,6,7,llb- 
iexahydro-2- 
propylbenzo[flthieno[ 
2,3-c]quinoline-9, 1 0- 
liol hydrochloride 


dopamine agonist; 
dopamine Dl agonist 


*arkinson disease 
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ABT431 


(5aR-trans)- 

4,5,5a,6,7,llb- 

hexahydro-2- 

ben2o[f|thieno[2,3- 

c]quinoline-9, 1 0-diol, 

diacetate (ester), 

hydrochloride 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


dopamine agonist 


Unspecified 


dopamine agonist; 
dopamine D 1 agonist 


Parkinson disease 


dopamine-Dl 
agonists, BLSI 


Unspecified 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


dihydrexidine; IP 202 


trans-5,6,6a,7,8,12b- 
hexahydro- 
ben2o[a]phenanthridi 
ne-1 0,11 -did 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease; 
Alzheimer disease 


BAM 1110 


(8 beta)-6-methyl-8- 
(lH-l,2.4-triazol-l- 
ylmethyl)ergoline 
(Z)-2-butenedioate 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease 


drug delivery system, 
transdermal 
pergolide; pergolide 
transdermal 


Unspecified 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease 


pergolide; pergolide 

mesylate; LY 141B; 

LY 127809; 

PERMAX; 

CELANCE; 

PHARKEN; 

PARKOTIL 


(8beta)-8- 

Xmethylthio)methyl]- 
6-propylergoline 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease; 
depression 


CQA 206291 


Unspecified 


dopamine agonist; 
dopamine D2 agonist 


^arkinson disease 


drug delivery system, 
transdermal N 0923; 
N 0923 transdermal 

delivery system; N 
0923; SPM 962 


[S)-5,6,7,8- 

etrahydro-6- 

'propyl[2-(2- 

iiienyI)ethyl]amino]- 

1-naphthalenol 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease 


ropinirole; ropinirole 
hydrochloride; 
ropinerole; SKF 
101468; SKF 
101468A; r 


4-2(- 

lipropylamino)ethyl)- 
U3-dihydro-2H- 
ndol-2-one 
nonohydrochloride 


dopamine agonist; 
dopamine D2 agonist 


^arkinson disease 
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U91356A 


(R)-5,6-dihydro-5- 
(propylaniino)-4H - 
imidazo[4,5,l- 
ij] quinolin-2(lH )- 
one 

monohydrochloride 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease 


Cabergoline; FCE 
21336; CG 101; 
DOSTINEX; 
SOGILEN; 
CABASER 


(8beta)-N-[3- 

(dimethylamino)prop 

yl3-N- 

[(ethylamino)carbony 
l]-6-(2-prop 
enyl)ergoline-8- 
carboxamide 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease; 
h>perprolactinemia 


PNU 95666; U 
95666A 


(R)-5,6-dihydro-5- 
(methylamino)-4H- 
imidazo[4,5,l- 
ij]quinolin-2(lH)-one 


dopamine agonist; 
dopamine D2 agonist; 
5HT agonist; 5HT1A 
agonist 


Parkinson disease 


Pramipexole; 
pramipexole 
dihydrochloride; SND 
919; U98528E; 
SND919CL2Y; PNU 
98528E; SIFROL; 
MIRAPEX; 
DAQUIRAN; 
MIRAPEXIN; 
FIROL 


CS)-2-amino-4,5,6,7- 
tetrahydro-6- 
(propylamino)- 
benzothiazole 


dopamine agonist; 
dopamine D2 agonist; 
dopamine D3 agonist 


Parkinson disease; 

schizophrenia; 

depression 


LEK 8829 


(8beta)-9,10- 

didehydro-N,6- 

dimethyl-N-2- 

propynylergoline-8- 

methanamine 


dopamine Dl agonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist; dopamine 
agonist; dopamine 
antagonist 


schizophrenia; 
Parkinson disease 


Brasdfensine; NS 
2214; BMS 204756 


IR- 

lalpha,2beta(E),3alp 
tia,5alpha]]-3-(3,4- 
lichlorophenyl)-8 - 
methyl-8- 

a2abicyclo[3.2.1]octa 
iie-2-carboxaldehyde 
D-methyloxime 


dopamine reuptake 
nhibitor 


Parkinson disease 


NS 2141 


Unspecified 


iopamine reuptake 
nhibitor 


^arkinson disease 


NS 2200 


Unspecified 

P 


dopamine reuptake 
nhibitor c 


^arkinson disease; 
depression; addiction 
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drug delivery system, 
dopamine secreting 
implant; dopamine 
secreting implant; 
NeuroCRIB 


Unspecified 


Dopaminergic agonis 


t Parkinson disease 


drug delivery system, 
dopamine secreting 
implants, Parkinson's 
disease; 

SPHERAMINE 


Unspecified 


Dopaminergic agonis 


Parkinson disease 


NB 355 


3- hydroxy-L-tyrosine 

4- (2,2,- 

dimethylpropanoate) 


Dopaminergic 
agonist, L-dopa 
prodrug 


Parkinson disease 


epidermal growth 
factor; EGF 


epidermal growth 
factor 


EGF growth factor 


eye disease; 
Parkinson disease 


Carboxylated 
buckminsterfullerenes 
; carboxyfullerenes 


Unspecified 


free radical 
scavenger; apoptosis 
inhibitor 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


Milacemide; CP 
15525; CP 1552S 


2- 

(pentylamino)acetami 
de 


GABA agonist; MAO 
B inhibitor; MAO 
inhibitor 


epilepsy; Parkinson 
disease 


glial cell line-derived 
neurotrophic factor; 
GDNF 


Unspecified 


GDl*«rF growth factor; 
neurotrophic factor 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


gliai-cell-line-derived 
neurotrophic factor; 
GDNF 


Unspecified 


GDNF growth factor; 
neurotrophic factor 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


drug delivery system, 
neurturin secreting 
implant; neurturin 
secreting implant; 
GDNF secreting 
implant 


Unspecified 


GDNF; neurotrophic 
factor; growth factor 


Parkinson disease 


riluzole; PK 26124; 
RP 54274; RILUTEK 


5-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
iisease 


NS 072 


Unspecified 


glutamate antagonist 


Parkinson disease 


MRZ 2579; MRZ 
2/579 


Jnspecified 


glutamate antagonist; 
MMDA antagonist 


'arkinson disease; 
addiction; stroke 


CNS 5065 


SI-(2-chIoro-5- 
3thylphenyl)-N'-(3- 
;thylphenyl)-N'- 
nethylguanidine 


glutamate antagonist; 
"^DA antagonist 


Parkinson disease; 
leuropathy; brain 
schemia 
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CP 283097 


(3R-cis)-3-[4-(4- 

fluorophenyl)-4- 

hydroxy-1- 

piperidinyI]-3,4- 

dihydro-2H-l- 

benzopyran-4,7-diol 


glutamate antagonist; 
NMD A antagonist 


Parkinson disease; 
stroke; trauma 


GPI 1046 


l-(3,3-dimethyl-l,2- 
dioxopentyl)-L- 
proline 3-(3- 
pyridinyl)propyl ester 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
Parkinson disease; 
multiple sclerosis; 
neuropathy 


NTIL-A 


Unspecified 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
Parkinson disease; 

miiltiT%l^ cr»l/*TY^o>c' 

neuropathy 


NTeurotrophin agonist 


Unspecified 


growth factor; 
neurotrophic factor 


Parkinson disease; 
neuropathy 


V 10367; VA 10367 


Unspecified 


growth factor; 
neurotrophic factor 


Parkinson disease 


drug delivery system, 
neurotrophin-3 
secreting implant; 
NT-3 implant 


Unspecified 


growth factor; 
neurotrophic factor; 
biotechnology 


Alzheimer disease; 
Parkinson disease; 
neuropathy 


m-NBA 


2-amino-3-(3- 
nitrobenzoyl)propano 
ic acid 


Icynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease; Alzheimer 
disease 


MDL 72145 


(E)-(beta- 

fluoromethyIene)-3,4- 
dimethoxybenzeneeth 
anamine 
hydrochloride 


MAO B inhibitor; 
MAO inhibitor 


depression; Parkinson 
disease 


2HxMP 


N-(2-hexyl)-N- 

tnethylpropargylamin 

e 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease 


drug delivery system, 
transdermal 
selegiline; selegiline 
transdermal 


Unspecified 


MAO B inhibitor; 
MAO inhibitor 


i'arkinson disease 


M2PP 


Nr-(2-pentyl)-N- 
tnethylpropargylamin 


MAO B inhibitor; 
MAO inhibitor 


'arkinson disease 


mofegiline; MDL 
72974A; MDL 72974 


^E)-4-fluoro-beta- 
[fluoromethyIene)ben 
:eneb utanamine 


MAO B inhibitor; 
VIAO inhibitor 


Parkinson disease 
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selegiline; selegiline 
hydrochloride; 
deprenyl; E 250; FPF 
1100; ELDEPRYL; 
DEPRENYL; 
JULAP; NIAR; 
SELEDAT; 
DEPRILAN; 
SELEPARKIN; 
KINABIDE; NOVO- 
SELEGILINE; 
MOVERDIN 


(R)-N,alpha- 
dimethyl-N-2- 
propynylbenzeneetha 
namine 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease 


lazabemide; Ro 
196327; PAKIO; 
TEMPIUM 


N-(2-aininoethyl)-5- 

chloro-2-pyridine- 

carboxamide 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease; 
Alzheimer disease 


LU 53439 


3,4-dimethyl-7-(2- 
isopropyI-1,3,4- 
thiadiazol-5-yl)- 
methoxy-coumarin 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease; 
cognitive defect 


SL 650477; SL 
65.0477 


[R-(R*,R*)]-5- 
(methoxymethyl)-3 - 
r6-(4,4,4-trifluoro-3- 
tiydroxybutoxy)-3 - 
3enzofuranyl]-2- 
oxazolidinone 


MAO inhibitor; MAO 
A inhibitor; MAO B 
inhibitor; 
oxazolidinone 


depression; Parkinson 
disease 


SL 340026; SL 
34.0026 


3-(2-methoxyethyl)- 
5-[4-(4,4,4- 
trifluorobutoxy)pheny 
1]- 1 ,3,4-oxadiazol- 
2(3H)-one 


MAO inhibitor; MAO 
B inhibitor 


Parkinson disease 


rasagiline; rasagiline 
mesylate; TVP 1012; 
TV 1012 


(R)-2,3-dihydro-N-2- 
propynyl- 1 H-inden- 1 - 
amine 


MAO inhibitor; MAO 
B inhibitor 


Parkinson disease; 
Alzheimer disease 


fatty acids, 
microalgal. 


Unspecified 


Microalgal extracts 


lyperlipidemia; 
Parkinson disease; 
Alzheimer disease; 
eye disease 


Neurophilins 


Unspecified 


Neurophilins 


Alzheimer disease; 
Parkinson disease; 
neuropathy | 
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LIGA 20; FID 
012020 


[R-[R*,S*-(E)]]-N-[1- 

[[[0-(N-acetyl-alfa- 

neuraminosyl)-(2->3)- 

0-[0-beta-D- 

galactopyranosyI-( 1 - 

>3)-2-(acetylamino)-2- 

deoxy-beta-D- 

galactopyranosy]-( 1 - 

>4)]-0-beta-D- 

galactopyranosyl-( 1 - 

>4)-beta-D-glucopy- 

ranosyl]oxy]methyI]-2- 

hydroxy-3- 

heptadecenyl]-2,2- 

dichloroacetamide 


Neuroprotectant 


Parkinson disease 


neurturin 


Unspecified 


Neurturin; growth 
factor; neurotrophic 
factor 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


SIB 1765F; SIB 1765 


3-ethynyl-5-(l- 
methyl-2- 

pyrrolidinyI)pyridine, 

(E)-2-butenedioate 

(1:1) 


nicotinic agonist; 
cholinergic agonist 


Parkinson disease 


neurodegeneration 
therapy 


Unspecified 


Nicotinic cholinergic 
receptor ligands 


Alzheimer disease; 
Parkinson disease 


nitric oxide synthase 
inhibitors, 


Unspecified 


nitric oxide synthase 
inhibitor 


Parkinson disease; 
stroke 


remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
methy 1-1,2- 
diphenylethyl)acetani 
ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 
disease; 

n PI imH popn pmri r»n 


CO 101244 


l-[2-(4- 

iydroxyphenoxy)ethy 
]-4-[(4- 

methylphenyl)methyl 

-4-piperidinol 

lydrochloride 


NMDA antagonist; 
glutamate antagonist 


Parkinson disease 


PD 158473 


3-(l -naphthalenyl)-5- 

[phosphonomethyl)- 

!>-phenylalanine 


sIMDA antagonist; 
glutamate antagonist 


'arkinson disease* 
stroke 


PD 159913 


Unspecified 


NfMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 


Ro 256981 


Unspecified 


^IMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 
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budipine; budipine 
hydrochloride; BY 
701; PARKINS AN 


1-(1,1- 

diniethylethyI)-4,4- 
diphenylpiperidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


Parkinson disease; 
pain 


aptiganel; CNS 1102; 
CDD 25 15 A; 
CERESTAT 


N-(3-ethylphenyl)-N- 
methyl-N'-l- 
naphthalenyl- 
guanidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


stroke; neuropathy; 
trauma; Parkinson 
disease; pain 


antisense 

oligonucleotide, p75 


Unspecified 


P75 transcriptional 
coactivator antisense; 
oligonucleotide 


Parkinson disease 


alpha-conopeptides 


Unspecified 


peptide; cholinergic 
agonist; nicotinic 
agonist 


schizophrenia; 
Parkinson disease; 
cancer; urinary 
incontinence 


PNU 151774E 


(2S)-2-[[[4-[(3- 

fl uorophenyl)methox 

y]phenyl]methyl]ami 

no]propanamide 

monomethanesulfonat 

e 


sodium charmel 
blocker; calcium 
channel blocker; 
MAO B inhibitor; 
MAO inhibitor 


epilepsy; Parkinson 
disease; brain 
ischemia 


CEB 1097 


Unspecified 


Unknown 


Parkinson disease 


TV 1203 


Unspecified 


Unknown 


Parkinson disease 


Table 35. Current Candidate Therapeutic Interventions for the Treatment of 

Schizophrenia (and Other Psychoses) 


Product Name 


Chemical Name 


Action 


Indication 


BW1192U90; 
1192U90 


2-amino-N-[4-[4- 

(1 ,2-ben2isothiazoI-3- 
yl)-l- 

piperazinyl]butyl]ben 
zamide 


5HT agonist; 5HT1A 
agonist; dopamine 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


Ritanserin; R 55667 

• 


6- [2-[4-[bis(4- 
fluorophenyl)methyle 
ne]piperidino]ethyI]- 

7- niethyl-5H- 
thiazolo[3,2- 
a]pyrimidin-5-one 


5HT antagonist; 
5HT2 antagonist 


addiction; anxiety; 
schizophrenia 
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Ziprasidone; 
ziprasidone 
hydrochloride; CP 
88059; CP 880591; 
CP 8805901; 
ZELDOX 


5- [2-[4-(l,2- 
benzisothiazol-3-yl)- 
1 -piperazinyljethyl]- 

6- chloro- 1 ,3 -dihy dro- 
2H-indoI-2-one 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist; 5HT1A 
agonist; 5HT agonist 


schizophrenia; 
anxiety 


Ocaperidone; R 
79598 


3-[2-[4-(6-fluoro-l,2- 

benzisoxazol-3-yl)-l- 

piperidinyl] ethyl]- 

2,9-dimethyl-4H- 

pyrido[l,2- 

a]pyrimidin-4-one 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Olanzapine; LY 
170053; ZYPREX; 
ZYPREXA; 
OLANZEK 


2-methyl-4-(4- 
methyl-1- 
piperazinyl)- 1 OH- 
thieno[2,3-b][l,5] 
benzodiazepine 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia; 
psychosis; depression 


Perospirone; SM 
9018;LULLAN 


cis-2-[4-[4-(l,2- 
benzisothiazol-3-yl)- 
1 -piperazinyljbutyl]- 
hexahydro- 1 H-isoin- 
dole-l,3(2H)-dione 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 




Ilisperidone; R 
64766; RISPERDAL; 
BELIVON 


3-[2-[4-(6-fluoro-l,2- 
3enzisoxazol-3- 
yl)piperidinyl]ethyl]- 
6,7,8,9-tet rahydro-2- 
methyl-4H-pyrido[l , 
2-a]pyrimidin-4-one 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Eplivanserin; SR 
46349; SR 46349B 


(lZ,2E)-l-(2- 
fluorophenyl)-3-(4- 
iydroxyphenyl)-2- 
propen-l-one (2E)-2- 
mtenedioate (2:1) 
salt 


5HT antagonist; 
5HT2 antagonist; 
platelet antiaggregant 


schizophrenia; 
nsomnia; thrombosis 


M 100907; MDL 
100907 

• 


[R)-alpha-(2,3- 
iimethoxyphenyl)- 1 - 
2-(4- 

[luorophenyI)ethyI]- 
}-piperidinemethanol 


5HT antagonist; 
5HT2A antagonist 


ichizophrenia 


Sertindole; LU 
23174; S 1991; ( 
SERDOLECT i 

1 


l-[2-[4-[5-chloro-l- 
4-fluorophenyl)-lH- . 
ndol-3-yl]-l- t 
)iperidinyl]ethyl]-2- c 
midazolidinone c 

£ 


)HT antagonist; 
5HT2A antagonist; 
5HT2C antagonist; 
[opamine antagonist; 
iopamine D2 
intagonist 


schizophrenia 
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AS 5370 


N-[hexahydro-l- 

methyl-4-[(3- 

methylphenyl)methyl 

]- 1 H- 1 ,4-diazepin-6- 

yl]-lH-indazole-3- 

carboxamide 

dihydrochloride 


5HT antagonist; 
5HT3 antagonist 


emesis; schizophrenia 


BMY 33426 




5HT antagonist; 
5HT3 antagonist 


schizophrenia 


BMY 33462 


(4-amino-N-(l- 
azabicylo-[2,2,2]oct- 
3-yl)-2-(butan-2-one- 
3-yI)oxy-5- 
chlorobenzamine 1.25 
ftimerate hydrate 


5HT antagonist; 
5HT3 antagonist 


schizophrenia 


Ricasetron; BRL 
46470; BRL 46470A 


endo-2,3-dihydro-3,3- 

dimethyl-N-(8- 

methyl-8- 

azabicyclo[3.2. l]oct- 

3-yl)-lH-indole-l- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


anxiety; 

schizophrenia; emesis 


5HT7 receptor 
antagonists 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia; 
schizophrenia 


BTS 79018 




5HT antagonist; 
dopamine antagonist 


schizophrenia 


Schizophrenia 
therapy. 




AMPA receptor 
modulators 


schizophrenia; 
depression 


bretazenil; Ro 
166028; Ro 
166028001 


(S)-8-bromo- 

11,12,13,13a- 

tetrahydro-9-oxo-9H- 

imidazo[l,5- 

a]pyrrolo[2,l- 

c] [ 1 ,4]benzodiazepine 

-1-carboxylic acid 

1,1-dimethylethyl 

ester 


Denzodiazepine 
partial agonist 


schizophrenia 


dopamine release 
inhibitor,. 


• 


calcium antagonist; 
dopamine release 
nhibitor 


schizophrenia 


SR 141716; SR 
141716A 


5-(4-chlorophenyl)-l - 

(2,4-dichlorophenyl)- 

4-methyl-N-l- 

piperidinyl-lH- 

)yrazole-3- 

carboxamide 


cannabinoid 
antagonist 


jchizophrenia 
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Cholecystokinin B 
antagonist 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


LY 288513 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


LY 262691 


trans-N-(4- 

broniophenyl)-3-oxo- 

4,5-diphenyl-l- 

pyrazolidinecarboxa 

mide 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


schizophrenia 


Alentemol; alentemol 
hydrobromide; U 
68553B 


(+)-2- 

(dipropylamino)-2,3- 
dihydrophenalen-5-ol 


dopamine agonist 


schizophrenia 


CGS 15873A 


trans-(+,-)- 
l,3,4,4a,5,10b- 
hexahydro-4-propyl- 
2H- 

[ 1 ]benzopyrano[3 ,4- 

b]pyridin-7-ol 

hydrochloride 


dopamine agonist 


schizophrenia 


HW165 . 


trans-(+/-)- 

l,2,3,4,4a,5,6,10b- 

octahydrobenzo(f)qui 

nolin-7-ol, 

lydrobromide 


dopamine agonist 


Parkinson disease; 
schizophrenia 


Amisulpride; 

aminosultopride; 

AST; DAN 2163; 

SOCIAN; SOLIAN; 

ENORDEN; 

DENIBAN; 

SULAMID 


4- amino-N-[(l -ethyl- 
2- 

pyrrolidinyl)methyl]- 

5- (ethylsulfonyl)-2- 
methoxy benzamide 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
depression 


terguride; TDHL; 
VUFB 6638;ZK 
31224; SH 406; 
DIRONYL; 
TELURON; 
TERULON 


l,l-diethyl-3-(6- 

Tiethylergolin- 

3alpha-yl)urea 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
tiyperprolactinania 
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Pramipexole; 
pramipexole 
dihydrochloride; SNE 
9,1,1^ U 98528E; 
SND919CL2Y; PNU 
98528E; SIFROL; 
MIRAPEX; 
DAQUIRAN; 
MIRAPEXIN; 
FIROL 


(S)-2-amino-4,5,6,7- 
tetrahydro-6- 
) (propylamino)- 
benzothiazole 


dopamine agonist; 
dopamine b2 agonist 
dopamine D3 agonist 


Parkinson disease; 

schizophrenia; 

depression 


PD 158771 


trans-N-[4-[2-(4- 
phenyl-1- 

piperazinyl)ethyl]cyc] 

ohexyl]-2- 

pyrimidinamine 


dopamine agonist; 
dopamine D2 partial 
agonist; 5HT1A 
partial agonist; 5HT 
agonist 


schizophrenia 


CI 1007; PD 143188 


(R)- 1,2,3,6- 

tetrahydro-4-phenyl- 

l-[(3-phenyl-3- 

cyclohexen-l-yl)m 

ethyljpyridine 


dopamine agonist; 
dopamine D2 partial 
agonist; dopamine D3 
partial agonist 


schizophrenia 


GYKI 22441; 
BRENFUMOD 


2-(4-chlorophenoxy)- 
2-methylpropanoic 
acid 2-[4-[3-[2- 
(trifluoromethyl)- 
1 OH-phenothiazin- 1 0- 
yl]propyl]-l- 
piperazinyljethyl 
ester 


Dopamine antagonist 
Phenothiazine ester 


schizophrenia 


Isofloxythepin; 
VUFB 10662 


4-[3-fluoro-10,ll- 

dihydro-8-(l- 

methylethyl)dibenzo[ 

b,f|thiepin-10-yl]-l- 

piperazineethanol 


Dopamine antagonist 


schizophrenia 


Bromperidol; R 
11333;IMPROMEN; 
BRIDOL; 
IMPROMEN 
DECANOAS; 
ERODIUM; 
LUN APRON; 
PRINDRIL; ROPEL 


*-[4-(4- 

>romophenyl)-4- 

tiydroxy-1- 

Diperidinyl]-l-(4- 

fluorophenyl)-l- 

Dutanone 


dopamine antagonist 


schizophrenia 


dopamine D4 
antagonists, Taisho 




dopamine antagonist £ 


schizophrenia 
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Nemonapride; 
emonapride; YM 
09151; YM 091512; 
EMILACE; SEP AN; 
NTEPONID 


cis-5-chloro-2- 

methoxy-4- 

Cmethylamino)-N-[2- 

methyl-l- 

(phenylmethyl)-3- 

pyrrolidinyI]benzami 

de 


dopamine antagonist 


schizophrenia 


SavoxqDin; 
cipazoxapine; CGP 
19486 


3- 

(cyclopentylmethyl)- 

2,3,4,5-tetrahydro- 

IH- 

dibenz[2,3 :6,7]oxepin 

o[4,5-d]azepine-7- 

carbonitrile 


dopamine antagonist 


schizophrenia 


NGD 931;NGB566 




dopamine antagonist, 
5HT agonist, 
adrenergic agonist; 
Atypical neuroleptic. 


schizophrenia 


Quetiapine; 
quetiapine fumarate; 
ZD 5077; Zeneca 
204636; ICI 204636; 
SEROOUEL 


2-[2.(4- 

dibenzo[b,fl[l,4]thiaz 
epin-ll-yI-1- 
piperazmyl)ethoxy]et 
hanol 


dopamine antagonist; 
5HT antagonist; 
5HT2 antagonist 


schizophrenia 


Berapipam; NNC 
220010 


(S)-8-chloro-5(5- 

bromo-2,3- 

dihydrobenzofuran-7- 

yl)-7-hydroxy-3- 

methyl-2,3,4,5- 

tetrahydro-lH-3- 

benzazepine 


dopamine antagonist; 
dopamine Dl 
antagonist 


schizophrenia 


CEE 033 10; NNC 
010687; NNC 687; 
NO 687; NNC 01- 
0687 


(S)-5-(2,3-dihydro-7- 
)enzofuranyl)- 
2,3,4,5-tetrahydro-3- 
methyl-8-nitro- 1 H-3- 
Denzazepin-7-ol 


dopamine antagonist; 
dopamine Dl 
antagonist 


schizophrenia; 
nsonmia 


CEE 03320; NNC 
220215 


Jnspecified 


iopamine antagonist; 
dopamine Dl 
mtagonist 


schizophrenia 


ecopipam; SCH 
39166 

I 

I 
I 


6aS-trans)-ll- c 
;hloro-6,6a,7,8,9,13b-c 
iexahydro-7-methyl- i 

;h- 

)enzo[d]naphth[2, 1 - 
)1azepin-l2-ol 


iopamine antagonist; s 
Iopamine Dl 
mtagonist 


>chizophrenia 
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ZD 3638; M 275562 


4-[2-(ethylsulfinyl)-3- 

pyridiriyl]-l-(9,10- 

methanoanthracen- 

9(10H)-ylmethyl)-4- 

piperidinol 


dopamine antagonist; 
dopamine D 1 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


zotepine; LODOPIN; 
NIPOLEPT; 
ZOLEPTIL; ZOPITE; 
SETOUS; 
MAJORPIN 


2-[(8- 

chlorodibenzo[b,f]thi 
epin- 1 0-yI)oxy]-N,N- 
dimethylethylamine 


dopamine antagonist; 
dopamine D 1 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist; 

noradrenalin reuptake 
inhibitor 


schizophrenia 


Mosapramine; 
clospipramine; Y 
516; CREMIN 


(+,-)- 1 '-[3 -(3-chloro- 

10,ll-dihydro-5H- 

dib enz[b, fj azep in - 5 - 

yl)propyl]hexahydros 

piro[imidazo[ 1 ,2- 

a]pyridine-3(2H),4'- 

piperidin]-2-one 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Remoxipride; 
remoxipride 
hydrochloride; FLA 
731; A 33547; 
ROXIAM 


(S)-3-bromo-N-[(l- 
ethyl-2- 

pyrrolidinyl)methyl]- 
2,6- 

dimethoxybenzamide 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


RWJ 25730 

• 


l-[[l-methyl-5-[[4- 
[2-(l- 

methylethoxy)phenyl] 
-1- 

piperazinyl]methyl]- 
lH-pyrrol-2- 
yl]methyl-2- 
piperidinone 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


DU 29894 




dopamine antagonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT1A 
antagonist 


schizophrenia 


Blonanserin; AD 
5423 


2-(4-ethyl-l- 

)ip eraziny 1 )-4-(4- 

luorophenyl)- 

5,6,7,8,9,10- 

liexahydrocycloocta[b 

[pyridine 


dopamine antagonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 
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ORG 5222 


trans-5-chloro- 
2,3,3a, 12b- 
tetrahydro-2-methyl- 
IH- 

dibenz[2,3:6,7]oxepir 
o[4,5-c]pyrTole 
maleate (1:1) 


dopamine antagonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


Amisulpride, (S); (-)- 
amisulpride 


(S)-4-amino-N-[(l- 
ethyl-2- 

pyrroIidinyI)methyl]- 

5-(ethyIsulfonyl)-2- 

methoxybenzamide 


dopamine antagonist; 
dopamine D2 
antagonist; dopamine 
D3 antagonist 


schi^ophrcniH. ■ 


RGH 1756 


6-[4-[4-[4-(2- 

methoxyphenyl)-!- 

piperazinyl]butoxy]p 

henyl]imidazo[2,l- 

bjthiazole 


dopamine antagonist; 
dopamine D3 
antagonist 


schizophrcnis.* 
psychosis 


YM 43611 


(S)-5-chloro-4- 

[(cyclopropylcarbony 

l)amiho]-2-methoxy- 

N-[l-(phenylmethyl)- 

3- 

pyrrolidinyljbenzami 
de 


dopamine antagonist; 
dopamine D3 
antagonist; dopamine 
D4 antagonist 


schizophrenia 


CP 293019 


7-[(4- 

Eluorophenoxy)methy 

l]-2-(5-fluoro-2- 

pyrimidinyl)octahydr 

o-2H-pyrido[l,2- 

a]pyrazine 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


L 745870 


3.£[4-(4. 

chlorophenyl)-!- 

piperazinyljmethyl]- 

lH-pyrrolo[2,3- 

>]pyridine 


dopamine antagonist; 
dopamine D4 
antagonist 




NOD 941 


2-[4-[(2-phenyl-lH- 
midazol-4- 
yl)methyl]-l- 
piperazinyljpyrimidin 


dopamine antagonist; 
dopamine D4 
antagonist 




NOD 944; NOD 94-4 


. 


dopamine antagonist; 
dopamine D4 
mtagonist 


schizophrenia 



San Diego 144 144.1 Page 2149 



BNSDOCID; <WO ^0060e3aA2J_J 



wo 00/50639 



PCT/USOO/01392 



PD 172760 


7-[[4-(4- 
ch]orophenyl)-l- 
piperazinyljmethyl- 
2H-1 ,4-benzoxa2in- 
3(4H)-one 


dopamine antagonist; 
dopamine D4 
antagonist 


schi2M3phrenia 


Sonepiprazole; PNU 
101387; U 101387G 


(S)-4-[4-[2-(3,4- 

dihydro-lH-2- 

benzopj^an-l- 

yl)ethyl]-l- 

piperazinylbenzenesu 

ifonamide 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


Belaperidone; LU 
111995 


( 1 alpha,5alpha,6alpha 

)-3-[2.[6-(4. 

fluorophenyl)-3- 

azabicyclo[3.2.0]hept 

-3-yl]ethyl]- 

2,4(1H,3H)- 

quinazolinedione 


dopamine antagonist; 
dopamine D4 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


dopamine antagonist 




dopamine antagonist; 
dopamine D4 
antagonist; dopamine 
D2 antagonist 


schizophrenia; 
psychosis 


HMR2934 




dopamine antagonist; 
dopamine D4 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist 


schizophrenia 


LEK 8829 


(8beta)-9,10- 

didehydro-N,6- 

dimethyl-N-2- 

propynylergoline-8- 

tnethanamine 


dopamine Dl agonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist; dopamine 
agonist; dopamine 
antagonist 


schizophrenia; 
Parkinson disease 


levosulpiride; 
LEVOPRAID 


iS)-5- 

[aminosulfonyI)-N- 
.(l-ethyl-2- 
3yrroIidinyl)methyl]- 
2-methoxybenzamide 


dopamine D2 
antagonist; dopamine 
antagonist 


smesis; schizophrenia 


LU 201640 


, 


dopamine D3 
antagonist; dopamine 
antagonist 


schizophrenia 
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fananserin; RP 62203 


2-[3-[4-(4. 

fluorophenyl)-l- 

piperazinyl]propyl]- 

2H-naphth[l,8- 

cd]isothiazole, 1,1- 

dioxide 


dopamine D4 
antagonist; dopamine 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist 


schizophrenia 


valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; AB 50711; 
DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sodium salt (2:1) 


GABAergic agonist 


epilepsy; migraine; 

schizophrenia; 

depression 


glycine reuptake 
inhibitors, 




Glycine reuptake 
inhibitors, GlyT-1 


schizophrenia 


ciproxifan; compound 
359; BP 2359 


cyclopropyI[4-[3- 
(lH-imidazol-4- 
yl)propoxyl]phenylm 
ethanone 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


compound 421 




histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


metabotropic 
glutamate receptor 
modulators 




metabotropic 
glutamate receptor 
modulators , 
analgesic 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


osanetant; SR 142801 


(R)-N-[l-[3-[l- 

benzoyl-3-(3,4- 

dichlorophenyl)-3- 

piperidinyl]propyl-4- 

3henyl-4- 

piperidiriyl]-N- 

methylacetamide 

monohydrochloride 


neurokinin 
antagonist; 
neurokinin 3 
antagonist 


schizophrenia; 
anxiety 


SR 48692 

■ 


2-[[[l-(7-chloro-4- 

quinolinyl)-5 -(2 ,6- 

dimethoxyphenyl)- 

lH-pyrazol-3- 

yl]carbonyl]amino]tri 

cyclo[3.3.1.13,7]deca 

iie-2-carboxyIic acid 


neurotensin 
antagonist 


schizophrenia; cancer 


conantokins 




NMDA antagonist; 
glutamate antagonist; 
3eptide; analgesic 


epilepsy; stroke; 
jchizophrenia; pain; 
schemia 
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alpha-conopeptides 




peptide; cholinergic 
agonist; nicotinic 
agonist 


schizophrenia; 
Parkinson disease; 
cancer; urinary . 
incontinence 


lithium gamolenic 
acid; SC 1 1 1 


(Z,Z,Z)-6,9,12- 
octadecatrienoic acid 
lithium salt 


phospholipase 
inhibitor 


schizophrenia 


panamesine; EMD 
57445 


(S)-5-[[4-(l,3- 

benzodioxol-5-yl)-4- 

hydroxy-1- 

piperidinyl]methyl]- 

3 -(4-methoxyphenyl)- 

2-oxazolidinone 


sigma agonist; 
dopamine antagonist 


schizophrenia 


BMY 14802; BMY 
148021 


alpha-(4- 

fluorophenyl)-4-(5- 
fluoro-2- 
pyrimidinyl)-l- 
piperazine butanol 


sigma antagonist 


schizophrenia 


CNS 1044 




sigma antagonist 


schizophrenia 


CNS 1169 




sigma antagonist 


schizophrenia 


CNS 1307 




sigma antagonist 


schizophrenia 


CNS 3040 




sigma antagonist 


schizophrenia 


MS 355 




sigma antagonist 


schizophrenia 


NPC 16316 




sigma antagonist 


schizophrenia 


MK869 




substance P 
antagonist 


depression; anxiety; 
schizophrenia; emesis 


CX516; AMP ALEX 


l-(6- 

quinoxalinylcarbonyl) 
piperidine 


Unknown 


Alzheimer disease; 
schizophrenia 


Maroxepine; CGP 
13442 A 


2,3,4,5-tetrahydro-3- 
methyl-lH- 
dibenz[2,3 :6,7]oxepin 
o[4,5-d]azepine 


Unknown 


schizophrenia 


Table 36. Current Candidate Therapeutic Interventions for the Treatment of Spasticitv 


Product Name 


Chemical Name 


Action 


Indication 


Tizanidine; tizanidine 
hydrochloride; AN 
021 A; DS 103 282 
CH; SIRDALUD; 
ZANAFLEX; 
TEMELIN 


5-chloro-N-(4,5- 
dihydro- 1 H-imidazol- 
2-yl)-2,l,3- 
3enzothiadiazol-4- 
amine 


alpha adrenergic 
agonist; alpha2 
adrenergic agonist; 
antispasmodic; 
muscle relaxant 


muscle spasm 
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botulinum A toxin; 
Clostridium 
botulinum toxin typQ 
A; DYSPORT 


Botulinum toxin A 


cholinergic 
antagonist; muscle 
relaxant 


muscle spasm; eye 
disease 


botulinum toxin type 
A; Clostridium 
botulinum toxin type 
A; OCULINUM; 
BOTOX 


Botuiin A 


cholinergic 
antagonist; muscle 
relaxant 


disease; migraine 


riluzole; PK 26124; 
RP 54274; RILUTEK 


6-(trifluoromethoxy)- 
2-ben2X)thiazolamine 


glutamate antagonist 


amyotrophic lateral 

^CilprAIIC" AlylipirrKar 

disease; Parkinson 
disease 


GRI2 


Unspecified 


Glycine reuptake 
inhibitors 


muscle spasm 


afloqualone; HQ 495; 
AROFUTO; ALOFT; 
PLENCO; 
AFROBARON 


6-amino-2- 
(fluoromethyI)-3-o- 
tolyl-4(3H)- 
quinazolinone 


muscle relaxant 


surgery 


lanperisone; 
lanperisone 
hydrochloride; NK 
433 


2-methyl-3-(l- 
pyrrolidinyI)-l-[4- 
(trifluoromethyl)phen 
yll-l-propanone 


muscle relaxant 


muscle spasm; 
urinary incontinence 


MS 322 


(R)-(+)-3-phenyl-5- 
(2-(l- 

pyrrohdinylmethyl)bu 

tyryl)isoxazole 

lydrochloride 


muscle relaxant 




threonine, L-; L- 
threonine; IP 204 


L-threonine 


unknown 


muscle spasm 


Table 37. Current Candidate Therapeutic Interventions for the Treatment of Strolce 


Product Name 


Chemical Name 


Action 


[ndication 


repinotan; BAY x 
3702 

■ 

c 


'R)-2-[4-[[(3,4- 
lihydro-2H-l- 
3enzopyran-2- 
/l)methyl] aminojbuty 
]- 1 ,2-ben2isothiazol- 
H2H)-one 1,1- 
[ioxide 


5HT agonist; 5HT1A 
agonist 


stroke; trauma 


Levemopamil; ( 
emopamii, (S) ( 
r 


2S)-2-isopropyl-5- . 
methylphenethylami i 
io)-2- c 
)henylvaleronitrile z 


>HT antagonist; s 
5HT2 antagonist; 
-alcium antagonist; 
intihypoxic 


troke 
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5HT4 human 
neuroreceptor; 
neuroreceptor, 5HT4 




5HT4 human 
neuroreceptor 


irritable bowel 
syndrome; cognitive 

arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


A.3 receptor regulator 




Adenosine 3 receptor 
ligand 


stroke 


Adenosine Al 
agonists 




adenosine Al agonist 


stroke 


AMP 579 




adenosine agonist; 
adenosine Al agonist; 
adenosine A2 agonist 


myocardial infarction; 
stroke 


GP 04012 




adenosine antagonist; 
adenosine Al 
antagonist 


stroke; trauma 


Adenosine allosteric 
modulators 




adenosine regulating 
agent 


cardiovascular 
disease; cancer; 
stroke 


Adenosine regulating 
agents, stroke 




adenosine regulating 
agent 


stroke 


CPC 407 




adenosine regulating 
agent 


stroke 


GP 1668; GP668 


5-amino-l -[beta-D-5- 
Dhosphoribofuranosyl 
|-imidazole- 1 -N-[(4- 
nitrophenyl)methyl)c 
arboxamide) 


adenosine regulating 
agent 


angina; stroke 


NS 257 




AMPA antagonist; 
glutamate antagonist 


stroke 


NS 479 




AMPA antagonist; 
glutamate antagonist 


stroke; neuropathy 


S 176252; S 17625 

• 


[6,7-dichloro-l,2- 
iihydro-2-oxo-3- 
quinolinyl)phosphoni 
: acid 


AMPA antagonist; 
glutamate antagonist 


stroke 


SH 608 




AMPA antagonist; 
glutamate antagonist 


stroke 
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SPD 502; NS 1209 


2-[[[5-[4. 

[(dimethylamino)sulf 

onyljphenyl]- 

1,2,6,7,8,9- 

hexahydro-S-methyl- 

2-OXO-3H- 

pyrroIo[3,2- 

h]isoquinolin-3- 

yIidene]amino]oxy]- 

4-hydroxybutanoic 

acid monosodium salt 


AMPA antagonist; 
glutamate antagonist 


stroke; 

neurodegeneration 


SYM2189 




AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


SYM 2206 


8 -(4-aminopheny 1)- 5- 
methyl-N-propyl- 1 ,3- 
dioxolo[4,5- 
g]phthaIazine-6(5H)- 
carboxamide 


AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


YM872 


3,4-dihydro-7-(lH- 
imidazol-l -yl)-6- 
nitro-2,3-dioxo- 
1(2H)- 

quinoxalineacetic 
acid 


AMPA antagonist; 
glutamate antagonist 


stroke 


losartan; losartan 
potassium; DUP 753; 
MK 954; DUP 89; E 
3340; AVASTAr'; 
COZAAR; 
LOORTAN; 
NTULOTAN 


2-butyl-4-chloro-l- 
[[2'-(lH-tetrazol-5- 
yl)[ 1 , 1 '-biphenyl]-4- 
yl]methyl] -IH- 
imidazoIe-5-methanol 


angiotensin n 
antagonist 


hypertension; anxiety; 
stroke; heart failure; 

.liy%J\^€XX\lial lIlidlCLiUli 


TN87r 


l-(6-butyl-6,7- 

dihydro-5H- 

indeno[5,6-d]-l,3- 

dioxol-5-yl)-4-methyl 

piperazine 

dihydrochloride 


Anoxia protection 


stroke 


apocuanzine; IDB 
1057 


(3alfa,16alfa,17alfa)- 
17,21-epoxy-12- 
methoxy- 
eburaamenine- 1 4- 
carboxyiic acid 
methyl ester 


antihypoxic 


stroke 


hypoxia therapy 




antihypoxic 


heart ischemia; stroke 


KF 17329 




antihypoxic 


stroke; brain ischemia 


KF 19863 




antihypoxic 


stroke 
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MS 153 


(-)-l-nicotinoyl-5- 
rnethyl-2-pyrazoline 


anti-ischemic 


stroke 


yM737 


N-(N-L-ganima- 
glutamyl-L- 
cysteinyl)-glycine, 1- 
(l-methyl)ester 


anti-ischemic 


stroke 


BXT51072 


3,4-dihydro-4,4- 
dimethyl-2H-1.2- 
benzoselenazine 


antioxidant 


stroke; inflammatory 
bowel disease 


CEB 1370 




antioxidant 


strolc& 


LY 231617 


2,6-bis(l,l- 
dimethy 1 ethyl )-4- 
[(ethylamino)methyl] 
phenol hydrochloride 


antioxidant 


stroke 


Neurodegenerative 
disease therapy 




antioxidant 


stroke; Alzheimer 
disease 


U 101033E 


6,7,8,9-tetrahydro-9- 
[2-(4- 

morpholinyl)ethyl]- 
2,4-di- 1 -pyrrolidinyl- 
5H-pyrimido[4,5- 
bjindole 
dihydrochloride 


antioxidant 


stroke; 

neurodegeneration; 
brain ischemia 


MDL 101002 


3,4-dihydro-3,3- 
dimethy li soquinoline 
2-oxide 


antioxidant; free 
radical scavenger 


stroke; 

neurodegeneration; 
3&ptic shock 


synthetic catalytic 
scavenger analogues; 
SCS analogues 




antioxidant; free 
radical scavenger 


stroke; trauma; 
atherosclerosis; 
leurodegeneration; 
asthma 


VANTOX 




antioxidant; NSAID 


asthma; Parkinson 

Ulocasc, r\.l£illCU.U\iT 

disease; stroke 


secreted apoptosis 
related proteins; 
SARPS 




apoptosis inducer; 

rinri'ntoQ'iQ infiiHitr\T 
!*}-'v'}-'twaio iiiiiJL/xtiJi 


Dancer; myocardial 
nfarction; stroke 


CNS therapy, IDUN; 
CNS therapy 




apoptosis inhibitor; 

^£lS]32.S6 illllil3itOT 


stroke; Parkinson 
disease; amyotrophic 
ateral sclerosis 


VM201 


• 


olood clotting factor 
Xa inhibitor; 
proteinase inhibitor 


hrombosis; stroke 


factor Xa inhibitor 




Dlood clotting factor 
^a inhibitor; i 
proteinase inhibitor 


hrombosis; stroke; 
nyocardial infarction 
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JTV 803 




blood clotting factor 
Xa inhibitor; 
proteinase inhibitor 


stroke; myocardial 
infarction; thrombosis 


deltibant; CP 0127; 
SB 238592; 
BRADYCOR 


hexamethylene-bis- 
(succinimido- 
Cys(Leu)-Phe-G}y- 
Hyp-Pro-Arg) 


bradykinin 

antagonist; cicatrizant 


trauma; stroke 


AJ 3941 


1 1 -(4-cinnamyl- 1 - 

piperazyl)-3-fluoro- 

6,11- 

dihydrodibenzo[6,e]o 
xepine-2 maleate 


calcium antagonist 


stroke 


calcium antagonist 




calcium antagonist 


stroke 


lifarizine; RS 87476; 
RS 87476000 


1 -(diphenylmethyl)- 

4-[[5-methyl-2-(4- 

methy Ipheny 1)- 1 H- 

imidazol-4- 

yll methyl Ipiperazine 


calcium antagonist 


stroke; brain ischemia 


NCC 161; LY 042826 




calcium antagonist 


ischemia; stroke 


S 830256 


3-cyclo-pentyl-5- 
cyclo- 

pentyloxyethoxycarb 
onyl-4,7-dihydro-l ,6- 
di methyl-4-(2-nitro- 
phenyl)pyrazolo-(3 ,4- 
D)pyridine 
hydrochloride 


calcium antagonist 


stroke 


S 830327 


methyl-4,7-dihydro- 

3-n-butyI-6-methyl-4- 

(3- 

nitropheny 1) thieno(2 , 
3 -b)pyridine-5- 
carboxylate 


calcium antagonist 


stroke 


NPS 846 




calcium antagonist; 
analgesic 


stroke; epilepsy; pain 


ziconotide; SNX 111; 
CI 1009 


omega-conotoxin 
MVllA 


calcium antagonist; 
analgesic; peptide 


stroke; pain; brain 
schemia 


rumbrin 


[lZ,3E,5E,7E)-6-(8- 

[3-chloro- 1 H-pyrrol- 

2-yl)-l-methyl- 

1 ,3,5,7-octatetraenyl)- 

4^-methocy-3-methyl- 

2H-pyran-2-one 


calciimi antagonist; 
Tee radical scavenger 


stroke 
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F0401;D31D 


(E)-3-[4-(lH- 

imidazol-1- 

y hnethyl)phenyl] -2 - 

propenyl-methyl- 1 ,4- 

dro-2,6-dimethyl-4- 

(3-nitrophenyl) 3,5- 

pyridinedicarboxylate 


calcium antagonist; 
PAF antagonist; 
thromboxane 
synthetase inhibitor; 
vasodilator 


stroke 


S 312; S 312d; S 
830312 


4,7-dihydro-6- 

methyl-3-(2- 

methylpropyI)-4-(3- 

nitrophenyl)- 

thieno[2,3-b]pyridine- 

5-carboxylie acid 

methyl ester 


calcium antagonist; 
vasodilator 


stroke 


U 92032 


7-[[4-[bis(4- 

fluorophenyl)methyl] 

-1- 

piperazinyljmethyl]- 
2-[(2- 

hydroxy ethyl)amino] - 
4-(l-methylethyl)- 
2,4,6-cycloheptatrien- 
1-one 


calcium antagonist; 
vasodilator- 


stroke 


calcium channel 
blocker 




calcium channel 
3 locker 


stroke 


Calcium channel 
blockers 




calcium chaimel 
alocker 


stroke 


calcium channel 
blockers 




calcium channel 
blocker 


stroke 


CPC 301 




calcium channel 
blocker 


stroke 


CPC 304 




calcium channel 
jlocker 


stroke 


CPC 317 


• 


calcium channel 
blocker 


stroke 




■ 

• 


Dalcium channel 
blocker 


stroke; epilepsy 






calcium channel 
olocker 


stroke; epilepsy 


NS 3034 




blocker 




NS 638 




:alcium channel 5 
alocker 


stroke 
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SB 201823A 


4-[2(3,4- 

dichlorophenoxy)ethy 
I]-l-pentyl piperidine 
hydrochloride 


calcium channel 
blocker 


stroke 


drug delivery system, 
conopeptides 




calcium channel 
blocker; sodium 
channel blocker; 
potassium channel 
blocker; analgesic 


epilepsy; Parkinson 
disease; stroke; pain; 
brain ischemia 


DP 16 


Acylglycerol 
derivative of BAPTA 


Calcium chelator 


epilepsy; stroke; heart 
ischemia 


stroke therapy 


N- 1 -naphthalenyl- 1 - 

(3-phenoxypropyl)-4- 

piperidinamine 


Calcium lowering 
agent 


stroke 


DY 9760 


3-[2-[4-(3-chloro-2- 

methylphenyl)-!- 

piperazinyl]etiiyl]- 1 - 

(lH-imidazol-4- 

ylmethyl)-5,6- 

dimethoxy-lH- 

indazole 


calmodulin antagonist 


brain ischemia; stroke 


calpain inhibitors 




calpastatin 


stroke 


caipain inhibitors. 




calpastatin; proteinase 
inhibitor 


stroke 


caspase antagonists 




caspase inhibitor; 
apoptosis inhibitor 


stroke; myocardial 
infarction 


KF 10632; IKY 432 


2 -methyl- 1 -[ 1 -oxo-3- 
[4- 

(trifluoromethyl)phen 
yl]-2- 

propenyllpiperidine 


Cerebroprotectant 


stroke 


acetyl-L-camitine; 
acetylcamitine, L-; 
ALC; ST 200; TA 
803; NICETILE; 
BRANIGAN; 
ALCAR; 
NEUROACTIL; 
BRANIGEN 


acetyl-L-camitine 


Cholinergic agonist 
stimulation of nerve 
groAvth 


Alzheimer disease; 
stroke; diabetes; 
neuropathy 


Aniracetam; Ro 
135057; SARPUL; 
DRAGANON; 
APAMET; RESET f 


l-(4- 

■nethoxybenzoyI)-2- 
Dyrrolidinone 


cholinergic antagonist 


cognitive defect; 
stroke 
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Citicoline; citicoline 

sodium; cytidil 

diphosphocholine; 

CDP choline; IP 302; 

NEUROX; 

ALPHCOLIN; 

HIPERCOL; 

NEUREX; 

SUJVlAZIInA; 

IRAUSAN 


P'-[2- 

(trimethylammonio)et 
hyl] citidine 5'- 
(trihydrogen 
diphosphate) 


cholinesterase 
inhibitor 


stroke 


Fibroblast growth 
factor agonist. 




cicatrizant; FGF 
agonist 


skin ulcer; stroke 


MAD, C5 single 
chain; ^ab, 
complement C5; 
5G1.1-SC 




complement inhibitor; 
monoclonal antibody; 
NSAED 


inflammation; 
myocardial infarction; 
stroke; ischemia. 


NfBI 102 




CRF antagonist 


stroke 


MTJr 1 (\A 
INoi 1U4 




CRF antagonist 


depression; stroke 


interleukin-8 
antagonists; IL-8 
antagonists 




cytokine antagonist 


myocardial infarction; 
stroke; respiratory 
distress syndrome 


endothelin B 
antagonist. 




endothelin B 
antagonist; endothelin 
antagonist 


stroke 


— ; — — , 

Endothelium- 
associated disease 
therapy. 




Endothelin receptor 
[igand 


stroke; asthma 






estrogen agonist 


stroke 


ABPI 127 




estrogen agonist 


stroke 


excitatory amino acid 
antagonists 




excitatory amino acid 
antagonist 


epilepsy; Alzheimer 
disease; stroke 


NPC 18123 




excitatory amino acid 
antagonist; glutamate 
antagonist 


epilepsy; stroke 


excitatory amino acid 
receptor modulators 




Excitatory amino acid 
receptor ligand 


stroke 


APO 99 




free radical scavenger 


stroke; ischemia; 
reperfiision injury 


K7259 


bexahydro- 1 ,4-bis[4- 
[3,4,5- 

Tl Tn Pt Vl O Y VTl K <»T1 \/ 1 "^K 11 1 
HllllwLlHJAy|Jlldl^l ^IJUL 

ylj- IH- 1 ,4-diazepine 
dihydrochloride 


Tee radical scavenger 


stroke 


NXY059 




ree radical scavenger 


stroke 
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Pyrrolostatin 


4-geranylpyrrole-2- 
carboxylic acid 


free radical scavenger 


stroke 


resorstatin 




free radical scavenger 


stroke 


stobadine; DH 1101; 
DP 1031 


(4aR,9bS)- 

2,3,4.4a,5,9b- 

hexahydro-2,8- 

dimethyl-lH- 

pyrido[4,3-b]indole 

dihydrochloride 


free radical scavenger 


ischemia; stroke 


TAK218 


(S)-2,3-dihydro- 

2,4,6,7-tetramethyl-2- 

[(4-phenyl-l- 

piperidinyl)methyl] - 

5-benzofuranamine 

dihydrochloride 


free radical scavenger 


stroke; trauma 


EUK 134 


(SP-5-13)- 

chloro[[2,2'-[l,2- 

ethanediyIbis[(nitrilo- 

kappaN)methylidyne] 

]bis[6- 

methoxyphenolato- 

kappaOl]]]- 

manganese 


free radical 
scavenger; 
antioxidant 


stroke 


free radical 
scavengers 




free radical 
scavenger; NSAID 


neurodegeneration; 
arthritis; reperfiision 
injury; psoriasis; 
stroke 


SLH 301 




free radical 
scavenger; NSAID 


neurodegeneration; 
arthritis; reperfiision 
mjury; psoriasis; 
stroke 


EPC K1;CHX3107 


[2R- 

:2R*(4R*,8R*)]]-2- 
:3,4-dihydro-2,5,7,8- 
tetramethyl-2-(4,8,12- 
trimethyltridecyl)- 
2H- 1 -benzop)^an-6- 
yl hydrogen 
phosphate] L-ascorbic 
acid esters, 
tnonopotassium salt 


free radical 
scavenger; 
jhospholipase 
inhibitor; cytokine 
antagonist; NSAID 


stroke 
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OC5186 


(5Z,13E,15S)-15- 

hydroxy-9-oxo- 

prosta-5,8(12),13- 

trien-l-oic acid, 
homopolymer, ester 
with L-ascorbic acid 


free radical 
scavenger; prostanoid 


cancer; stroke; 
malaria 


BMS 183729; BMY 
20862 


5,6-dihydro-ll- 

methyl-llH- 

pyrimido[4,5- 

6] [ 1 ,4]benzodiazepin 

e 


GAB A agonist 


neuropathy; stroke 


clomethiazole; CMZ; 

HEMINEVRIN; 

ZENDRA 




GABA modulator 


insomnia; stroke 


GM-1; ganglioside 
GM-1; 


monosialotetrahexosy 
Iganglioside 


ganglioside 


stroke 


siagoside; AGF 2 


[R-[R*,S*-(E)]]-N- 

[l-[[[0-[r,2- 

anhydro]-N-acetyl- 

alpha-neuraminosyl- 

(2->3)-0-[0-beta-D- 

gaIactopyanosyl-( 1 - 

>3)-2-(acetylamino)- 

2-deoxy-beta-D- 

galactopyranosy l-( 1 - 

>4)-0-beta-D- 

galactopyranosy I-( 1 - 

>4)-beta-D- 

glucop3n-anosyl]oxy] 

methyl]-2-hydroxy-3 - 

aeptadecenyl]octadec 

anamide 


ganglioside 


cognitive defect; 
stroke 


stroke therapy 




glutamate agonist; 
mGluR agonist 


stroke 


fIF7 




glutamate antagonist 


stroke 


NNC 079202; FG 
9202 


l,2,3,4-tetrahydro-6- 
mtro-2,3-dioxo- 
b enzo(f)quinoxaline- 
7-sulfon amide 


glutamate antagonist 


epilepsy; stroke 


NS 409; PD 152247; 
PNQX 


1,4,7,8,9,10- 
hexahydro-9-methyl- 
6-nitro-pyrido [3,4- 
flquinoxahne-2,3- 
dione 


glutamate antagonist 


stroke 


AMPA antagonist 




glutamate antagonist; 
AMPA antagonist 


stroke 
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CP 465022 


3-(2-chlorophenyl)-2- 
[2-[6- 

[(diethylamino)methy 
l]-2- 

pyridinyl]ethenyI]-6- 
fluoro-4(3H)- 
quinazolinone (Z)-2- 
butenedioate (1:1) 


glutamate antagonist; 
AMPA antagonist 


stroke 


NNC 070775 




glutamate antagonist; 
AMPA antagonist 


stroke 


YM 90K; YM 900 


l,4-dihydro-6-(lH- 

imidazol-l-yl)-7- 

nitro-2,3- 

quinoxalinedione 

monohydrochloride 


glutamate antagonist; 
AMPA antagonist 


stroke 


sinnabidol; HU211; 
PA 50211; 
DEXANABINOL 


(6aS-trans)-3-(l,l- 

dimethylheptyl)- 

6a,7,10,10a- 

tetrahydro-1- 

hydroxy-6,6- 

dimethyl-6H- 

dibenzo[b,d]pyran-9- 

tnethanol 


glutamate antagonist; 
cannabinoid; NMDA 
antagonist; free 
radical scavenger 


cognitive defect; 
stroke; trauma; 
myocardial infarction; 
glaucoma 


ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


CP 283097 


(3R-cis)-3-[4-(4- 

fluorophenyl)-4- 

lydroxy-l- 

piperidinyl]-3,4- 

dihydro-2H-l- 

berizopyran-4,7-diol 


glutamate antagonist; 
NMDA antagonist 


Parkinson disease; 
stroke; trauma 


dizocilpine; 
dizocilpine maleate; 
MK801 


[+)-10,ll-dihydro-5- 
methyl-5H- 
iibenzo[a,d]cyclohept 
5n-5,10-imine 


glutamate antagonist; 
NMDA antagonist 


spilepsy; stroke; 
leuropathy 


EAA090 

i 


2-(8,9-dioxo-2,6- 

iiazabicyclo[5.2.0]no 

i-l(7)-en-2- 

)'l)ethyl]phosphonic 

icid 


glutamate antagonist; £ 
"■"JMOA antagonist 


Jtroke 
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GPI 3000; NPC 
17742 


[IR- 

[la]pha(R*),2alpha]]- 
alpha-amino-2-(2- 
phosphonoethyI)cyclc 
hexane propanoic 
acid 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke; 
neuropathy 


L 701324 


7-chloro-4-hydroxy- 
3-(3-phenoxyphenyl)- 
2(1 H)-quinoIinone 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke 


MR2 2579; MRZ 
2/579 




glutamate antagonist; 
NMDA antagonist 


Parkinson disease; 
addiction; stroke 


2-PMPA; GPI 5000 




glutamate release 
inhibitor 


stroke; 

neurodegeneration 


BW 1003C87 


Ethaiiesulfonic acid 
cmpd. with 5-(2,3,5- 
trichlorophenyl)-2,4- 
pyrimidinediamine 
(1:1) 


glutamate release 
inhibitor 


stroke 


sipatrigine; BW 
619C89; BW 619C 


2-(4-methyl-l- 
piperazinyI)-5-(2,3,5- 
trichlorophenyl)-4- 
pyrimidinamine 


glutamate release 
inhibitor 


stroke 


ACEA 1031 




glycine antagonist 


stroke 


gavestinel; GV 
150526; GV 
150526A; GV 
150526X; GG 526; 
GV 526A 


(E)-4,6-dichlor6-3-[3- 

oxo-3-(phenylamino)- 

l-propenyl]-lH- 

indole-2-carboxylic 

acid 


glycine antagonist 


stroke 


HMR 2371 




glycine antagonist 


stroke 


M 241247 




glycine antagonist 


stroke 


M 244249 




glycine antagonist 


stroke 


ZD 9379 

• 


7-chloro-3,5-dihydro- 

2-(4-niethoxy-2- 

methylphenyl)- 

pyridazino[4,5- 

)]quinoline-l,4- 

10(5H)-trione, base 

and salts 


glycine antagonist 


stroke 


glycoprotein Ilb/IIIa 
antagonist; P246 




glycoprotein Ilb/IIIa 
antagonist; peptide; 
Dlatelet antiaggregant 


hrombosis; heart 
schemia; stroke 


cromafiban 




glycoprotein Ilb/IIIa 
antagonist; platelet 
mtiaggregant 


hrombosis; stroke 
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EMD 122347; YM 
028 




glycoprotein Ilb/IIIa 
antagonist; platelet 
antiaggregant 


thrombosis; angina; 
stroke 


. MK 852; L 367073 


N-acetyl-L-cysteinyl- 
L-asparaginy 1 -(4R)- 
5,5-dimethyl-4- 
thiazolidinecarbonyl- 
4-(aminomethyl)-L- 
phenylalanylglycyl- 
L-alpha-aspartyl-L- 
cysteine, cycUc (1-7)- 
di sulfide 


glycoprotein Ilb/IIIa 
antagonist; platelet 
antiaggregant 


stroke; thrombosis 


SDZ GPI562 


Unspecified 


glycoprotein Ilb/IIIa 
antagonist; platelet 
antiaggregant 


thrombosis; stroke 


pimagedine; 
pimagedine 
hydrochloride; 
aminoguanidine; 
GERll; YM585 


aminoguanidine 


Glycosylation end- 
product inhibitor 


diabetes; kidney 
disease; retinopathy; 
atherosclerosis; 
neuropathy; stroke 


fibroblast growth 
factor-10 




Growth factor, 
fibroblast growth 
factor-10 


stroke; trauma 


insulin-like growth 
factor-l;IGF-l 




Growth factor, IGF- 1 


brain ischemia; 
trauma; stroke* 
neurodegeneration 


transforming growth 
factor beta; TGFbeta 


. 


Growth factor, TGF- 
)eta 


Drain ischemia; 
trauma; stroke; 
neurodegeneration 


ersofermin; fibroblast 
growth factor, basic; 
basic fibroblast 
growth factor; bFGF; 
TROFAK 

■ 


Nf-(N-glycyl-L- 
threonyl)-basic 
fibroblast growth 
factor (human clone 
ambdaKB7/lambdaH 
FLl precursor 
-educed) 


growth factor; 
oicatrizant 


stroke 


trafermin; fibroblast, 
growth factor, basic; 
basic fibroblast 
growth factor; bFGF; 
trofermin; KCB 1; { 
CAB 2001;FIBLAST 


Z-155-fibroblast j 
growth factor, basic c 
human clone lambda 
CB7/lambda HFL 1 
jrecursor reduced) 
., , 


growth factor; 
:icatrizant 

I 

r 

c 


skin ulcer; 
Dsteoporosis; stroke; 
neuropathy; 
>eripheral vascular 
lisease; coronary 
utery disease 
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drug delivery system, 
proteinase inhibitor 
and trophic factor 
secreting implant; 
proteinase inhibitor 
secreting implant; 
trophic factor 
secreting implant 




growth factor; 
neurotrophic factor; 
proteinase inhibitor 


stroke 


heat shock 
transcription factor 
modulators, ischemia; 
heat shock 
transcript! on ■ factor 
modulators, cancer 




heat shock 
transcription factor 
modulators 


stroke; ischemia; 
reperfusion injury; 
cancer 


RSR 13 


2-[4-[2-[(3,5- 

dimethylphenyl)aniin 

o]-2. 

oxoethyl]phenoxy]-2- 
methylpropanoic acid 


Hemoglobin, 

allosteric 

modification 


surgery; heart 
ischemia; stroke 


RSR4 


2-[4.[2-[(3,5- 

dichlorophenyl)amino 

]-2- 

oxoethyl]phenoxy]-2- 
methylpropanoic acid 


Hemoglobin, 

allosteric 

modification 


cancer; surgery; heart 
ischemia; stroke 


RSR 46 


2-[4-[2-[(2,3-dihydro- 
lH-inden-5- 
yI)amino]-2- 
oxoethyl]phenoxy]-2- 
methylpropzinoic acid 


Hemoglobin, 

allosteric 

modification 


cancer; surgery; heart 
ischemia; stroke 


IP7 




Hemoglobin, 
synthetic allosteric 
modifiers of 


cancer; surgery; heart 
ischemia; stroke 


enoxaparin sodium; 
low molecular weight 
heparin; enoxaparin; 
enoxaparine; PK 
10169; RPY 005; RP 
54563; LOVENOX; 
CLEXAN; 
CLEXANE 


leparin sodium salt 


heparinoid 


thrombosis; angina; 
stroke; myocardial 
infarction 


GT2016 


l-(5-cyclohexyl-l- 
DXopentyl)-4-(lH- 
Lmidazol-4- 
y'Opiperidine 


listamine antagonist; 
tiistamine H3 
antagonist 


cognitive defect; 
stroke; attention 
leficit disorder 


MAb, 1A29; MAb, 
ICAM-1 




[CAM monoclonal s 
antibody 


stroke 
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NZ097 




IGF-1 ligand 


brain ischemia; 
trauma* stroke* 
neurodegeneration 


antibody-mediated 
stroke inhibitor 




immunosuppressant; 
biotechnology 


gynecological; stroke; 
thrombosis; 
myocardial infarction 


insulin-like growth 
factor binding protein 
ligand inhibitors, 
IGFBPIigand 
inhibitors 




insulin-like growth 
factor binding protein 
ligand inhibitors 


stroke; 

neurodegeneration 


neutrophil inhibitory 
factor; NIF; 
CORLEUKIN NIF 




integrin antagonist; 
cell adhesion 
inhibitor; NSAID 


reperfusion injury; 
inflammation; stroke 


AM 36 




Ion channel blocker 


stroke; trauma 


cation channel 
blocker 




Ion channel blocker, 
cation channel 
blocker 


stroke 


ririlazad; tirilazad 
mesylate; trilazad; U 
74006F; FREEDOX 


2I-[4-(2,6-di-l- 

pyrrolidinyl-4- 

pyrimidinyl)-!- 

pipera2inyl]-16- 

alpha-me thyl-pregn- 

l,4,9-(ll)-triene- 

3,20-dione 


iazaroid 


brain ischemia; 
stroke; trauma; heart 
ischemia; kidney 
disease 


MAbs, leukocytes 




Leukocytes 
monoclonal antibody 


stroke 


MAb, 23F2G; MAb. 
leukointegrin; Hu 
23F2G 




leukointegrin 
monoclonal antibody 


multiple sclerosis; 
cardiovascular 
disease; myocardial 
nfarction; stroke 


stroke and trauma 
therapy, morphogenic 
proteins. 




morphogenic proteins 


rauma; stroke 


Lubeluzole; R 87926; 
PROSYNAP 

c 
c 
t 


.S)-4-(2- 

senzothiazolylmethyl 
unino)-alpha- [(3,4- 
li f[uorophenoxy)m 
;thyl]-l- 

jiperidineethanoi 


Veuroprotectant s 


stroke; Alzheimer 
iisease 


drug delivery system, ' 
neurotrophic peptide; 
neurotrophic peptide 
delivery system; 
TROFEXIN-A 


Profexin-A r 


Neurotrophic factor s 


troke 
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Neurotrophic peptide 
TROFEXIN 




neurotrophic factor; 
peptide; growth facto 


stroke 

r 


NOX 101 


Unspecified 


nitric oxide scavenge 


-stroke; diabetes; 
cancer; trauma; 
transplant rejection; 
septic shock; 
cardiovascular 
disease 


NOX 151 




nitric oxide scavenger 


stroke 


A 84643 


[S-(E)3-N-(4-amino- 
5-hydroxy-2- 
pentenyl)-N'- 
nitroguanidine 


nitric oxide synthase 
inhibitor 


stroke; ischemia 


Neuronal nitric oxide 
synthase inhibitors 




nitric oxide synthase 
inhibitor 


stroke; trauma 


nitric oxide synthase 
inhibitors 




nitric oxide synthase 
inhibitor 


Parkinson disease; 
stroke 


nitric oxide inhibitors. 




nitric oxide 
synthetase inhibitor; 
NSAID 


stroke; rheumatoid 
arthritis 


ARL 15896; FPL 
15896; ARL 
15896AR; 
FPL15896AR 


(S)-alpha-phenyl-2- 
pyridineethanamine 


NMDA antagonist; 
glutamate antagonist 


stroke 


Bill 277; Bin 277CL 


[2R- 

'2alpha,3(R*),6alpha[ 

:i,2,3,4,5,6- 

iexahydro-3-(2- 

methox3^ropy 1) - 

6, 11,11 -trimethy 1-2,6- 

tnethano-3- 

)en2azocin-9-ol 

tiydrochloride 


NMDA antagonist; 
glutamate antagonist 


stroke 


CGP40116 

■ 


[R-(E)]-2-amino-4- 
methyl-5-phosphono- 
3-pentenoic acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


CNS 1118 


N[,N'-dimethyl-N,N'- 
3is{l- 

iaphthyl)guanidine 


^•^IMDA antagonist; 
glutamate antagonist 


stroke 


CNS 1531 

i 
c 
t 

£ 


+)-3-fluoro-10,5- 
minomethano-10,11- j 
Iihydro-5H- 
iibenzo(a,d)cyclohept 
me 


"^IMDA antagonist; £ 
glutamate antagonist 


troke 
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CP 101606 


[S-(R*,R*)]-4- 
hydroxy-alpha-(4- 
hydroxyphenyl)-beta- 
methyl-4-phenyl- 1 - 
piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


stroke; trauma; 
neurodegeneration 


eliprodil; SL 820715 


(+,-)-alpha-(4- 
chlorophenyl)-4-[(4- 
fluorophenyl)methyl] 
- 1 -piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


neuropathy; stroke; 
trauma 


ES2421 




NMDA antagonist; 
glutamate antagonist 


stroke 


L 703717 


7-chloro-4-hydroxy- 
3-[3-(4- 

methoxyphenyl)meth 

yI]phenyl]-2(lH)- 

quinolinone 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


L 708541 




NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


licostinel; ACEA 
1021; CGP 63446 


6,7-dichloro-5-nitro- 

l,4-dihydro-2,3- 

quinoxalidinedione 


NMDA antagonist; 
glutamate antagonist 


stroke; trauma 


MDL 100453 


4-oxo-5-phosphono- 
D-norvaline 


NMDA antagonist; 
glutamate antagonist 


epilepsy; neuropathy; 
stroke 


NMDA antagonist 




NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke; 
neuropathy 


NMD A antagonist, 
subtype specific, 
SSNRA 




NMDA antagonist; 
glutamate antagonist 


stroke; trauma 


NPS 1506 




NMDA antagonist; 
glutamate antagonist 


stroke; trauma 


P7189 


2-amino-N-methyl- 
alpha-(3-methyl-2- 
thienyl)benzeneethan 
amine hydrochloride 


NMDA antagonist; 
glutamate antagonist 


stroke; neuropathy 


PD 158473 


3-(l-naphthalenyl)-5- 

phosphonomethyl)- 

^-phenylalanine 


NMDA antagonist; 
glutamate antagonist 


■*arkinson disease; 
stroke 


PD 159913 




WDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 


Ro 256981 


■ 


•^JMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 


selfotel; CGS 19755 

( 

1 

i 


:is-4- 

phosphonomethyl)- j 
Z- 

3iperidinecarboxylic 
icid 


"^JMDA antagonist; s 
glutamate antagonist 


»troke; trauma 
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SM 18400 




NMDA antagonist; 
glutamate antagonist 


stroke 


aptiganel; CNS 1102; 

CDD2515A; 

CERESTAT 


N-(3-ethylphenyl)-N- 
methyl-N'-l- 
naphthalenyl- 
guanidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


stroke; neuropathy; 
trauma; Parkinson 
disease; pain 


conantokins 




NMDA antagonist; 
glutamate antagonist; 
peptide; analgesic 


epilepsy; stroke; 
schizophrenia; pain; 
ischemia 


ADCI; SGB 017; 
ADCI 


10,ll-dihydro-5H- 
dibenzo[a,d]cyclohep1 
en-5,10-imine-5- 
carboxamide 


NMDA antagonist; 
glutamate antagonist; 
sodium channel 
blocker 


epilepsy; stroke 


ABS401 




Nonglutaminergic 
neuromodulators 


neuropathy; stroke 


notch signalling 
pathway modulators 




notch signalling 
pathway modulators 


stroke; cognitive 
defect; cancer 


PS 519 




NSAID; anti- 
ischemic; proteinase 
inhibitor 


inflammation; stroke 


BB 823 




PAF antagonist 


septic shock; stroke 


BN 50739 


6-(2-chlorophenyl)-9- 
[2-[(3,4- 

dimethoxyphenyl)thio 
]-l-thioxoethyl]- 
7,8,9, lO-tetrahydro-l - 
methyl-4H- 
pyrido[4',3':4,5]thieno 
[3,2- 

fl[l,2,43triazolo[4,3- 
airi,41diazepine 


PAF antagonist 


hypotension; septic 
shock; stroke 


ACTH(4-10); 
SEMAX 




peptide 


cognitive defect; 
trauma; stroke 


corticotropin- 
releasing factor; 
corticotropin- 
releasing hormone; 
CRF; XERECEPT 




peptide 


cancer; stroke; trauma 


pituitary adenylate 
cyclase activating 
polypeptide; PACAP 


Unspecified 


aeptide 


stroke 


conantokin G 




aeptide; glutamate s 
mtagonist; NMDA i 
mtagonist 


Jtroke; brain 
schemia; epilepsy 
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denbufylline; BRL 
30892 


l,3-dibutyI-3,7- 
dihydro-7-(2- 
oxopropyl)-lH- 
purine-2,6-dione 


phosphodiesterase 
inhibitor; vasodilator; 
xanthine 


stroke 


coronary artery 
disease therapy, 




platelet antiaggregant 


stroke; coronary 
artery disease 


clopidogrel; 
clopidogrel bisulfate; 
SR 25990; SR 
25990C; DV 7314; 
PCR 4099; SR 
25990B; SR 25990A; 
SR 25990D; SR 
25990E; PLAVIX; 
ISCOVER 


(S)-alfa-(2- 

chlorophenyl)-6,7- 

dihydrothieno[3,2- 

c]pyridine-5(4H)- 

acetic acid methyl 

ester 


platelet antiaggregant 


thrombosis; stroke; 
ischemia 


ticlopidine; 

ticlopidine 

hydrochloride; 5332 

C; 4 C 32; PCR 5332; 

PICLODIN; 

PICLONADINE; 

PROPACALL; 

TICLID; 

PANALDINE; 

ROBETARL; 

RONDORIN 


5-[(2- 

chlorophenyl)methyl] 
-4,5,6.7- 

tetrahydrothieno[3,2- 
c]p3/ridine 


platelet antiaggregant; 
calcium antagonist 


stroke; thrombosis 


abciximab; 
abcirximab; MAb, 
F(ab')2 fragment 
platelet; MAb, 7E3; 
c7E3 FAb; c7E3; 
ReoPro; CENTORX 


immunoglobulin Gl, 
(human-mouse 
monoclonal c7E3 
clone 

p7E3VHhC.gamma. 1 
^ab fragment anti- 
hiuman glycoprotein 
Ib/IIIa receptor), 
disulfide with human- 
Tiouse monoclonal 
;7E3 clone 
D7E3V.kappa.hc.kapp 
flight chain 


platelet antiaggregant; 
monoclonal antibody 


thrombosis; 
restenosis; angina; 
stroke; myocardial 
mfarction 


GPl 6000 




3oly (ADP ribose) 
polymerase inhibitor 


stroke 


GPI 6150 




3oly (ADP ribose) s 
jolymerase inhibitor i 


stroke; myocardial 
nfarction 
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KC 399 


[N-(2-cyanoethyl)- 

2,2-bisfluoromethyl- 

6-nitro-2H-l- 

benzopyran-4- 

carbothioamidel 


potassium channel 
activator 


angina; stroke 


LOE 908 


3,4-dihydro-6,7- 
dimethoxy-alpha- 
phenyl-N,N-bis[2- 
(2,3,4- 

trimethoxyphenyl)eth 
yl]-l- 

isoquinolineacetamid 

e 


potassium channel 
blocker 


stroke 


BMS 204352 




potassium channel 
modulator 


stroke 


NS 1619 


l,3-dihydro-l-[2- 

hydroxy-5- 

(trifluoromethyl)phen 

yi]-5- 

(trifluoromethyl)-2H- 
benzimidazol-2-one 


potassium channel 

modulator; 

bronchodilator 


stroke; asthma 


proline transport 
inhibitors 




Proline transport 
inhibitor 


epilepsy; stroke 


drag delivery system, 
lipid microsphere, 
clinprost; clinprost 
lipid microsphere; 
TTC 909; ARTEON 

■ 


[3aS- 

'3 aalpha,5beta,6alpha 
(iE,3R*),6aalpha]]- 
l,3a,4,5,6,6a- 
iexahydro-5- 
liydroxy-6-(3- 
hydroxy- 1 -octeny 1)- 
2-p ental enep entanoi c 
acid methyl ester 


prostanoid; platelet 
antiaggregant 


thrombosis; stroke 


fasudil; fasudil 
hydrochloride; AT 
877; HA 1077; HA 
004; ERIL 


liexahydro-l-(5- 

isoquinolylsulfonyl)- 

lH-l,4-diazepirie 


protein kinase 
inhibitor; protein 
kinase C inhibitor; 
vasodilator 


brain ischemia; 
stroke; angina; HIV 
infection 


CPC211; 
CERESINE 




Pymvate 
dehydrogenase 
activation to reduce 
actic acid 


stroke; trauma 


SA 4503 


l-[2-(3,4- 

dimethoxyphenyl)eth 
yl]-4-(3- 

phenylpropyl)piperazi 
ne dihydrochloride 


sigma agonist 


Alzheimer disease; 
depression; cognitive 
defect; stroke 
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Bill 890 




sodium channel 
blocker 


stroke 


sodivim channel 
blocker 




sodium channel 
blocker 


stroke 


SL 34082908; SL 
34.0829-08; SL 
34.0829 




sodium channel 
blocker; calcium 
channel blocker 


stroke; brain ischemia 


B1IR561 




sodium channel 
blocker; glutamate 
antagonist; AMPA 
antagonist 


stroke 


EM 27 


4- 

(cycloheptylamino)- 
N- 

[(cycloheptylamino)c 
arbonyl]-3- 
pyridinesul fonamide 


sulfonylurea 


stroke 


SNO-tissue 
plasminogen 
activator; NMI 106 




thrombolytic 


stroke; myocardial 
infarction 


Tisokinase; tissue 
plasminogen 
activator, natural; 
tPA, natural; AK 124; 
PLASVATA; 
HAPASE 




thrombolytic 


thrombosis; stroke 


Prourokinase; PUK; 
rProUK; A74187; 
PROLYSE 




thrombolytic; 
plasminogen activator 


thrombosis; stroke 


Alteplase; tissue 

plasminogen 

activator; tPA; 

ACTIVASE; 

ACTILYSE; 

ACTIVACIN; 

GRTPA 


- 


thrombolytic; 
plasminogen 
activator; cicatrizant 


thrombosis; skin 
ulcer; stroke 


KT 2962; KT 2-962 

t 
I 


?-[4-[[(4. 

;hl oropheny 1) sulfony 1 
amino]butyl]-6-(l- i 
nethylethyl)-!- 
izulene sulfonic acid 
nonosodium salt 


hromboxane < 
intagonist; platelet 
mtiaggregant t 


>troke; asthma; 
cidney disease; 
hrombosis 


Isbogrel; CV4151; A ( 
66900; ANTEXAN i 

£ 


E)-7-phenyl-7-(3- t 
)yridyl)-6-heptenoic s 
icid c 


hromboxane t 
ynthetase inhibitor; 
)latelet antiaggregant 1 


hrombosis; stroke 
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Ozagrel; ozagrel 
sodium; OKY 046; 
DOMENAN; 
CATACLOT; 
XAlvIBON; VEGA 


(E)-3-[4-(lH- 
imidazol-1- 
ylmethyI)phenyI]-2- 
propenoic acid 


thromboxane 
synthetase inhibitor; 
platelet antiaggregant 


stroke; thrombosis* 
asthma; cough 


Y 20811 


4-(hydroxy(5-(lH- 
imidazol-l-yl)-2- 
methylphenyl)methyl 
)-3,5-dimethyl- 
benzoic acid, 
monosodium salt 


thromboxane 
synthetase inhibitor; 
platelet antiaggregant 


thrombosis; asthma; 
stroke 


isrzo93 




Undisclosed receptor 
ligand 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


CNS 1 




Unknown 


stroke 


EAB318 




Unknown 


stroke 


ONO 2506 




unknown 


stroke 


SB 221420 




Unknown 


stroke 


SPI 29 




Unknown 


myocardial infarction; 
stroke 


SPI 42 




Unknown 


myocardial infarction; 
stroke 


ST 765 




Unknown 


stroke 


stroke therapy 




Jnknown 


stroke; trauma 


TV 2711; 2711 


Polyamine 


Jnknown 


stroke; trauma 


Pentoxifylline; 

oxpentifyUine; 

EBISANIN; 

SEVSTAN; 

TRENTAL; 

TORENTAL 


3.7-dimethyl-l-(5- 
Dxo-hexyl)xanthine 


xanthine; vasodilator 


peripheral vascular 
disease; stroke; 
atherosclerosis 
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Table 38. Current Candidate Therapeutic Interventions for the Treatment of Arthritis 



Product Name 


Chemical Name 


Action 


Indication 


BW 4C; BW A4C; 
BW 4C86 


N-(3-phenoxy- 
phenyl-2- 

propcnyl)acetohydrox 
amic acid 


5 lipoxygenase 
inhibitor; chelating 
agent; NSAID 


arthritis; psoriasis 


tenidap; tenidap 
sodium; CP 66248; 
CP 6624842; 
KENTDA; ENABLE; 
ENABLEX; 
REUMATEN 


(Z)-5-chloro-2,3- 

dihydro-3-(hydroxy- 

2-thienylmethylene)- 

2-oxo-IH-ind61e-l- 

carboxamide 


5 lipoxygenase 
inhibitor; COX 
inhibitor; NSAID 


rheumatoid arthritis" 
arthritis 


flobufen; VUFB 
16066 


2',4'-difluoro-alpha- 
methyl-gamma-oxo- 
[l,l'-biphenyl]-4- 
butanoic acid 


5 lipoxygenase 
inhibitor; COX 
inhibitor; NSAID 


rheumatoid arthritis 


ZD2138;ICI D2138 


6-[[3-fluoro-5- 

(tetrahydro-4- 

methoxy-2H-pyran-4- 

yl)phenoxy]methyl]- 

l-methyl-2(lH)- 

quinolinone 


5 lipoxygenase 
inhibitor; NSAID 


arthritis' asthma 


AKI 1 


unspecified 


adenosine regulating 
agent; NSAID 


inflammation; 
arthritis 


AKI2 


unspecified 


adenosine regulating 
agent; NSAID 


inflammation; 
arthritis 


analben 


unspecified 


analgesic 


rheumatoid arthritis" 
pain 


drug delivery system, 
OSAT ibuprofen; 
ibuprofen sustained 
release 


unspecified 


analgesic; NSAID 

■ 


pain; rheumatoid 
arthritis; 
osteoarthritis; 
nfl animation 


SC 107 


unspecified 


analgesic; NSAID 


arthritis; pain 


samarium 153 Sm 
lexidronam; Sm 153- 
EDTMP; samarium 
153-EDTMP; 
samarium EDTMP; 
CYT 424; 
QUADRAMET 


:OC-6-21)-[[[l,2- 
5thanediylbis[nitrilobi 
5(methylene)]tetrak;is[ 
Dh osphonato] ] (8 -)- 
M,N',OP,OP',OP",OP" 
]-samarate(5-)- 
53Sm 


analgesic; NSAID; 
radiotherapeutic 


:;ancer; pain; 
"heumatoid arthritis 


AE941; 

NEOVASTAT; 

NEORETNA; 

PSOVASCAR; 

ARTHROVAS 


inspecified j 
1 


mgiogenesis c 
nhibitor; NSAID t 
e 
r 


;ancer; psoriasis; 
heumatoid arthritis; 
;ye disease; 
etinopathy 
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FR 111142; WF 
2015A 


4,5-dihydroxy-2- 
hexenoic acid 5- 
methoxy-4-[2-m ethyl - 
3-(3-methyl-2- 
butenyl)oxiranyl]- 1 - 
oxaspiro[2.5]oct-6-yl 
ester 


angiogenesis 
inhibitor; NSAID 


cancer; rheumatoid 
arthritis; retinopathy 


troponin I; cartilage 
derived inhibitor 


unspecified 


angiogenesis 
inhibitor; NSAID; 
biotechnology 


cancer; rheumatoid 
arthritis; eye disease 


N4HCI1 

peptidomimetic, 
rheumatoid arthritis 


unspecified 


Antagonists of MHC 


rheumatoid arthritis 


SB 226882 


4-[4-(4- 

fluorophenyI)-l-(4- 

piperidinyl)-lH- 

imidazol-5-yl]-N- 

methyl-2- 

pyrimidinamine 


antifungal; MAP 
kinase inhibitor; 
signal transduction 
inhibitor; imidazole 


inflammation; 
asthma; rheumatoid 
arthritis 


ZYN-LINKER 

conjugated 

methotrexate 


unspecified 


antimetabolite; 
NSAED 


cancer; rheumatoid 
arthritis; psoriasis 


TRK 530 


[[[4- 

(methylthio)phenyl]th 
io]methylene]bisphos 
phonic acid 
disodiumsalt 


antioxidant; 
bisphosphonate 


rheumatoid arthritis 


LY 221068 


5-[[3,5-bis(l,l- 
dimethylethyl)-4- 
hydroxyphenyl ] m ethy 
lene]-3- 

(dimethylamino)-4- 
thiazolidinone 


antioxidant; NSAID 


arthritis 


LY 26941 5 


5-[[3,5-bis(l,l- 
dimethylethyl)-4- 
hydroxyphenyl Jmethy 
lene]-3- 

methylamino)-4- 
thiazolidinone 


antioxidant; NSAID 


arthritis 


AHR 15010 


l-[(2- 

methoxyphenoxy)met 
hyl]-l,2-ethanediyl 
ester of sulfamic acid 


carbonate dehydratase 
nhibitor; NSAID 


arthritis 
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caspase inhibitors, 
Cytovia 


unspecified 


caspase inhibitor 


ncurodegcneration; 
myocardial infarction; 
rheumatoid arthritis; 
septic shock 


ICE inhibitor, IDUN 


unspecified 


caspase inhibitor; 
apoptosis inhibitor; 
TL-l beta converting 
enzyme inhibitor; 
immunosuppressant 


transplant rejection; 
septic shock; 
rheumatoid arthritis; 
inflammatory bowel 
disease; diabetes 


VLA4 integrin 
antagonist, Cytel 


unspecified 


cell adhesion 
inhibitor; integrin 
antagonist; VLA 4 
antagonist; NSAED 


asthma; rheumatoid 
arthritis; multiple 
sclerosis 


drug delivery system, 
somatomedin C; drug 
delivery system, 
insulin-like growth 
factor- 1; 
somatomedin G 
DepoFoam; Depo 
IGF-1 


unspecified 


cicatrizant; hormone; 
NSAID; growth 
factor 


rheumatoid arthritis; 
osteoporosis 


fibroblast 

anticollagenase; 

FfflAC; 

anticollagenase 

fibroblast 


unspecified 


cicatrizant; NSAID 


arthritis; cancer; skin 
ulcer; arthritis 


BB 926 


unspecified 


collagenase inhibitor; 
matrix 

metalloproteinase 
nhibitor; proteinase 
nhibitor; NSAID 


arthritis; eye disease 


collagenase 
inhibitors, Affymax 


imspecified 

■ ' 


:Jollagenase inhibitor; 
natrix 

Tietalloproteinase 
nhibitor; proteinase 
nhibitor; NSAID 


arthritis; 
nflammation 


collagenase 
inhibitors, Xenova; 
XR 168 series 


inspecified 

I 
i 
i 


lollagenase inhibitor; 
natrix 

netalloproteinase 
nhibitor; proteinase 
nhibitor; NSAED 


-heumatoid arthritis 
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Ro 319790 


unspecified 


collagenasc inhibitor; 
matrix 

mcta! loproteinase 
inhibitor; proteinase 
inhibitor; NSAID 


rheumatoid arthritis; 
arthritis 


GR 1295 74 A 


(R)-N-[l-carboxy-3- 

(l,3-dihydro-l,3- 

dioxo-2H- 

benz[f]isoindol-2- 

yl)propyl]-L-leucyI- 

N-methyl-L- 

phenylalaninamide 

mono(trifluoroacetate 

) 


collagenase inhibitor; 
matrix 

metalloproteinase 
inhibitor; proteinase 
inhibitor; NSAID 


arthritis 


Ro 323555; 
TROCADE 


beta- 

(cyclopentylmethyl)- 
N-hydrox y-gamma- 
oxo-alfa-[(3,4,4- 
trimethyl-2,5-dioxo- 
1- 

imidazolidinyl )methyl 
piperidinebutan amide 


collagenase inhibitor; 
matrix 

metalloproteinase 
inhibitor; proteinase 
inhibitor; NSAID 


arthritis 


WY 46135 


N-[[(5-chloro-2- 
3enzothiazolyl)thio]p 
ienylacetyl]-L- 
cysteine 


collagenase inhibitor; 
matrix 

metalloproteinase 
inhibitor; proteinase 
inhibitor; NSAID 


arthritis 


MAb, C5; MAb, 
complement C5; 
5G1.1 


unspecified 


complement inhibitor; 
monoclonal antibody; 
immunosuppressant; 
NSAID 


rheumatoid arthritis; 
systemic lupus 
erythematosus 


hyaluronic acid 6- 
alpha-: 

methylpredni solone 
ester; HYC 141 


unspecified 


corticosteroid 


rheumatoid arthritis 


MYC 2095 


anspecified 


:;orticosteroid 


arthritis 


rimexolone; 
trimexolone; ORG 
6216; RIMEXEL; 
VEXOL 


llbeta,16alpha,17bet 
a)- 11 -hydroxy- 16,1 7- 
limethyl-17-(l- 
3xopropyl)androsta- 

,4-dien-3-one 


corticosteroid 

( 


-heumatoid arthritis; 
nflammation; eye 

disease' 
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deflazacort; azacort; 

L 5458; MDL 458; 

AZACORTID; 

CALCORT; 

LANTADIN; 

DEFLAN; 

PLANT ADIN; 

DEZACOR; 

ZAMENE; ROSILIN, 

DBFLAMON; 

PRANDIN 


(llbeta,16beta}-21- 

(acetyloxy)-Il- 

hydroxy-2'-methyl- 

5'H-pregna- 1 ,4-die 

no[17,16-d]oxazole- 

3,20-dione 


corticosteroid 


rheumatoid arthritis; 
skin disease; asthma 


prednisolone 
famesylate; PNF 21 ; 
FARNESONE; 
FARNERATE GEL; 
FARNEZONE GEL 


[ll.beta.,21(2E,6E)]- 

lI,17-dihydroxy-21- 

[(3,7,11-trimethyl-l- 

oxo-2,6,10- 

dodecatrienyl)oxy]- 

pregna-l,4-diene- 

3,20-dione 


corticosteroid. 


rheumatoid arthritis; 
osteoarthritis 


ORG 6632 


21-chloro-9aIfa- 
fluoro-1 Ibeta- 
hydroxy- 
16alfa,17alfa- 
dimethylpregna-1 ,4- 
diene-3,20-dione 


corticosteroid; 
immunosuppressant 


cancer; rheumatoid 
arthritis 


RU 46057 


2-[l,2-bis(l- 

oxopropoxy)ethyI]-4- 

iydroxy-N-2- 

thiazolyl-8-(trifluo 

romethyl)-3- 

quinolinecarboxamide 


COX inhibitor; 5 
ipoxygenase 
inhibitor; NSAID 


arthritis; psoriasis 


meloxicam; UH 
AC62; UH AC26XX; 
MOBIC; MOBICOX; 
MOBEC; MOVALIS; 
MOVATEC 


4-hydroxy-2 -methyl - 
N-(5-methyl-2- 
thiazoIyl)-2H-l,2- 
t>en20thiazine-3-car 
30xamide 1,1 -dioxide 


COX inhibitor; 
analgesic; COX 2 
nhibitor; NSAID 


rheumatoid arthritis" 
nflammation; pain; 
osteoarthritis 


SD 8381 


unspecified ( 

I 


ZOX inhibitor; COX 
I inhibitor; analgesic; 
sfSAJD 


irthritis 


SC 57666 

( 
I 


l-(4-£luorophenyl)-2- ( 
4- : 
nethylsulphonylphen I 
4)cyclopentene 


:OX inhibitor; COX £ 
I inhibitor; analgesic; 
vTSAID 


irthritis 
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valdecoxib; SC 6587: 


1 4-(5-methyl-3-phenyl 
4- 

isoxazolyl)benzenesu 
fonamide 


-COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAfD 


arthritis; pain 


rofecoxib; MK 966; 
VIOXX 


4-[4- 

(methylsulfonyl)phen 

yI]-3-phenyI-2(5H)- 

furanone 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; 
rheumatoid arthritis; 
osteoarthritis; pain; 
Alzheimer disease 


celecoxib; SC 58635; 
YM 177; 
CELEBREX; 
CELEB RA 


4-[5-(4- 

methylphenyl)-3- 
(trifluoromethyl)- 1 H- 
pyrazol- 1 - 
yljbenzenesulfo 
namide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


arthritis; pain; cancer 


LAS 33826 


unspecified 


COX inhibitor; COX 
2 inhibitor; NSAID 


rheumatoid arthritis 


pranoprofen; Y 8004; 
ITEOPAN; 
NIEFTOP; NIFLAN; 
CESFLAN; 
ELICAPRIL; 
MABUL; FLANIN; 
PRAFEN; PRANOX; 
DIFEN 


alpha-methyl- 

5H[ 1 ]benzop3n"ano[2, 

3-b]pyridine-7-acetic 

acid 


COX inhibitor; 
NSAID 


rheumatoid arthritis; 
eye disease 


lipopho sphogl yean 
analogue 


unspecified 


Cytokine antagonist 


atherosclerosis; 
arthritis; septic shock; 
HIV infection 


cytokine trap, 
Regeneron 


unspecified 


cytokine antagonist 


cancer; asthma; 
rheumatoid arthritis; 
allergy 


interieukin-12 signal 
transduction 
antagonists, Ligand 


unspecified 


:;ytokine antagonist; 
mmunosuppressant; 
MSAID 


autoimmune disease; 
transplant rejection; 
rheumatoid arthritis 


RP 54745 


4-chloro-5-(3,4- 
iihydro- 1 -methyl- 
2(1 H)-isoquinolinyl )- 
3H-l,2-dithiol-3-one 


cytokine antagonist; 
mmunosuppressant; 
NiSAID 


rheumatoid arthritis; 
nflammatory bowel 
iisease; psoriasis 


interleukin-8 
receptor; IL-8r 


Linspeciiied 


cytokine antagonist; 
^SAID 

( 


psoriasis; rheumatoid 
irthritis; respiratory 
iistress syndrome; 
.eptic shock 
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